L2 ANSWER 1 OF 1 WPIX COPYRIGHT 2007 THE THOMSON CORP on STN 

AN 2000-342515 [30] WPIX Full- text 
DNC C2000-104180 [30] 

TI Gonadotropic hormone -releasing hormone antagonists useful for treatment 
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NOVELTY - Gonadotropic hormone-releasing hormone antagonists comprise a 
benzimidazole compound or its pharmaceutically acceptable salt . 

DETAILED DESCRIPTION - Gonadotropic hormone-releasing hormone antagonists 
comprise a compound of formula (I) or its salt, 
ring A = optionally substituted phenyl; 
ring B = optionally substituted cyclic group; 

R4, R6 = H, 1-6C alkyl optionally substituted with carboxyl, 2-7C 
alkoxycarbonyl, or amino optionally mono- or disubstituted with 1-6C alkyl, 2-6C 
alkenyl, 3-7C cycloalkyl, 7-13C aralkyl (optionally substituted with 1-5 halo, 
1-6C alkoxy, 1-6C alkyl, and amino optionally mono- or disubstituted with 1-6C 
alkyl) or 2-7C alkoxycarbonyl; 

R5 = H, halo, 1-6C alkyl optionally substituted with halogen or amino 
optionally mono- or disubstituted with 1-6C alkyl, l-6Calkoxy, 2 -7C alkoxycarbonyl, 
amino optionally mono- or disubstituted with 1-6C alkyl or carbamoyl optionally 
substituted with 1-6C alkyl or 7-13C aralkyl; 

X= single bond, l-6Calkylene, 2-6Calkenylene, l-6Calkylene-aminocarbonyl, 
or 1-6C alkylene-oxycarbonylamino; and 

Y = CO, S02, NHCO, 1-6C alkylene-carbonyl , 2-6C alkenylene-carbonyl, or 
1-6C alkylene. 

USE - The gonadotropic hormone-releasing hormone antagonists are useful 
for treatment and prevention of e.g. sexual hormone -dependent diseases and 
regulation of pregnancy or menstrual cycle. 

ADVANTAGE - (I) have excellent antagonism against gonadotropic 
hormone-releasing hormone. 
MC CPI: B06-D05; B14-D02; B14-P02 
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raw, «Attiiift*tiT^Tt«fc^7i^ia*. m 

BttB&£ftT^Tt»<}a^fl;g£ ; R 4 fe<fctfRMi. 10 
E-XttSftoT. (i) **E^ (i i) S&g<!: 

Tt>Ttxi:^7 7 = yg, 5~7MJit J <7HyS, 2j;b*' 

l>Tt>«J:^Ci-6 7^*;bS, (i i i) C2-6 7;^- 
;bg, ( i v) C3-7 ->?P7;b*/bg. (v) 
viS^ Ci-6 7;m*->8. C1-6 7^*jbSfe £ fcU : c 

1- 6 7Jb*Jbg?^/-t,L<l;^'-B&*ttT^T& 
Tl/>Tti<fc 1.^7-13 75>b*/bg. £fdi (v i ) C 20 

2- 7 7 tautf-im* ; r 5 i± ( i ) 7k^^ 

(i i) MPyvjg?, (i i i) C1-6 7>b*;bg?- 
*/-&lX^-B&*ftT^Tt><fc^7Sy'g£7c 
teMP^JI^TB&StlTl^Tfccfc^Ci^ 7;b*Jb 
g, (iv) Ci-6 7Jbl]*->g> (v) C2-7 7iU3* 
->2ub#-/bg. (vi) C1-6 7;b*;UST- ; Ey-t ) 
L<li5>-Bft*:hT^TfcJ:^75y*, *fctt (v 

i i) C i-6 7;b*'bg$7c«C 7-13 7?/b*/bSTg 

»*ftT^TtJ:^*;b/^'r^a* ; xi* ( i ) tSft 

(i i) Ci-6 7;U*U>IH, (Mi) C2-6 7/b 30 
*T-\y^m. ( i v) Ci-6 7;b*UV-75/*;U*! 

njbSL *fctt (v) ci-6 7^*u>-^*->*;u*- 
-;b7 = y^^ ; Yii-co- -SO2-, -nhc 
O-. Ci-6 7JI/*U>-2JJI/<K-/U8L C2-6 7;b-5r~ 
U>-»jU^-;l/«$7cttCi-6 7'b+UVSHfcjjVr) 

Hk2] 40 
R 7 




( i ) ( i i ) - has. ( i i i ) /\oy 

>Hi^ Tk&g. Ci-6 7Jbu*vg, o-6 7;b*;bg 
T^Z-tLOi^-S^ftT^TtJa^c/g, 
5~7M3ftf7Syg. *;b*'*->;USfc c ferj : C2-7 7 

;b=l*->7tiyb*--;bS7b^biilfnS1 ~5<ltDB$gT' 50 



B&*nTt/>Ttc*:^Ci-6 7;b*;bg, (iv)/\P 

Tjc&g, C1-6 7;b=l*i/g, Ci-6 7Jb*;b 
ST'ty - 1 L < tt^-BfttftlTt^Tt <fc^7 5 / 
g. 5~7M5H*7 = /g, A/U#*->;USfi«fctfC 
2-7 7;ba*^£;btf'z:;bgfrSiiitf*ii> 1 ~5«*)B 
SS»T-B»*nTL''T i £>«fcL''C2-6 71^- im. 
(v) AP^'Vl^?. Ci-6 7;l/=i*->S, Ci-6 7;b* 

;bgfc itf c 1-6 7;b*yuST' : E/ - 1, L < tt-?-fi» 
*tiT^Tt»cfc^7 = y»7b^5MlftlS 1 ~511©B& 
g?B&£ttT^T&J:^C7-i3 75;b*;bg, (v 
i) C3-7 ->?P7;b*Jbg. (v i i) *;b#+->JU 
C2-7 7;Un*->*yb^~;bS, C8-14 75Jb*Jb 

**->£jbtf^bg. £fdiO-7 7->/bg. (vi i 
i) MPyvjg?. (i x) B&gi: LT, Ci-6 7Jb 
+;bSs C3-6 ->-?P7Jb*;bSs C6-10 7'J-;bg£ 
fdiC7-i3 757b*jbg£WLTl^Tt>J:bvKI?g (C 
£T\ Ci-6 7Jb*;bSv C3-6 ->?P7Jb*Jbg, C 
6-10 7 l J-;bgfc<£7j : C7-i3 7^;b*Jbg(i, ^tlftl 
/NPfVg^ Ci-6 7Jb*;bg. Ci-6 7) b u*->g, 
— hoi, C1-6 7;b*Jbg? ; E/-tL<W:v ; -l£ 
*nT^Tt,J:^7 = yg. 5~7M^«7S/S, -> 
7yg. *j;b**->jbg. C2-7 7;bu*->*;b#-;b 
«!!oJ:t5$SS^SffljSilUBS*c6Slfn* 1 ~5«D 
B»*T-B»*tlT^Tt«fc^) . (x) Ci-6 7Jb* 
)\>?*m. C7-13 77;b*;b**g. Ci-6 7;b*Jb7. 
Jb7-<.=./bg. C7-13 75;b*Jb7Jb7f -Jbgs C 

1- 6 7Jb*7b7s/b*-ybg$f;:ttC7-i3 75Jb*;b7.;b 
*-/bg, (xi) Ci-6 7Jb+;bgx C3-6->?P7;b 
*'bg x C6-10 7'J-;bg, C7-13 75;b+;bg, C 

2- 7 7;b3*->»;b*-;bgfcd:TJCi-7 7->;bg^5S 
iftts 1 ~2n<75g^gT^n ; enM^?nT^Ttct 
t>7=/g$fcti^7 = yg, (x i i) /\py>s 
^, ci-6 7;b*;bg, ci-6 7Jbn*->g, 7 = ygfc 

J:lfC2-7 7ybn*->»Jb*-;bg^bS(fnS 1 ~3 
ffl©B&gT*B&*ftT^Tfc<l:i/>C(>-io 7'J-Jbg, 

(x i i i) ->7/g. %tci* (x i v) *n?nc 

1- s7;b*/bg, C6-10 7 l J-;bg^/cl*C7-i3 7^b 
*;bgTB&*ftT^TfcJ:l^bM~ : E'l'/bg, 2j;bn~ 

U R*<fcR8£tf|g£LT»«BfiELTl/'Tfc<J:C'0 T* 

sets! 

[H^JS3] R 7 N RSfcckO-'R^V [5)-XliS75:o 
T, ( i ) 7j<^? x ( i i ) zhPl> ( i i i ) /\ 
pyvs?, 7jc^g> C1-6 7;b3*->g* Ci-6 7;b+ 
;bgT ; E/-tL<l4v-H^*nT^TtJ:^7Sy 
g, 5~7M31t*7 = /g, ^ibTjt+yibgfecfcTJC 

2- 7 7;b=i*->*;b#-;ug6^^ifn^i ~5(1<DB 
^gT'B^^nTl^Ttcfcl^Ci-e 7;b+;bg. ( i 
v) /\ny>IS^ 7jcIS, Ci-6 7;b=l*i/g. Ci-6 



(3) 



$^2000-095767 



lfC2-7 7JUa*i/ftjU;)i'-jUSfr6a«'tt& 1 ~51i 
©B&ST*B&**lTl/>Tfc<fcl/>C2-6 Ti^-lim. 

(v) y\P^>JS?. Ci-6 7)U3*->Sx 0-6 7JU* 
jbSfc <fcrjc i-6 7jU*jUSt- : E/ - tL< li v-B& 
£ftT^Ttc^75/S7b N 6ai£n&1 ~5<@<OM& 
aT*fiSS*tlT0TtiJ:^C7-i3 75JU+JUS, (v 

i) ftju#*->jug. C2-7 7^=1*->*;U/1?-;I/*, 

Cs-14 75Jl/*JU:J-*->7JJU#;-JUS. $fdiO-7 7 10 
->jug, (v i i) na^vis?, (v i i i) B&S 
^LT. Cm 7JU*jUS£fcttC7-i3 75JU*jUS£ 
WLTLTfcJayjC&g (CCT', C1-6 7JU+JUS33 
«J:tfC7-i3 75JU*jUgli. ^ft^ft/xp-irvi^ c 

1- 6 7/i/*)H> ci-6 7;m+->S^ ci-6 7;u*;bS 
T : E/-tL<liv''-M«!?nT^T i bJ:^7 = yS. 
5~7M^«75yg, ->7yg, *jjU**vjUS, c 

2- 7 TbzL^stibX-fomte&if^mmJsmimmm 

mtrSmitl* 1 ~5ffl©B»ST , H8MrhTl^Tt><fc 
I/O . (i x) Ci-6 7JU*;U-? 1 ^S. C7-13 75JU* 20 
Jl/^Ss C1-6 Tll>*)l/Xll>7 ■< —ll/B. C7-13 75 
Jl/*jU7vJU7-r "JUS, Ci-6 7JU*;U7jU*=JUg$ 
7cttC7-i3 75Jb+/bX;b*-/b*, (x) 0-6 7JU 
*JUg, C3-6 ->?P7JU*jUg, Ce-io 7U-^US. 
C7-13 75;b*;USs C2-7 7JU3 + ->»;l/#-JbSfc 
.fctfCw 7->JUgfrS8tfn5 1 ~2f@05B^ST*^- 
n?tiB}S*tiT^Tticfct>7 = yg^fclS:istt7 = y 

1> (x i) yvayvii?, Ci-6 7;b*;u*. Ch>7 
jia*->S, 75ygfcJ;Tj : C2-7 7JUp*->aju#- 
JUgfr SSlfn& 1 ~3<@OgSSST'MSS*nTf Tt 30 
<H^C6-io 7U-;US, Sfctt (x i i) ^n^nc 
1-6 7JU+JUS, Ce-io T'J-limZtdtCi-u 75JU 
*jUg?B&;*ftT^Tt<fcl,\*JJU/\' : E'rjUS, ftJUn" 

[»#3I4] »B?^*ft*B»*nTL*Tfc«J:i*»tt 
S*\ St 
[<fc3] 




[St*. »B' it. (i) C6-12 7 'J -JUS, (i i) 
SSSiHBJISaiSSifcfcl: ( i i i ) $£Sffi«JIHR£&CT 
L ; R\ R^cfctfR 3 !*, (I)— Xlig&oT, (i) 
Tk^JS?-, (i i) MP-yvH?. Ci-6 7Jb=l*-> 
g, Ci-6 7JU*jUS7t/-t L<tev'-@&;*'ftT 
^Ttxfc^75/Sv *WU#+->;UBfc<fctf Cm 7JU 
P*vflJU#-jUgfr6Sl£tt3 1 ~5<@<DB&ST'B 
&£ftTl^Tfccfc^C i-6 7JU+JUS, (i i i) Ci-6 50 



7JU3*vg. Ci-6 7JU*JUaT ; Ey-tL<liv ? - 
B^nT^Tt<fe^75y8fcJ:7JC2-7 7jUH*-> 
£jU*-JUSfr6ai£n£> 1 ~5fi©BlftST*BgS*tl 
Tt^TtJ;^C2-6 7JU-!rrjUg, (i v) /\nf>i 
Ci-6 7JUP*->g. Ci-6 7JU+JUS. C 1-6 7JU 
*JUS7 ; Ey-tL<l±v >, -B^*nT^T i E.<i:^7 = 

/sfcct:i/73ju^*->jus^eiiifni> 1 ~5<icdb& 

gT'B&TrftTCTtxfcl/^-u 75JU+JUS, (v) 
*>jU**vjUg, C2-7 7JUa*->^Jb7Kz:;US, C 
8-14 75JU*JU^-+->7iJU*'-yUS, $fct*Ci-7 7-> 
JUg* (v i) MCiyvJK?. (v i i) B^StL 
Tv C1-6 7JU+JUS. C3-6 ->^P7JU*JUSs Ce-io 
7'J-JUS$fcliC7-i3 75JU*JUg£*fLT^T*,J: 
l^Tk^g CcT\ Ci-6 7Jb*JUg. C3-6 ->-?P7JU 
*JUS, Ce-io 7U-JUgfcJ;7J : C7-i3 75JU+JUS 
liv ^n^n/ \pyvS?» Ci-6 7JU*Jbg, Ci-6 7 
JUH+vS. Ci-6 7JU*jUg? ; E/-t,L<l;J:v ; -B 
&£tlTl/>T i t>J:l/'75/g. ->7/Sv 2>JU*'*vJU 
BfcitfCM 7JUn*->73JU#-JUS/)^6Slfn« 1 
~5<@©BSSST*B»*nTLTtJ:t , >) > (v i i 
i) Ci-6 7JU*JU : f*Sv C 7-13 75 JU+JU^S. 
Ci-6 7JU+JUXJU7-T ~Jb& C7-13 T3)^)IXI[/ 
74 =JUg, Ci-6 7JU*jUXJU*-JUg$fd*C7-i3 
75jU*JU7nJU*^JUS. (ix) Ci-6 7JU+JUST- 
: E/-t,L<ttv>'-B^nT^Ttc):^7~/Sv - 
hPgfc.fcti^-? 7JUzi*->7DJU*'3jUSjb^5Hl«'n 
aS£gT-ffi&£ftTlTfcJ:i^C7-ii 7U~JUftjU*' 

-jusfcctt/ci-s 7/u*;us6 x 6a«fnsi ~2fflo 

B»ST*B»*nTU''T i tJ:^75/»» 511*75 /g 
tftliCw 7->JU7 = /g, (x) ^tlWlO-e 7JU 
*jUg, Cs-io 7'J-JUg£fdiC7-i3 75jU*JUg?- 
m&tftTl^T&^tllW^ JUS, aJl/M^'TJUtf 
*->g. *jU/^7'TjUS$/-i:ti9U"r KS. Sfctt (x 
i) -hPS^L, R^R^*^LT^!gIL 

T^rtcfct^ 7a*n*ni««i EttottJsa9ja*ju 
tvttaj^jutvjsewj. 

[»^5] R\ R2fccfctfR3!b\ H-XttSfto 
T, (i) 7j<^?, (i i) APy>J!? N Ci-6 7 
JUU*->S, Ci-6 7JU*JUST : E/-*>L <lii/-W. 
ft^nTt^Tt <fct>75 /S, ^jU*'*vJUSfcJ;7JC 
2-7 7JUH*->fiJU*-jUSfr6igtftt3 1 ~5<1©B 
JSST'B^*nT^Tt«J:^Ci-6 7JU+JUS. (i i 

i) ajU**->jUSx C2-7 7JU3*->*Jb#-yUS. 
SfcliCw 7->JUS. (Iv) J\oy>*f. (v) 
B}SS<!:LTs Ci-6 7JU*jUS$/iliC7-i3 75JU* 
JUS^LT^Tt<t:LvJ<KS C i-6 7JU+ 

just><fctfC7-i3 T^iv^n/m\ts *n?t\i\u?ym 

Ci-6 7JU+JUS, Ci-6 7JU3+->S X Ci-6 7JU 
*JUST' : Ey-t L < tiv-B&*ttT^Ttcfc^75 
/m. *jU?Jt'*->JbSfcJ:lfC2-7 7)b3*-/1jlltf- 
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«fcl/0 , (v i) C1-6 T)V^-)^tm. C7-13 75;U 

Ci-6 7;b*^xjU7-<-;us. C7-13 7 
7ii/*;U3jU7-< C1-6 7';b+;ux;i//tx-jus 
$fctiC7-i3 75;u*;uxjI/*-jub. (vi i) c 

1- 6 Tl^im?*/ L< liy-M^tlT^Tt 

7-11 7U-;U£/b*-Jbgfccfcy : Ci-6 7Jl/*/l/gfrt> 
Stftl51 ~2f®0g$g?B&;*tlT^T* ) <i:^7'= 10 

^T'-yS^/cliCw 7->Jl/7 = yg. (v 
i i i) ■S-tl/FftCiH. 7Jb+JUg. C6-10 7'J-;US 
£fd*C7-i3 77;l/^bSTS^nT^Ttcfct^;U 

/cli^U-r Sfctt (i v) -r-P §725 £11*11 

( i ) **B?, (i i) m&mt LT> C1-6 7;U* 
/bgTSEy-tL<^-§&£ft7^Tfc<fc^7 = y 

2- 7 7;bn*->a;U*'-;bg£WLT^T&<fcl , 'Ci-6 7 

;b*;UB, (i i i) nnfyw^ Cn>7/m*-> 
Sv Ci-6 7JU*;bgfc<fctKi-6 7Ji/*;ugT : Ey-t> 
L < lii/*-«a**lTl0T t cfe^7 5 y m&*>M\£ *l£ 
1~5ffl©E^?a**ftT^Tti<fc^C7-i3 75;U 
*yug, ttdt (i v) C2-7 7;ba*->*;i/*'-/us 

fil9Jo 

[11*17] R<feJ:tf R«fl«*il6B?-pa&*il^l IB 

KottBi*ja*^^ vtttu*^ vfsmsUo 30 

[&f $g 8 ] R 5 *JRIS?T*-5fll*S 1 fBtg©ttfig 
ttffiT* 3 If 3<31 9 IE«©J£lnM, 

[0 00 1] 

[^©sr **>»§] 75y^vx-r = 

K-7&^ SJTilfpm EIIJajlfflBl|5i1U*££LTS 50 



ffl^tt^J^tWU^VfiSiti^Uty [GnRH (Gonado 
tropin releasing hormone)] JSfiiS'JlCllgf^o 
[0 0 0 2] 

UXT. GnRH£«fB*-*Cd:i«63. tt»J 

(LH-RH (Luteinizing hormone releasing ho 
rmone) ] ttWft*.} ^©^StfSIIS^tlT^ 

ae^©p^ji<»bnTL^ 0 cqj^c:. ii^tsp 
«ii/«v58«ic»r««jinii'-3»Rnftis£aie« 

^vftStt©**©*!* • TfeS^i: LTJUH***!*., G 
n R HfitafM****'*:?* Ktt©fbd*t LTti, 

7* kmw*? 2 mit* 7? mmi*r& mm z ^ 

£fc, GnRHJSJSflsffliWrSJ^^KttOfb 
SyntLTli. WO 97/21703, WO 97/21 
7 04, WO97/2 1 7 07, W097/2 1 43 
5. WO97/44037. W09 7/44 04 1 ts.E 

[0003] -73. y~/^yx^~^9-immwt 

LTlix $J*.lfKhim. Vys. Energ. , 21. 38-44 (198 
7) » Khim. Volokna. 18-21 (1986) fc<£l/Khim. Volo 
kna, 14-17 (1985) \Z 5 )l>7 = J - 2 - 

(4-^>y'T;u7 = y7x-;u) ^>xv = ^y-;u 

tf;Khim. Volokna, 18-21 (1986) iCS-^W^/b 

7 = y-2- (4-^>vi'-f;U7Hy7i-^) ^:>x 

-f5^V-;l/*KtS4i« ; Khim. Vys. Energ. , 21, 38- 
44 (1987) , Khim. Volokna, 14-17 (1985) tSj:tfK 
»?fb¥. 24, 501 (1967) lc5-^>V-<;l/75y- 
2-7il/b'<>X'fi^7-;biti s ; Khim. Geterosik 
I. Soedin. , 975 (1983) K5- (4-~ hP"OV'f 

;u) 75y-2- [4- (4-- hp^vy-ryi/) 75 

y7i-Jl/3 'OX-fS^-lMf ; <$||BS47-15826 
IC2- (3, 4-i;i<b#+i/7iZib) -5- (4- 

a;b#*5/ / OV'<;i/75y) ^vX'TS^y-jutf ; 

IndianJ. Chem. , Sect. B, 22B, 146 (1983) IZ2- 
[4- (4-7;^>Wll/) -5 
- / <>y-i';U7 = yAC>x-< c y-/U^ ; Med. Paraz 
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itol. Parazit. Bolezni, 44, 316 (1975) IC2- (2 
-^PP7i3) -5-^>V>VjU7 = y^>Xl'a 

[0004] 

bspmw** l * ? trsaai g n r h jgUiff ia** 
ttso*<oraaMi*«-r*. «toT. 10 

IS*jaffffl(ftttftffl)*ec*ftL^^ KttCG n 
R H&tn»Jtftt<Ba£tlT^«. 
[0005] 

1 ) -HHSC ( I ) 
Mb 4] 

R 6 




«AttBtt*nTl/>Tfc<l:l*7x=JU»*. 8 
BttB»*tiT^TtiJ:t^tt** : R 4 fc<fctf R 6 te. 
H-Xttllft-aT, (ii)«AS£ 
LT, C1-6 7;b*;b»ZSE/-fcL<liS>-BJIi*n 
MWWs/l, 5~7MStf7H/g. 

*-VJbg£fdiC2-7 7/ba*V;^b*-;bg£WLT 
^Tt»«tl>Ci-6 7^b*;bS, (i i i) C2-6 Ti\j*T- 30 
;bg, ( i v) C3-7 V?P7Jb*Jbg, (v) )\Uf 
VIS-?, Ci-6 7/b=i*vg, Ci-6 7Jb*;bgfcJ;7j'C 

1- 6 7/b*;bgT* : E/ - 1 L < (i-V-B»*nTl'»Tt 

T^Ttcfc^C7-i3 75;b*Jbg, Sfctt (v i) C 

2- 7 7>bP*-V7j/b* - -;bg£ ; RHi ( i ) TKiStis?. 
(i i) /\py>If, (i i i) Ci-6 7;b*;bg? 

: Ey-tL<(i-V-B^*nT^TtJ:^75y@$fc 
liMP^Vl£?Tm&£tlTl'>T i t><fcl/>Ci-6 7;b*/U 

(iv) ci-6 7;m+vs, (v) C2-7 7;i/=i+ 40 
-VflJbtf-Jbg. (vi) C1-6 7;u+;uST : Ey-t, 
L<ttv-B&£ftTl^Tt<fcl^7 = /g, $7c« (v 
i i) C i-6 7;U*;bS^7cl*C 7-13 75;b*JbgTE 

®*tiT^T*, c t:i^;bM* ; E'nbg£ ; xti (i) 

(i i) Ci-6 7;b*l/V8t (i i i) C2-6 7;b 
f-lsym. (iv) Ci-6?;l/*U>-7i/M* 
-;bist £fdi (v) Ci-6 7;b*UV-**->A;U* 
_;i/75/lS^ ; Yii-co-. -SO2-. -nhc 
Ci-6 7;U*Uv-*;U#-;b^ C2-6 7;U^~ 
uv-^;i/*-;uia$/cttCi-6 7;u*bvs^5-^-r) so 



WLTftsttiiJi^^tvttai^i/tvisfiiaij ; 

[0 0 0 6] 2) «ATS*tl*B»*tlTt'>TtiJ:t'» 
Mb 5] 



R 7 




(5C*> R 7 , RSfccfctfR 9 ^ III-XfciM&oT. 
(i) 7)C^H?. (i i) -hoi. (i i i) /\nf 

>S?. TkgfS. ch 7;b3*->i, ci-6 7;u*;us 

T't / - 1 L < U i>* - Btt^ nT l^T t «fc 1^7 = / g , 
5~7MJf^75/S, 7^;U^*V;USfc<tU : C2-7 7 

B^**lTL^Tt>d;^Ci-6 7Jb*Jbg. (i v) MP 
yvjg?, Ci-6 7Jba*vS. o-6 7;i/*;i/ 

S7 : E/- i tL<liv ; -M^*nT^T i tJ:^7 = y 
g, 5~7M^«7 = /S, 2wb<K*-V;l/SfcJ:tfC 

2- 7 7;Ua*->Aii/#^;USfr5aifn* 1 ~5fli®M 

&gT*BJft*tlTl/>Tt><fcl , >C2-6 7;U^-JbSs 

(v) /\ny>I?, Ci-« 7;bP*-VS, Ci-6 7Jb* 
JU&££UCi-6 7;l/*;UST : E/-tL<^v ; -BgS 

S7BSi*nT^T i b<fe^C7-i3 T^i^ivm. (v 

i) C3-7 -V?P7;b*Jbg, (v i i) 2j;b#*->Jb 
Sx C2-7 7^U3*->*;l/*-il/Sx Cb-14 75Jb*Jb 
**-V£;b#-;bg, SfcttCw 7-ViUS. (v i i 

i) /\of>H?, (i x) M^S<!:LTx Ch 711/ 
*;bg. C3-6 ->^p7jW;H> C6-io 7'J-;l/S$ 
7cttC7-i3 75;b*Jbg£*i LT^Tt<fcL"2KB?a 

£T\ Ci-6 7;i/*;ugx C3-6 v?P7;b*;bg, c 
6-io 7'J-;UgfcJ:U : C7-i3 75;b*jb»*. 
/\pyvis?x ci-6 7;i/+;ug, Ci-6 7;up*-vS, 
— hDi. Ci-6 7)l/*;HT*t/-tL<lii>-II 

3- tlT^TtJ:^75/S. 5~7MiH*7=/g. V 

7/S. 77;b*'*->jbg, C2-7 7;U3*->*;b*^u 

B^STM^tlT^TtJ:^) . (x) Ci-6 7;b* 

/b^g, C7-13 7^;b+jb^^s N Ci-6 7;b+;bx 
;b7-r-;bS. C7-13 77Jb*jb3jb7f zjbg, C 

1- 6 7;b*ybx;b^-;bS$fdiC7-i3 7^;b*;bXjb 

;bS, (x i) C1-6 7/b+Jbg, C3-6-V^P7Jb 

*ibg, C6-10 7U-;bg. C7-13 75;b*;bg, c 

2- 7 7;bP*va;b#;-;l/g33 t j:tfCi-7 7V;bgfr5ji 
tftii. 1 ~2<iCDB&g? J E-ft ; E-'ttffi£;*ttT^TfccJ: 
^75/»«rctt9tt75/S, (x i i) /\ay>H 
?, Ci-6 7Jb*ibg. Ci-6 7;bP+vg, 75/gfc 
<tl/C2-7 7JbP*-V7iib#-;bg^6iilfn^ 1 ~3 
<10)B^gT'B^*tiT^T i £.cJ:^C6-io 7'J-;bg. 
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(x i i i) ->7VS, 8=7ctt (x i v) ^-ft^ttC 

1- 6 7Jl/*Jbg, C6-10 T'J-llsmStclZCi-vi T=j)\> 

[0 0 0 7] 3) R\ R8fc<fctfR9jb\ |5]-XliS& 
o?v (i) (i i) -hPS, (i i i) 

y\py>^ 7ks?g, C1-6 7;m*->S. chsT'ju io 
^wre*/ - t, L < ii s;-Blft* ftT^Tt><fc^7 = 

2- 7 Tibzi^z/tiii'X-ii'mfrzmiftiz 1 ~5<i<ob 

&gTH&*tlT^Tt<fc^Ci-6 7/U*;bg. (i 
v) narvfll?. Ci-6 7im*->g. Ci-e 

7^*;l/«T ; ty - 1 L < (45?-Bft*ftTt"'Tt<J:^ 
7 = /g, 5~7MJ1«7 = /S^ TJil/tf'+vibgfcJ: 
IK2-7 7;U3*->a;Minjl/SfrSStfft* 1 ~5<I 

(v) MdfVH?. Ct-6 7Jb=l*->S. Ci-6 7Jb* 20 
Jl/gfc<fclKi-6 7JU*;l/g7* ; E./-&L<Uiv ! -S£ 
*ftT^TtJ:^72ygfrbitIl£*i.2> 1 ~5{@(DM& 
gT'B&StlT^Ttxfc^C?-^ 7^b*Jbg. (v 

i) ftJl/tf'+v'JUg, C2-7 7/UP*->2jJl/*'-;bg, 
Cs-14 77;l/+JU**->7tl^^n;bS, SfcttCw 7 
vybS. (v i i) MPy>H?, (v i i i) 
<hLT, C1-6 7/l/*/Ug$/c»*C7-i3 75M/*;Ug£ 
=SLTVTt>J:L\iC&a (CCT*. Ci-6 7Jl/*/bgfc 

.tifc?-^ 75;i/*yug«, h/Npyvs?, c 

1- 6 7;U+;US< C1-6 7;u=i*->S, Ci-6 7Jb*;ug 30 
T«y- fc L < tty-B8WrftTl^Tt»«fcl*7 = J & 
5~7M^«7 = /«, ->7/g, *;l/**->/Ug, C 

2- 7 7;b=i*->*jb* - -;bSfccfcy^^S^^ 

l**) x (i x) Ci-6 7;u*yb^*S^ C7-13 75/u* 
'i/^tfg, C1-6 7ju*;i/X;i/7-<-;bSs C7-13 75 
iteiixiiy-i-ibm. ci-6 7;b*;U7Ji/*-./ug$ 
7cttC7-i3 75;b+yux;u*-;us> (x) Cm 7/1/ 
*;bSs C3-6 ->-?P7/u*;i/S, Ce-io yj—iisM, 
C7-13 7-7Jl/+;US> C2-7 7;m+->»yb^bSfe 40 

*i**ib»* tiT^xt <fc^7 = y m&tcimtt? = / 

Ss (x i) nay>JS^ Ci-6 7JU*;bS, Ci-6 7 
Jl/H*->S* 75/Sfe<fct/C2-7 T)\,Zl*-/tl)\>$- 
JbgfrbiilfftS 1 ~3<@©S&g?B&3-nTl/'T i t> 
.fc^Cwo 7'J-JUg. *fctt (x i i) ^fvftxC 

1-6 ?)^;H, C6-10 7 i ;-;us$7c(iC7-i3 75;b 

t-ni/^-vg. t>i\'jW'()\,m$tcteOis-< kst*« 
5±ia2) iBRwttiBwa'twi/^vttas^^^tvjsis so 



[0 0 0 8] 4) «BT*/Tx*n*B^*nT^Tt<fcl> 

Hb6] 




[iC«f, SB' ti, (i) C6-12 7'J-JbS. (i i) 

L : RK R^fcctl/R 3 ^ m—5Um%:r3T. (i) 
(i i) MPyvJ!?, Ci-6 7;U=l*-> 
& Ci-6 7;b*;UST' ; E/-fcL<liv-B&;JrtlT 
uTtii^cyi, *;u^*->;i/Sfc<ti/C2-7 7ju 
P*->aJl/#=/Ugfr5gtftl* 1 ~5ffl®ffif&gT*B 
&£*lTl^Tt>J:^Ci-6 7;U*;Ug, (i i i) Ci-6 
7il/=l*->S. Ci-6 7JU*;bgT ; Ey-t>L<tiv- 
B^*nTl^TtJ:^7 = ygfc c fcy : C2-7 7;m*-> 
»;l/#-;bS6^atfn* 1 ~5ffi©BSareB»*ft 
T^Ttct^C2-6 7Jb^-;Ugv (i v) MP-ifVlS 
Ci-6 7Jl/U+->g, C1-6 7Jl/*JbS. C1-6 7;I/ 
*Jl/S?*/-fcL<lii>-Bift*h.Tl*T*>.fcl*7 , 5 

gT*B&3-*XTVTt><n->C7-i3 7"7;l/*;Ugv (v) 
2))i/*'*->/ug, C2-7 7;i/P*->7ti;u*'-;ugs c 
8-14 75;u*;U3t-*->*;u^-;ug. SfctiCw 7-> 
/Ug, (v i ) Mpyvil?. (v i i ) g&g£L 
T\ Ci-6 7'l/*Jbg. C3-6 ->-5'P7;U*;l/gv Ce-io 
7'J-;lg$7cl*C7-i3 75;u*;ug^WLT^Tt.<i: 
ivjdi [z.zx\ Ci-e7;u*jugs C3-6->^P7;u 
+jug. C6-10 7 l J-;ugfe c fcU : C7-i3 75;u*;ug 
tnfn/\py>i?> ci-6 7JU*;ug. ch7 

;m^->g. Ci-6 7;l/*JUgX s; E/-tL<l*v''-M 
^*nT^TtJ;^7 = /g, ->7/g, 7^JI/**->jU 

~5ffl©WfcgT*B&*nTl/>Tfc«fcU0 . (v i i 

i) ci-6 7;u*jb^^-g. C7-13 75;u*;u^*g. 
Ci-6 7;u*;U7.;U7-r ~;i/g. C7-13 75;u*;ux;i/ 
7-<r;Ug. Ci-6 7;U*;l/7.;U*~yUgt7cliC7-i3 

75;u*;i/7.;u*-;ug, (ix) 0-6 7;u*;ugT 
: E/-tL<liv-M^nT^TtJ:^75yg, " 

hpgfcci:i>'C2-7 7yi/P*v'»;u*'-;bg^ea«n 

i-B^gTM^nT^Ttcfc^C?-!! 7'J-JU^;UtK 
-yUgfc.tTjCi-e 7JU*yUgA^bSti'tl?) 1 ~2{@<D 

$fctiCi-7 7->/U75/g. (x) ^n^tlCi-6 Til 
*JUg, Ce-io 7'J-;Ug$/ctiC7-i3 75;l/*;UgT 

B^nT^Ttcfct^yu/N't-ryug, *;u/\' : E'r;b^ 

*->g, ■h)\,lW<a\,mZtc\S.1\s'( Kg, *fctt (x 
i) "hPg^U R 1 <h R 2 <h LTS^-flM L 
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[0 0 0 9] 5) R\ R2fccfctfR3jb\ (f]-XtiS% 
(i) Tk^M?. (i i) npyvj^f. Cm 
7;l/P*->g. Ci-6 7;U*Jbg7 : E/ -tL <(*-;>'- 
W8>£ttT^Tt>cfc^7 = /g. fiJkJt+i/Jbgfccfctf 
C2-7 7JHl*->^JU*-;l/SA^6iilfn^ 1 ~5<1© 
WSS-FW^ttT^TtJa^Ci-e 7Jk*;L/g. (i 

i i ) £;l/tf'*->/l/S. C2-7 7Jl/P*v*;k*'X.|U 
g. JfettCwZfJl/i, (i v) MQ^VK?, 

(v) m&mtLT. ci-6 7 7 ;u*;uas/tiiC7-i3 7 10 

7/k+;bgfc<fcl>'C7-i3 7?jU*;bgli, ^ft^ftMP 
yvJI?, Ci-6 7;b*;USs Ci-6 7>bP*vg. C 
1-6 7;l/*;UST : Ey- ; bL<l*y-M^*tiT^Tt. 
£^75 yg* ZjJb*'+->;l/Sfccfcyc2-7 7ym*-> 
tiiox-imfrSMimz 1 ~5ffl©B»STii»*n 
TVTfccfcL*) , (v i) C1-6 7;U+;U^*S^ C 
7-13 T^ibi-iii-*^ Ci-6 7;u*;i/X/U7-<^;u 
g, C7-13 75yb*/b7.;l/7-rr^S. Ci-6 7;U+JU 
2jU*-;l/g£fd±C7-i3 7 J 5JU*Jk3Jk*X/l/g v 20 

(v i i) ci-6 7;u*;ug? : Ey-&L 

*nr^TtJ:^75yS> xf-Pgfc«fc7J-'C2-7 7Jb 
□ *S>ajU#=Jl*frSatfft*B»gT-B»*:h.TV 
Tt<fc^C7-n 7"J-;U*yU^US*3.tU : Ci-6 7^U 
*yb»fr6»tfh* 1 ~2ffl©B»BTBft*hTt^T 
fc«fcl*75/«. 31tt75y«*fcttCi-7 7->;U75 
yg, (v i i i) *tl?tlC 1-6 7;U*;US» C6-10 
7 U -JUSSfcli C 7-13 7v JU*/US?Bft* tlT^T 
ft /UM'^'fJUg, *;uyS' : E'r;u*+->S, ft/i//< 
^Jl/SSfcttSlz-r Kg, *fctt (i v) ~hPg? 30 

81; 

6) R<fe«fctfR«3tj«, H-XttSSoT, (i) 7mW. 

(i i) fiB«£LT. Ci-6 7/l/*/l/«T^/- 
t,L<liv ; -S^nT^Ttcfel>7 = yg. 5~7M 
^«7~/g. »;u#*->;bg*fctiC2-7 7;Up*-> 
A;U#-;I4I*^ LTl^T&^C 1-6 7;U*;l/g, 

(i i i) AQ^VH?, Ci-6 7;Ua*->g, Ci-6 7 
Jl/^UgfccfctfCi-e 7;l/*JUg? ; E/ - 1 L < ttv>- 
B^*nTfTt«fe^7S/g6^5Stfn5 1 ~5«7) 40 
B»STBSi*nT^Tt>«l:t>C7-i3 75Jl/*>l/S, 3; 
Tcli (i v) C2-7 7yUP+->*;b*'-;UgX : Si.±l2 

1 ) IEtK<7)1tfli$im*;b : Ev^tiJ*;u ; E>S}5iS'J : 
[0 0 10] 7) R*t5£X}R 6 tf7mm?-?&Z±l?. 

1 ) iB«©ttiB>ja*^tvttas*;«>efii»j ; 

8) R5 7bt7j<SII?T-£i)±IB1) !Btt®1£ffl»J»*Jl' 

9) tttoU*VttStt«a©*l8*fcti&SaiJ-PS*± 

1 0) tt/twi/tvttSttJsatftt^iutvflasnaTJB so 



*±IE9) IBK^SttfJ ; 

1 1) tt*;bt>tt#ttStfmJlMHl. ?SflHiL<tt 

?l^T'^?)±ibi 0) tm<D%mi; 

& ?SBB*rcttSaffl¥*fiT*5±BB9) IBK© 
1 3) fi£SWIfflJ?&3±IB1) SBKOJSSaU ; fc«fctf 

1 4) am®mmm\?&z±Bi) tmoftmnc® 
[001 1 ] *mwwcpT°m^5nz>&mmmz^T 

y*E?» ISSSJS?. ft*JS?. 3 93RIK?ft£tf3Stf 

stu mm?* t&mm*. mmmtttff* 

U\ rci-6 7Jb*JUgj tLTlt. mUtftriW 
x*;k yuMiW <fv7n&w -7=f-)W -TV 7^ 
;k sec-7'^k tert-7>Jk ^V^ik -fV^>^ 
;k **^>^/k tert-^V^k 1-**/U7*/k 2 
-y?;b7?;k i,2-vy^;b7pfcT;k i-x*;u7p 
ttk "\*->;k -fy^-Xl/. i-p^kO^k 2- 
y^kO^jk 3-y?;k<>^;k i.i-5>**jU7* 
;k 2.2-5>*^i/7**Jk 3.3-v?y*;l/7*yk 1.2-5? 
*W7*tW 1,3-vy^/U7^k 2.3->V^U7^ 
ik \-3L=f-)\,y=HW 2-x*jU7>/k l-i^/kl-y 

^;u7p tr;k i-x?yi/-2-y *;u7"p tr;k& 

;k 7'^k -fV^U^ii'OCi-i 7^U^Ug* ,; 5f$ 

ik 7'JJk fVT'P'S-yk 1-7P^-yk 1-7'f- 
;k 2-77 1 x;k s-T'xxik l-y^Jb-l-^p^- 
;k 2-^^;U-l-7P^xjk i-^^;U-2-7p^x 
;k 2-^f L ;U-2-7P^xjk 1-^>7x;k 2-^Vt 1 
X^k 3-^>7l/l/> 4-^VxXJk 1-/^^-1-7" x 

x^k 2-p<^;ki-77 1 x;k 3-y^;ki-77x;k 1- 
y^;u-2-7xx,ik 2-^5 1 ;k2-77 L -;k 3-y^;u-2 
-Txx^k 1-^+-bXjk 2-^\+-trxjk 3-^\*-t?- 
;k 4-'\+-tr~Jk S-'N^-tr'yk l-^f/b-MVr 
-^k 2-/9 L ;b-1-^V7 1 x;k 4-^fjl/-3-^Vri 
;k 2-i^;k1-7x-;l/S<!:'A^lfbti. ^^Ttt:' 
x;k 7'Jik -fv7P^x;k 2-p<^;l/-1-7P^x 
;U&<i:<7)C2-4 7;U^x;Ug*W $ LlA, TC3-6 v"!7P 
7JU+/USJ tLTli, mX\ti/0 P^Ptfik v"7P 
7>;k ->^p^>^;k vfP's+^U^if^WS 
tl5„ TC6-10 7';-;bgj <h LTtes m^fyn- 
yk i-^-7^k 2-^-7^;u^^*^tfen, 
7iz/i/tf»f lis r C7-13 75;u*;i/gj <t LT 
lis «lJAlf^>->"yk 7iWll/, 3-7iXjb7Pt 
;k (i-^-7^yU)^^;k (2-^-7^yb)^^k ^vX 

[0 0 12] rci-6 7JbP+->gj i:LTli, 0J;Uf 
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ih+-X 7p*°*X -<v7p*°*X 7' 
h*X -fV7>*X sec-7>*X tert-7>* 

-x ^v^ki^x -rv^yT^kt+x tt^y? 

;kt*X tert-^V^kt+X 1-*7^U7>*X 2 
-^Jb^h+X 1.2-X^^Jb^P^+X 1-l^JU 

7p*°*x 's+xkt+x -ry\*xi/:i-*x i. 

1-X*7SU7'h*X 2.2-X* ; 7 1 Jb7>*X 3.3-X* 
t^U7>*X 2-l^k7>*X££Wtf6ftx 
Tt^K + X lh*X 7p**X 

x 7>*x -<v^h*x%<t:'©Ci-4 7ju=i*xs 10 

[0013] rc 2 -7 7 , ;Hl*X*;b^-jUSj .hLT 

7a**x?j;i/tf'-;k fv^p*"*xtj;u*-;k 7 
h*x*jjk*-jk ^y7h*X*j;k*-;k sec-7> 
*->7j;k1?-;k tert-7>*X*J/l/*XJk ^y^/U 
**x*jkit-jk -f v<>^yb**x*;i/*'-;k * 

;k xK+x^Jk1?-;k 7P;K*X^/k*xjl/&£'tf> 20 
C2-4 7;b3*y#Jk*-;bSjbW£U\, rcs-14 7 

T;b*;kfr*x*jjb*x;i,gj turn #J*tf><:y-y 

tfflf6tl5. I"Cw7XUSj i:LTl*. 0»J;ilf* 

jk=Jk 7-fe^k ^Pt°7|--/k 7*'J;k -fy^y 
■J;k M'U'Jyk fc°A"p-Ok ^* + t/-i'/b^<!:'o)C 
1-7 7yb*y-f;us ; «<Jjlif 7f Jpf/k y^yjp 
-r/k ^ph/i^k -fy^Dh/'T;i/%i*£DC3-7 7 
Jky/-nug ; mtf-y?p7PA 0 >*uk#-;USx -> 
?P7'$y2>yk*-/bSx x^p^>$v£;kfixjt/ 30 

a. X^P^*+f>/3Jk^x^S75:i:a)C4-7 X?P7 

i^i^tn^-i^m ; ^yy^u&^Wtf en*. 

rc?-n 7'J-Jb7J/k1?-Jl/Sj tLTte, fflz.ti'O 

[0014] ro-6 7;u*;bST : E/-tL<t*->'- 
W&x*-ftT^T&<fcl^7 = /Sj K£>tt£Ci-6 7/U* 
^SiiLTIi. ±I3L/c TCi-6 7;b*/U@J <h|I]*£c7) 
i>0)timf5tl2>, C1-6 7;b*;l/gT : E/- i tL<lj: 
v ; -S^*nf i :7 = y»<!:LTti, fljjitf *7^U7 = 

a x*^i/7 = x i^u75/. xit^u7 = a 40 
7Pt°;b7 = x -yTxit^kra/x 7^;U7 = /v -y 

7^U7 = A N-Ifib-N-^WcA N-y 

^^-N-7Pt°;u75/, N-i^iz-N-yptrrt/ 

7 = /%<i:Wlf6n5„ r|«7~/lj .tLTii, 
ffJ^-lfl^Hf^Xz/k l-fc'P'Jv-Xjk t^'JXA 
tJU*'JA 1-h^5X/\ KP7-tftfxyk 
£p-jb-w;k -r>K'J;k •ry-rvF'Jyk -<> 
KUxyb&^tfPtfettSo r5~7M3Stt7 = /gj 
<!:LTii. fJxlfl-tP'J-yx/k tf^'JXA ^Jk* 
'J A 1-W7y*A 1-A-t: Ka7-tftf-;k tfp- 50 



Sj <!: LTlix 0J*l^$$lf?<!:LT'>&<<!:t>1fll 

It. flJjUftfP'JJk t^WJlW 

;k ^7yj;k -ry^7yj;k -rs^yj/k tf5 
yj;k 1, 2. 3-7t-*+txpyjjk 1. 2. 4- 
^-*+7-X7y«J;k 1, 3, 4-^-*-9-X7'y'j;k 7 
5-tTx/k 1. 2, 3-^7XpyjJk 1, 2. 4- 

^7X7yj;k 1, 3, 4-^7X7 7 yj;k 1, 
2, 3-MJ7yj;k 1, 2. 4-h'J7y'J;k t- 
h^yj^k tfU-^k £'J5Xz;k £'J?Xz;k 
kf^Xzyk h'J7Xz;b73:<t:Wlf6n^o rcw 
7XU7SASJ icfclt^Cw 7XU^LTti, ±IB 
Lfc rci-?7Xl/Sj ^^©twtf^tfb*!*,, 12 
Cw 7XiU7c/SOS?ii75:<?iJ<!:LTli, 0J*tf7-t: 

wsa 7'ptr^x;u7s/> ^yy-f/k^s a^ 

[0015] rci-6 7;i/+;b : 7 c ^-gj x rc H 7M 
;kX;U7-f x;bgj fccti/ rci-e 7JU*;U7;b*x;u 
Sj K*>tt3Ci-6 7;U*;Ui:LTli, ±IBL7c rci-« 
7;i/*/ugj <b[i«ia)t(7)6^f6n^ 0 rc7- 13 7^ 
itefrttmi . rc?-i3 75ju+;ux;b7-f-;bSj 
fc«ttf TC7-13 75;U*;UX;ktsx;USj ^fctt^C 
7-13 y^l^lltLTit. ±IBLfc TC7-13 75;b*;u 

[0 0 1 6] — aSit ( I ) fx JiAT^^tl^ 
tlT^Ttcfct^iX/l/Sj icfe^Tv 7xx;US±CD 
IMiLIll ffiJ^tf ( i ) xhPSx (ii)/\P 

y>lS-?x ?K^Sx C1-6 7;m*->Sx ci-6 7;u*ju 
st^ / - 1, l < i* -y - §}^*nT i^t £ ^7 a / 
Sx 5~7fi^«7 = /Sx *;i/#*->;use«fcifc 

2-7 7;ka*X*;l//Kxjug^6S«n^ I ~5<!tDM 
JfeST*M^*tlTv."T i t J:^Ci-6 7Jb+;USx ( i i 

i) nay vug?. 7)ci?Sx ci-6 7/up*->Sx C1-6 
7^*yusx :: ey - 1 l cii-y-Mft* nrt^Tt 

75/Sx 5~7M^«j7SySx ^;k1f+XiUSfcJ: 
WC2-7 7;bP*y»;k-Kx;bS^6Stfn^ 1 ~sn 
©M!ST*S&*ftTl/'Tfc«fcv/>C2-« 7;b<rx;bSx 

(iv) /NP-JrXIS^x Cl-6 7;UP+XSx C1-6 7JU 

*;l/SlB«fctfCi-6 7;U*;UST- : Ey- i £»L<(iv-M 

fii^nT^Tt^t^sys^estfn-s 1 -smow. 

&&T*mjgi2tVZ^T ! t>&VC7-n 75;U*JUSx 

(v) C3-7 X^P7yb*;bSx (vi) 75/k1?*Xb 
Sx C2-7 7/UP*X*j;U*X/bSx C8-H 77)^1/ 
**X*^l/^x;USx 3.fcl* Cw 7XbSx (v i 

i) /\P^f>Jfx?-x (v i i i) M^SttLTx Ci-6 

7;i/*;bSx C3-6 x^P7yu+;uSx C6-10 7"J — ju 



(9) $^2000-095767 



mZfcttCy-n 7 : 5yU*>Ug£lrL7l.'>7*><fcC\!k&g 
(hht*. c 1-6 7;i/*;i/S. C3-6 ->^P7JU*;i/S. 
C6-10 7'J-yUgfcJ:7J : C7-i3 75;b*;usii. Zti? 
tu\ci¥y&3; ci-6 7;u*;bSx o-6 7ju=i+-> 
g x = hPg, Ci-6 7;u*;uST : E/-t> L <(*>•'- 
B&*ft7^7&J:^7 = /gx 5~7M^tt7S/ 
g. i/TSm. *Jb**->;US. C2-7 7Jl/3*->*Jb 

5^<Dl^ST^*nTt>Tt,<fc^) % (i x) C 

i-6 7/U*/U^*gx C7-13 75;b*JU^^S. C1-6 7 10 

ji/*;U3ji/7-r-jbSx C7-13 y^i^ivxivy-c-iu 
g, c 1-6 7;u*yU7.;i/*-yus^7ciiC 7-13 7^;u* 
jU7ju*-;ug. (x) C1-6 7/u+ji/g. C3-6->-?o 
7;b*;us, C6-10 7'J— juSx C7-13 75;u*/ugx 
C2-7 7JbP*i>7jJk#-Jbgfc e fcrJCi-7 7-XUgfr6 

<fc^75/S$/i:liii^7 = yS, (x i) /\nf>I 

cm 7;u*;bS, ci-6 7;m+vS, 7S/gfc 
cfci/c2-7 7;u=i*->7D;u*-jbSfr65Mifn5 1 ~3 

ffl©BftS?B»*ft7l/'7t.«fcU'C6-io 7 'J -JUS, 20 

(x i i) ->7/g> *5<fc7J (x i i i) ^-JVFnC 
i-6 7;l/*/US> C6-10 7'J-JbS$/cliC7-i3 75JU 

tfSh*. 7x=;l/*±©B»*©ttW\ 1~5ft 
£ L< l± 1 ~3ffl7£*. 

[0 0 17] $fcs «A7^Sft* rB»*tl7f»7ti 
«fc^7i-ybSj £fcl/>7, 7i-/Ugjb>2ffl©B&g 
**r*«d, EftecBJftStfSUce^-rsctU: 
«fc-3 7a*fBfiEL7L"7ti«J:l\ £©<fc?(C7i "JUS 30 

ffm»&£Bi&T*m<mt L7i*. ffj^if -c > k- 

>k -TV-YVK-^k -OK'JX •fV'TVKUX * 
^UVi^+v^V-trX -7t KD^>';77>, ^> 

x ^v i ;7 c t7i> > Yv^> , ;f*7ix 

7 1 " ;bg±©B®g<!: LT±i£ LfcB«S* 1 ~ 3 <I 
WL7^7tcfet\ 
[0 0 18] ^A7^*n^ rg^^tl7^7tJ;^7 40 

Hk7] 

R 7 




GM>, R 7 , R 8 as«fctfR 9 tt, n— XttJt&oT* 
(i)*JRJg?v ( i i ) - has. ( i i i ) nay 
*KS, Ci-6 7;UP*->S, Ci-6 7Jl/*JUg 
7 : Ey-tL<li->-B^T*-n7^7tcJ:i,^7 = /S. 50 



5~7 1311*7 = /g. ^;b**->yUSfcJ:7j : C2-7 7 
jUa*->7j;k1t-;US^6a«nS 1 ~5ffl©B»S? 
B^n7^7tct^Ci-6 7;b^l/S, (iv)AP 

7-*>H?. Mi, ci-6 7;ua*->8, ci-6 7;b*;u 

g7t/-fcL<^-B&*ft7^7fcci:^7 = y 
8. 5~7M3ft*;7S/g, 7^k**-Xl/gfc<t:7Jc 
2-7 7;UP*v*;b/1t-;US)b N 6iiJfn?) 1 ~5{i©B 
&g7B&*ft7^7 i fc<i:^C2-6 TlM-iVm* 

(v) ap^'XI?* C1-6 7;b=i*->g, Ch 
;uSfcctrjci-6 7;i/*;bS7- : E/-&L 
*hTC*TfcJ:^7SySfr5Stfft31~5ffl©«Si 
»7*fift*ft7^Tt»«fc^C7-i3 7^l/*;Ug, (v 

i) C3-7 ->^D7;l/*)US. (v i i) 7JJU*'*->;b 
C2-7 7JUP*->ftil/#— Jbg. C8-14 75/l/*;U 
*+->ftilv#-;US. SfcttCw (v i i 

i) i\ufyw&* (i x) B&g<hL7. Ci-6 7;l/ 

*;USs C3-6 ->^P7;U*;b»v C6-10 7'J->Ug$ 
ft(iC7-i3 75^+;bS^#L7^7tcfc^*^g (C 
C7\ Ci-6 7yb*;USv C3-6 ->-^P7yU+^S, c 

6-10 7'j-;bSfcj:rjc7-i3 75jb*jusi±. ^n^n 

/\P^'V!S?K C1-6 7'U+Jbg. C1-6 7'bP+->g> 
-hnl> C1-6 7Jl/*Jbg7 : E/-&L<ttv''-B£ 
3"*rSV7t><*:^7£/g, 5~7M3g«75/g, > 
7/g, 2»i/**-xbg. C2-7 7;up*->73;kl^-;u 

S*SJ:I/^Sig3fSflj«ig3ag6^Slfns 1 ~5<I© 
B^g7'S^*n7^7t«fc^) s (x) Ck7M 

iVTtm. C7-13 75;i/*;u^*gx C1-6 7'U*;ux 
;U7-<~;ug. C7-13 75'U+;ux;U7-<— ;ug, c 

1- 6 7/l/*/U7.;U*r;ug$7iiiC7-i3 7^;U+;U7.jU 
*-/ug. (xi) Ci-6 7;u+yug. C3-6->?p7ju 
*;ugv Ce-io 7>J-;ugx C7-13 7^u*;ug* c 

2- 7 7/lyP*->7JVU*-yl/gfc<fcU : Ci-7 7-XUgfrSiS 
IfttS 1 ~2ffl©B^7*ftf , nfi»*tiTL*T'6i«J: 

c^s/ssfcttsnttT'sys. (x i i) /\ny>js 
3% ci-6 7;u*;ug, Ci-6 7;m*->g. 7 = ygfc 

<fctfC2-7 7JUP+->7jyk1t-JUg3b>6Jilin^1 ~3 
ffl©B8iaz > fflft*tl7 ^7 1 «fc ^ C 6-10 7 ij -;Ug. 

(x i i i ) ->7/g. Ztzlt (x i v) ^tl^tlC 
i-6 7;U+;Ug. Ce-io 7'J-Jl/g£/'diC7-i3 75'b 

*;ug7B^*n7^7 i t>J:o^;U/\* ; E'r)Ug, 

Lx R^tRBtfl«|g$L7«*JBjaL7^7t.«kt^ 7 
^i"^^)g^^t" o 

[0019] dd7\ R 7 <!:R8(h7b^-r5c:ilcJ: 

7x-;UgiJfM-r*« < t:L7li. MiiWvK- 
;k -fy-fVK-ik YVKUX -fy-fVK'JX ^ 

x '<> , ;w7i , a ^ y^vy?*7ix •S'p^ 
x 7P7X -fV7D?x */'Jx -ry*yjy 
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[0 0 2 0] R\ RSfc^tfRSlJ, $?£L<(*. IBl- 
JZJiS&oT. (i) 7jcigJI? x Ci i) - hag, 
(i i i) ISUfyM*. TkMS. O-e 7lUP*-y 

ci-6 7;u*;i/ST : ey-tL<iiv/-^*tiT 

->/bSfc<i:lj : C2-7 T'ybzi+^^^^-^gA^Slftl 
51 ~5®£S&S?®&*ftT^Tt.<J:^Ci-6 7Jb 10 
*ibS, (i v) i\n?yffi.^ imm. Ci-6 7iU=i 
*-ys. ci-6 7 7 ;u*;uST : Ey-t,L<(i->-M^ 
ttT^T&c*:^7sye, 5~7Miitt7 = ys, a/b 

Tivr-im. (v) Mpy>Ef> ci-6 7;m+-> 
Ci-6 7;u*;bSfcct;7jCi-6 7;i/*/u@-r ; Ey-t> 
l < tt'j- mmztiz^z t <k 1*7 = y s# estfti^ 

1~5<I<7)W&S?M&£ftT^TfcJ:^C7-i3 7^U 
*;Ug, (vi) *^7t(*->Jl/S. C2-7 7;m*->2) 20 
j|/,1t~-;l/S. C8-14 75Jl/+ilt+->7jJl/4">- lUS. $ 
fcliCw7->Jl/i, (v i i) /xayvgl?. (v i 
i i) m&mtLT. C i-6 7;U*Jb»Sfclj:C 7-13 7 

7yu*jbateJ:o : C7-i3 75;u*ii'»i, *iv?n/\p 
WW*. ci-6 7;u*;uSs ci-6 7;un*->s, c 
i-6 yii'+ii/Sri/'-tL < itv-mtki *iTi/>Tt 
cti/^syg, 5~7M^7 = ya, v7yg, 
#*-y/Ug, C2-7 7;up*yft/k*-;ugfc t |:7j^ 

mjswm&mmmfrzmtfftz, 1 ~ 5 owg^ST^ 30 

*nTl/>Tfc<J:^) . (i x) Ci-6 7Jb*;U^^S. 
C7-13 75;u*ju^7t-S, Ci-6 7;b*;i/XjU7-f -;b 
C7-13 75yb*;u^;i/7-< Ch7jWjI/ 
zyU*-JbS^fc(4C7-i3 75;l/*;l/X;k*xiUg, 

(x) Ci-6 7;b*lbg, C3-6 yyP7ll/*ll/g, C 
6-10 7'J— JUS, C7-13 75;b*;US. C2-7 7II/U4 1 
->^jU*-;US*3J:7JCi-7 7->;US^6JM«n5 1 ~ 

StcimttYZ/m. (x i) /\Pf>g?, Ch7 

;u*iug, ci-6 7;i/=i*-yg, 7 = ySfc«fc7j'C2-7 7 40 

M^*nT^Tt«fc^C6-io TV-im. Ztzlt (x i 
i) ^ft^tlCi-e 7/l/*;Ug. C6-10 7U-yU«$/i: 
tiC7-is 75;U*;UgTM&£ttT^Ttcfcl\&;k* : E 

'^U'f Kg?&£<, 

[002 1] -flSit ( I ) <*U JIBT'if^tli) r@g|^ 

6-12 7'J-iUg, 35§]K^SSfcck7j^§)S^^ 
m&mfbftZo KC6-12 7'J-;US<tLTti, ffJ^if 50 



7x-;k 1-*7*Jk 2-*7*Jk 7-fe^-7^U- 
ik t7i = UiWJ:f<«*»f6n*. B3?Sft£S9S 
<tLTli, #Jxtf7'J;k ^x~;k fcTP'Jlk 

yj;k -rv^-t^Uik ^7yu;k -rv^7y'j 
/k -TStfVJJk HWJlW 1-2, 3 -**+>■->* 
7V"J;k 1. 2, 4-**-tv ? 7 x y«J;k 1. 3. 4 
-**'tv7y i Jyk 75+fXJk 1, 2, 3-^7-y 
7 x yj>k 1, 2, 4-^7i/7V"J;k 1. 3, 4- 
*7'J79V)W 1. 2, 3-h'J7VU;k 1. 2. 

4 - h u 7 y >j ;k xh5 y 'j ;k tf'j ~J)W t: y = -y 

O^^-Ti. 5 ~ 7 M(7)^SJ?imJiS^^SS ; 

yy'75-;k 'ry^yyy-5n;k ^>y [b] 
xyk -f>KUik fy-OK'^k ih- ry^yj 
;k 'ox-f s£*yu;k ^vyM^yyik ^>y 
^7yu;k 1 H-A:>y>ij7yij;k *yj;k -f 
y*/'jjk -»yu;k +^yj;k +y+-t'jz: 
ik 7?5-y->k ^-y^u-y-yk yjx^k ^ru 

y-<k ftJUM'yjJk a-^;k1txij^u, 
X'Jlk y-*lk1tZU;k 7y | j-yx;k 7i/+* 
-y-;k 7i/f7->'z;k yi^--y-Jk 
^Yxik f7>H/-)k 'TVK'J-y-ik tfPP 
[1. 2-b] f'J^-yxjk fcf^yp [1. 5-a] 

eu-y;k -rs^y [1, 2- a] tf;-y;k f = ?y 

[1, 5-a] tf'J-y;k 'TS^y [1, 2-b] fcT'J 

9*-y-;k -rs^y [1. 2 -a] tpjs-yz;k 1. 

2, 4-hU7y"P [4, 3 -a] ¥<)~JlW 1. 2, 
4-h'J7y'P [4, 3-b] tfJ^-yxyUTS:,*:-©; 3f 

U : ^^E^6Sli>i?.'\5 1 PJI^ 1 &U"L 5<@^ 
^"5 2 911^ fcl* 3 91f ^SlKiSia^^<i:A"Wb 
^^#^R9Si:LTli. ^J^lf^*-y5x 
;k 74f^-yx;k **-fe^xik ^i^-ik tfP'J 
-y-|k xh^tKPy'Jlk r l-^t KQfcf^-ik 

tiu^'jxik rttiwj-iw t:^5-yx;k tfp 
u-y-;k t^u -yxii/S^wif bti^o 

!5$L< liC 6-i2 7U -lUSfc J: l/^JK^SS, * 
6lcjif$L<tiC6-i2 7'J-;US, 1X1*7 1 

[0 0 2 2] ^BT'^tl* rggj^nTfTtJ:^ 

(i) /xp-iryj^?, ci-6 7iua*-ys, Ci-6 7iu* 
ii/gr^y -t. l < te-y-ma* nrt^T t <fct^7 = y 
*iU7j?*-yii/SJ>j:u : C2-7 7jm*-y^iu^xib 

f>C 1-6 7JU+IUB, (i i) Ci-6 7lb=l+-yS, C 
i-6 7lb*;l/ST' : Ey -t» L < liv-M^S-nTl-^Tt 
«tf>7SyiSte t l:l/ : C2-7 7iU=l*-y^lU#'xibS7b^ 
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iSlffti. 1 ~5&7)M&g"CM&3-tlT^Tt <fcl^C 
2-6 7)^-)^ (i i i) nWfyW^. Ch7<I/ 

p*->g, o-6 7Jb*;bg, C1-6 7Jb*;bgT- : Ey'- 

#+5/;US# SaifftS 1 ~5fflOIKftBTB»**lT 
fTfc <fc t^C7-i3 75Jb*>bg. (i v) »ju^->;u 

Sx C2-7 7;m*->*^*-;uSx ca-u 75/b*jb 
**i/t))ls$-)l'£. *rcttCw 7v;bg. (v) n 
ny>K?» (v i) g&g<!:LT. Ci-6 7jU*/b 
g, C3-6 v"?Q7/b*;bg, Ce-io 7 l J-Jl/g$7cli 10 
C7-13 75;b^bg£*ILT^Tt<i:l,v.kS!g (CC 

T\ ci-6 7;u*;i/S. C3-6 ->^P7/b*jbg, Cho 
7'J-,/bgfcJ:7J : C7-i3 75/b*jbgi4. ^ft^ftnp 
y>H^ o-6 7;b*;bg. o-6 7Jb=i*->g, c 

1- 6 7;b*JbBT : Ey - fc L < tt5>-«ft*nTl*Tt» 
£1^7 = /B. ->7y§. *;b#*S/ibSte<trfCM 
7JbP*vajb#;rjbgfr6;itf'tt3 1 ~5<@<7}ffi&g 
T*Wfj3rftTl'>Tfc<J:l.'0 , (v i i) Ci-6 7Jb*Jb 
^7f-g, C7-13 75ib*;b^*g, Ci-6 7;b*JbXJb 
7-C-Jbgs C7-13 75;b*;bXJb7-r— ;bg^ C1-6 20 
7Jb*;bX;b*-;bg£7cliC7-i3 7^b*ib7.7b*= 
;bg, (v i i i) Ci-6 7Jb*;bg? ; E/-tL<tt 
S>-fflft£*lTVTt«fclV75/B> -hPBfc<fcTJC 

2- 7 7>bP*->*;b#-^g7b^Slftl«MS8gT*BSS 
*tlT^Ttcfc^C7-ii 7U-/b2j/b*'-Jbgfccfctfc 
1-6 7yl/*;U**»6atfn% 1 ~2<i©gBSgT-MBI* 
*lT^T&J:^7 = /g, )H*7Syg£fd4Ci-7 7 
->;b7c/g. (i x) WFftCi-6 7Jb*;bg, C 
6-io 7 U-;bg$ fttt C 7-13 7^;b*JbgT*S»*tlT 
CTtiiL^iU/^-fibg, T^bM'^-nb^+i/g, * 30 
yb/WV/bgSfctt^U-i' Kg, fccfctf (x) ~hPg 
#£tfSft*. 9ttt£±4>n&£Q}&(i, 1~5fi, & 

£ L<141 ~3{lT'353o 
[0 0 2 3] 3=fc, aiBTSSn* rgJU^tlT^Tt, 

Jf£. cne©g&gtf5lMC*££*3;i<!:tf:<J:^TJI 

jarssiioflitLTW:, «i«.tf-r>KU>. -rv-r>K 
-rv9Q7x t7fyi?vfti:tfW5ns 0 ens 

<W!tt, HftpHB«:fflBlci~2fflOCi-«7 , /U*/US 

[0 0 2 4] »BT>,t***iS r|Bft*tiT^Tt.J:^» 
ttgj tt. »$L<ttSC 
Kb 8] 

tat>, SB' (4. (i) C6-12 7'J-/bg, (i i) 50 



L; R\ R^fcct^R 3 ^ |5l-XliS75:oT. (i) 
tJc^S?. (i i) AP^'XI?, Ci-6 7;bP*-> 

g, ci-6 7/b*;bg7 : E/-tL<i4->*-®g»3rttT 
i^Tt.ct^7a/g. 7^;b^+->;bgfc<fcrjC2-7 7/b 

P*->A;U^-ybg^6Jalfn^ 1 ~5<@cD^gTM 
^tlT^TtctCCi-e 7;b*;bg N (i i i) Ci-6 
7/bP*vg. Ci-6 7Jb*;bgT :: Ey-tL< 
Bfe*nT^Tt c fc^7~ygfcJ:rjC2-7 7;bP*-> 
a/b*^bgfr6iittfn& 1 ~5fi©«JftST«SS*n 
TL^Tt>J;^C2-6 7;b-y-;bg, (i v) npyxs 

Ci-6 7^bP*->gs Ci-6 7;b+;bg, Ci-6 7ib 
^/bg-r^Z-t L< l4v-M^*tlT^TtJ;^75 
/mtS£Tftl)l'#*~s)\'mfr5MtttlZ 1 ~5{Sl<DS^ 
8?tB**hTl"Tt»J:l*C7-i3 75;b*JbB, (v) 
»Jb#*->;bg. C2-7 7;b=l*->7^Jb^-Jbg, C 
8-i4 7^b*jb**->7^b*"-jbg. $7cl4Cl-7 7v 

;bg, (v i) /\ay>*?. (vii) m&mtL 

T, Ci-6 7Jb*Jbg, C3-6 v-7P7;b*;bg, C6-10 
7»J-ybg$fd4C7-i3 75;b+;bg^^LT^Tt«t 

tvX^g Ci-6 7;b*>bg. C3-6 V?P7Jb 

*;bg. C6-10 7'J-Jbgte<i:7jC7-i3 7^;b+;bg 

*ft^tu\pyvja?s ci-6 7;b*jbg, ci-6 7 

;bP*->g. Ci-6 7;b*ybgT : E/- i t>L 
&3-nT^T*>J:^7S/g. ->7/g. flJb#"*->/b 
gfc<fctf C2-7 7;U3*5/»;l/*=/l/B^Satf*l* 1 
~5<E©E»gT*SSS*ftT^Tfc«fcl^ .(vii 
i) Ci-6 7;b*;b?:*g, C7-13 7^;b*;b^^-g. 

Ci-6 7;b+;bx;b7-f-;bg, C7-13 75;b*;bx;b 

7-<-;bg. C1-6 7;b*JbX;b*^Jbg$fd4C7-i3 
7 J 7^b*;bX;b*-;bg x (ix) C 1-6 7;b*;bg7j- 
^/-fcL<l4^-M&*tlT^Tt<fc^7 = /g, = 
KPgfccfctfC2-7 7;bP+->*/b*-;bg^5Jit4n 

^gftgrs}S*nT^Tt<fc^C7-ii 7U-yb*;u* 
-;bgfcj:7jci-6 7;b*;bgfr631tf'n3 1 ~2H© 
M^gTH^nT^Tt>J:^7 = /g. S«7~/g 

$7ci4Ci-7 7->;b7 = yg. (x) ^n^nci-6 7^b 
*;bg, C6-io 7'J-;bg^fc(4C7-i3 75;b^bgT- 

®fe*tlT^Tt<fc^7ti;b/\ : E'r;bg. iJI^J^-fllt 
*->g, A/b/W'f;Ug$fti4'7U-r Kg, $7c(4 (x 
i) zhnSSSL RitR2t<«S^LT»*JBfi£L 

[0 0 2 5] ZZT\ RitR 2 t1f&-STZZHz,i: 
»«Bt7Bl«-r*»tUTtt, fi>Jjtlf-r>KU>. 

^P^?X <yfo?x ^-7^'Jv > >S<t:*^f6tl 

iDh.5©Sl4x g^RjaESfSMlc 1 ~2<i©Ci-6 
7ib*;bg=&^LT^Tt.<fcl\ 
[0 0 2 6] MB' T'5***l*C6-i2 7'J-;bg, 7?fi 
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3»b Testis ra^^nr^Ttcfct^^sj icfci* 

*«ttS4:LTffil^LfcC6-i2 7'J-;l/S. 

[0 0 2 7] R\ RifcitfRHi, #£L<li. |5)- 
XliSSoT. ( i ) JjCiRIS?. ( i i ) /\Py>S 
f, C i-6 7^=1 *->Sx Ci-6 7Jb*;bgT ; E/-t>L 

<t*^-B&*ftT^Tt<fc^7 = y8. 

gfc<fctfC2-7 7 7 ;u=i*->*;i/#'-iUSA^6Sifn^ 1 10 

~ 5 <@©S&gT*E&3- tlT^TtxtfC 1-6 7;b*;l/ 
S. ( i i i ) fl;l/**->;bg. C2-7 7 ';i/P*->a;u 
#->US, ^7c(*Ci-7 T'v/ybS, (i v) nayvjgi 
(v) fi^S<t LTv C1-6 7;b*/US$fcttC 

7-13 75;u*;bS^WLT^Tt<i:^7kMS (cc:t\ 
c 1-6 Tiwumts&xfc 7-13 73;b+yusii. ^n? 

ftMPyvK^ Cl-6 7/b*;bS. Cl-6?Jl/3+-> 

& ci-6 7;u*jber ; ey-fcL<i±v ; -g&*ftT 

H*->*;U*-;US^6Jitf tt3 1 ~ 5 {KaB&gT'B 20 
SS^ftTl^TtJ:^) , (v i) C1-6 7/U+JU5 1 * 
C7-13 75;u*;b^^-& C1-6 7;u*;i/7.;U7-r 

C7-13 75;l/*Jl/3Jb7-f ~Jl/g. Ci-6 7^U 

*;U7.iU^-;us^/c(*C7-i3 t^iv^ivxi^-ii 

fix (v i i) C1-6 7^+;bfiT : Ey- i tL<ttv ? - 
B&*ftTl^Tt».fc^75/g, " hP«fcJ:y : C2-7 

7;up*->7j;u*^/b«AN6Jiif*i5S«ST'g»*n 

Tt^Ttcfcl,>C7-ii 7 'J -'U*;U<K-;USfc cfelfC 1-6 

^TfcJ:^7S/g. Wb?75/«3:fcW:Ci-7 7->JU 30 
75/S. (v i i i) ^tl^nCi-6 7JU^l/S. C 

6-10 7'j-;bS*fcttC7-i3 77;u*yuS"PWft*nT 

Jlz/W'T/l/fiSfcttSU-r KS* Sfctt (i x) "ho 

[0 0 2 8] -83 (I) T'Sift^ft^li, #£L 
<l*HB3 (II) 
Mb 9] 




(3«k R\ R 2 *J«fctfR3«:, [Hl-Xlig&oT. 

(i) jMRK?. (i i) /\Py>Hf> C1-6 7>UP 
*->S, C1-6 7JU*;UfiT : E/- i tL<liv-M}l5* 
tlT^Ttcfcl^S/fi, *JU*'*v;Ufife c ferj : C2-7 

T'E&SftTVTfcil/'CHi 7;b*jbg. (i i i) 
C1-6 7;bH*->g> C1-6 7;U+;UST' : E/-t)L<tt 50 



v > '-M^*nT^Tt«fc^7 = /SfcJ:rjC2-7 7/ba 
*->2ul/#^l/SfrSStfft* 1 ~5«OB»S7?Btt 
**lTl/ k T i £»<fcl.'>C2-6 7Jb^-Jbg, (i v) /\py 
VJI^s C1-6 7JbP*->g, C1-6 7Jl/*7l/Sfc<fctfC 
1-6 7/b*;bgT' : E/ -tL< liv'-B&^tUVTt 
<fc^7 = /gfr5Hll£ft3 1 ~5^©S^fiT'BSS*n 
Ti/ k Tt»<J:i/'C7-i3 75Jb*jbg, (v) 7jib;tt'*->;b 
C2-7 7;i/3*->£;b# - -;us, Cs-i4 75;b*;b 
**->*^-Ji/fi. SffdiCw 7->;bg, (v i) 
MPyvJS?. (v i i) B&g<!:LT\ Ci-6 7;b* 
;bg. C3-6 -><7D7yu*;i/g. Cs-io 7'J-;bS$/i: 
liC7-i3 75Jb*;bg£WLT^Tt,JavkS?g (cc 
T% C1-6 7;l/*;l/Sv C3-6 ->?P7'b*/bg, C6-10 
7'J-(bgfcJ;tfC7-i3 75JU+yl/fili, *ft?ti/\n 
fyWfs Ci-e7;u*;ufi, ci-6 7;bu*->g, c 
1-6 j'lwm?*; -t> l < liy-a&^nr^Tt 

7>bP*i/*;b#'-;bgfr6;illf*l£ 1 ~5ffl®BftS 
TB&SftTVTfc.fcl/') . (v i i i) Ci-6 7;U* 

ivrxm. C7-13 75/b*;b^*g. 0-6 7ju*;1/X 

;b7-f-/bg. C7-13 7^b*;bX/b7-r ~;bg» C 

1-6 7;u*;ux;u*-yi/fi^fciiC7-i3 77;b*;b7jb 
*-;bg, (ix) C1-6 7;u*;uST- : Ey-tL<ii 

5- nTt^TtJ:^C7-n TV-lbtDlX-lbmtS&ZfC 

1- 6 77b*;bgfrS5Ml£ft& 1 ~2®DB&fi-c«a-i' 
nrt>Ttcfc^75/fi, St*c75/S$7cl*Ci-7 7 

->iU7 = /s. (x) ^-n^nci-6 7'U*;us, c 

6- 10 7'J-yl/»$/tl*C7-i3 7 J 7'l/*;l/fiTBJft*nT 
C^Ttxfcl^/b/^'Obg, TW^-Ol/tf+v'gs » 
WW M&&1t\tV\s4 KSx Sfctt (x i) "HP 
fi*SU R 1 £R 2 £tf*g#LT**iBlSLTl.''Tt>J: 

< ; 

[0 0 2 9] R«feJ:tfR6tt, |El-XliMSoT. 
( i ) imW*. ( i i ) B^Si LT, C1-6 7/b* 
/bgr^/-tL<lii/-B&*ftT^T&<fc^7c/ 

2- 7 7;U=l*v*JU^-jUg^^LT^TtJ;^Ci-6 7 
lV*lim. (i i i) C2-6 7Jb$-";bg. (iv) C 

3- 7 ->?P7Jb*;Ug. (v) /\ay>Hf, ci-6 7;u 
□*->g, C1-6 7;u*;i/fifccfcy : Ci-6 7/b+;bgT : E 

tfn§ 1 ~5ffl©B&fiT*B&3-tlTl/>Tfc <fct>C?-i3 
75;U*^I/S, ^fcii (v i) C2-7 7;bP*->*;u*' 
-;bS=£^L ; R5l*. ( i ) *jRIS?» ( i i ) MP 
fyWfr. (i i i) C 1-6 TlV^rlimT'^y -t,L< 
tt->'-B^*nT^Tt,cfcl,>7 = y8$fcliMP^»l 
: fTB^*tlT^Tt c fc^Ci-6 7Jb+;l/S. (iv) 

C1-6 7^p+->Bx (v) C2-7 7;ua*->zjyu*-;u 
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g, (vn ci-6 yi^ivmT : Ey- ! tL<it'J-m. 
^nr^Ttcki^sys. *tM (v i n 0-6 

7;U*>l/g£fdiC7-i3 77;l/*JbgTB&*ftT^T 

[0 0 3 0] R7, RSfectlfRSli, IBJ-XliSfco 
T. ( i ) *JRJK?, ( i i ) - I- PS. ( i i i ) A 

ibST^y l < u tiT^rt <fc^7=. / 

g, 5-7^1*7 = /g, 2j;b*'*->;l/gfc\J:tK 
2-7 7;U=l*->^;U*--;Ug^6Stftl^ 1 ~5«7)1 10 
ftS?B**nTl/»Tfc«fc^Ci-6 7JU+/l/S. (i 
v) i\u?>&=f^ 7kS?g, Ci-6 7;U=i*->g. Ci-6 
7 J U+JUST't / - 1 L < it -J - m&Hi t\T L^T t> <fc 10 
T~/m. 5~7M3Stt7 = /g, 7^U*'*->Jl/gfc<fc 

tf cm 7;m*->7j;b*-;bS3b^esifti^ 1 ~5<i 

(v) AP-ifVE^ Ci-6 7;l/P*->g. 0-6 7JI/+ 

ybSfc.fctfc i-6 7;u*;u«T* : Ey - 1 L < tts>-«ft 

£ tlTVT fc *C7 5 / gfr biElf ft* 1 ~ 5 fflOBfe 
ST*Mft*nTCT i t«t^C7-i3 75;U*JUg. (v 20 
i) C3-7 ->?P7Jl/*;Ug, (vi i) 2jJl/tf'*->;b 

g, C2-7 7yu=i*->*;b7K~;us, Ca-u 75;u*ju 
**->*j/i/#-^g, $ftl±Cw 7->7USs (v i i 
i ) MPy>IS?. ( " x) m&mtLT. Ci-6 7)1, 
*/US» C3-6 i/-?P7;b+;US. Cho 7'J-JUg£ 
7cliC7-i3 75Jl/*iU»**LT^TtiJ:^*K» (C 
cz\ Ci-6 7;u*/us, Cs-6 v"i7P7;b*;i/S, c 
6-10 7U-;usfe<feU : C7-i3 75;u*;u*i, ^ft^ft 
/\ny>IST, Ci-6 7;l/*;US, Ch ?;l/3*v'i > 

-hPS, Ci-6 7JU*;bgT ; E/-* ) L<«:v ; -®8! 30 
*ftTloTt<fclo75yg, 5~71I«7 = /1, > 
7/g, /JiUtf+f/bg, C2-7 7llZi*i'JjlW-l\> 
8fc«fctfSSSra«««*«SfrSSI«a* 1 ~5f@co 
BfcSTWSWrtlTVTtiJ:^), (x) Cm7M 

ji/ftfg. C7-13 75;b*;u^^Ss Ci-6 7/u+jux 
Jb7-<-;US, C7-13 75;U*JUXjU7'T ~;US. c 

1- 6 7;u*;U7.Jb*-jua$fc(*C7-i3 77;u*;ux;u 

*-Jbg N (xi) C i-6 7;l/*;US. C3-6 ->-?P7/U 
*'l/g> C6-10 7U-;US, C7-13 75;l/*;Ug, c 

2- 7 7/UP*->ft;U*':3JUgfc<fctfCi-7 7->;bgfr6ii 40 
lift* 1 ~2fD©M^ST^tl ; ?nM^*tlT^Tt<fc 
lo7=./g$fd*3i:|7c7=./g, (x i i) MPyvgi 

^ ci-6 7;b*;i/B, ci-6 7;m*->S. 75/Sfc 
J:tfC2-7 7;bP*->»;U*'z:;US^eSJfti?) i ~3 
fPDB&gT'B&TrftTloTfc.fcloCe-io 7'J-l^M, 
(x i i i ) ->7/g, $fdi (x i v) ^fveftC 

1-6 7ib*/H, C6-10 7'J-JUS^/C«C7-13 7"7>U 

^UgTB^ftT^TtcfclOTJ/U/^-ribg. 7W* 
U R 7 <!:R 8 <!:6^LT^ffMLT^Tt >< t< ; X 50 



li (i) (i i) Ci-6 7ib*UVfflx (i i 

i ) C2-6 7Jb'7--UV0k ( i v) Ci-6 7;^*^>- 
7S>'aJ^;K-^USik Stclt (v) Ci-6 7;U*U>- 

^-+->7j;u*-JU7 = /li ; &SL ; Yii-co-, -s 

02- . -NHCO- Ci-6 7JU*Uy-*J/l/tf'-;l/ 
C2-6 7JU^-U>-*Jb*^;l/^^7c«Ci-6 7Jb 

*u>^ttL;«b' tt (i) C6-12 7'J-;ua. 

( i i ) 51 &KttJ&I££fc» ( i i i ) #7?Stt&£ 
SttSSf.-fc/eU R\ R8fc<tlfR3<D3-5, 'J>& 
<tt10tt7jc^JI^J.X^©STSU, 5- (4-7 = 
/'OV'OU) 7S/-2- [4- (4-75/^W 
-fJb) 7H/7i->U] ^>Xf ~ 5- (3 

-?PP-6-fc. Ka+MV^-CJl/) 75/- 2 - 

(4-~ hP7x-;l/) ^>X-T5^ l 7-;k 5- (4 
-- hP'OV-OI/) 7S/-2- (4-- hP7i_ 
7U) /"CVX-fS^V-ik N — [2- (1. 3-5>fcK 
P-1, 3 5 --fy^CV/^-Jb) 
X^ = ^9~)U-5-^M -1, 3-5?kKP-1. 

3— 5 —TVA;>y75>^;U*-*+7-= Ffc 
<fcTj2- (3, 4-v>'^;U**->7xrjU) -5- (4 
-t»Vt^'y09-( JU7 = /) 'OX'TS^V'-yb^ 

[oo3i] -sgfc ( i ) fccfci; (i i) R<as«fetf 

R«l±. (5]-XliS^oT. (i) zkiRS^x (i i) 
M&mtLT. Cm 7;b*JU»7 : E/-tL<liv>'- 
Bft*nT^Tt«t^75/S. 5~7M^«7 = y 

*v *;U*'*->;u»s/ciiC2-7 7ym*->7j;u#-;b 

g5-WLT^Tt<t:^Ci-6 7JU*;l/g, (i i i) C 
2-6 7;U^~JUS> (iv) C3-7 ->-?p7JU*;U 
g, (v) /\py>JS?» Ci-6 7JU=l*->a, Ci-6 7 
;U+;Ugfc J:rJC 1-6 7;U*;UgT : E/ - 1 L < liv 1 '- 

■*»TB»*tlTt' k T 1 t«fc^C7-i3 75;b*;ug, $ 

fdi (v i) C2-7 7;m*->*/U*-iUg*^-r 0 r" 

fc^lfR^tt, »$L<li, ®-R\mte-3T. (i) 
**K¥» (i i) WggtLT, Ci-6 7;U*(bgT- 
; E/-tL<l*v'-B^nT^Ttcfc^75/g. 5 
~7MJftf7S/g, *;l/#*->;US*7c(*C2-7 7;b 
ZI+^TJ/U^-JUg^WLT^Ttcfc^Ci-e 7;b*Jb 
g, (i i i) APy>J^?» Ci-6 7ybP*->g, C 
i-6 7;U*>Ugfc<J:7J : Ci-6 7;U+;l/gT : E/- i t L<li 
->"-M&£ftT^Tfc<fc^7c/gfr5iil£tt;S. 1 ~5 
<10)M}ggT : l}|l?nT^T i t.cfc^C7-i3 75;u*;u 
g, Ztclt (i v) C2-7 7;UP*->7j;U#~;UgT^ 

[0 0 3 2] HttSC (I) fc<*U" (ID R 5 «s 
(i) tK^H?, (i i) )\ufy&^ (i i i) C 
i-6 7/U*;l/gT : Ey -t L < tt^-BftSftTVTfc 
<t^7 = /g£rc»i/\Py>H?T'B^nT^Ttcfc 
I^Ch?/^!/!, ( i v) Ci-6 7;U3*->g, 
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(v) C2-7 T^m+S^I/tf-JUS* (vi) Ci-6 7 
iV^im^y - t> L < ttS>-Bft* ftTVTfc«fcl*7 
Sfctt (v i i) C1-6 7l\,*l\,m£tc&C 

7-13 77;b*;U8?m&£ftT^Tfc<fci^bM' : E'fM/ 

[0 0 3 3] —AKC (I) fi«ttf (ID «fc Xli (i) 
(i i) C1-6 7l\s*\sym, (i i i) C2-6 
yil^r-\y>m. ( i v) C1-6 7;b*b>-7S/*J 
;U^~;U^ (CH7MUV-NHCO-) $7cte 

(v) C1-6 7 7 ;u*i^>-7t-*->*;u*^;U7' = y^ 

(C1-6 7MUV-OCONH-) ^"To CC?, 

rci-6 7;u*u>«u . rci-6 7;u*u>-7 , ~y* 
;U?t?-;U»j te£if rci-6 7'b*U>-**->ajb# 
xyb7 = /|gj KfcltSCi-6 T^U+bVi: LTWU M 
IBL/c rci-6 7Jb*/bgj fr6 1 <!©7]c»Si?£|&£ 

racket ytistisstf^ifsn*. kch 7Jb 

X ^->l/>6iWf5n« 0 £7c, rc2-6 7iU 

IBLft rc2-6 7/b^x/bgj fr£> 1 ©OTkfggw^pr 
ST*C£fc<fc l JI5Sti3Stf3HfSti3. KC2-6 7 
;b*=U>©fffflftfll£LTli. fJxlftf-U/X 7p 

So 

[0 0 3 4] — IttiC (I) 6<fctf (ID Yli-CO 
-SO2-, -NHCO-, C1-6 7Jb*U>-»;b 
#xjb0| (C1-6 7/u*u>-co-) , C2-6 7;u-yr 
u>-*jb#x;bg| (C2-6 7Mzu>-co-) $ 
fcttCi-6 7)U*\s>mzmTo rci-e7»l/* 

fcttS C 1-6 7;U*U><t LTlct, ±15X<hLT^L 
fcCH 7/b*U><fc[!0«©t,©tfWbnS„ £fc> 

rc2-6 TiVr-vy—fthX-ims icfiW-*C2-6 7 

jU^rUVtLTlis ±IBX<!:LT<5iJ^L7cC2-6 7Jb 



[0 0 3 5] -«tS ( I ) TftSrtUMfc£»©*¥Hfc 
ffg* ft£>£<!: CXli. 0J*.tfM8tgg<t©it. HWH 
JftWU:®*. €8tt£©& l£»4XliI? 
tt7 = y§£<!:©lt&£tfptf6n£>„ »$£§<!:©£© 
» $ LL^J<h LTti. ft'J^Aig 

ti.ZO)7)\s-h*)±m±m.& ; 7;b = x^Ai&; 7V : E- 

10 £LTli. ffll*.tfh'J**;l/7 , 5X HJx^;b7S 

x tr'j-xx tfu'jx x$y-jb7sx yi^y 

-Jb75X HJx$/-;b75X ^->?P'\*-X'b 
7cX N, N' ->X>-»lf L/V-/7S V^i'i 
©BflWSti*. «MH*£©*©#3:Ll/'ffl£:LT 
tt. fl!la.fcrg& jMb*S& 'JVtt&£ 
^©igtfWStiSo 1i«l«:©8©»£UMM£LT 
tt. «"J^«"*m tttt. HJ7Jb*PfFSL 

'J>m *2>x/b*v&. ^>-t?xx/b*> 
20 & p-HUx>;uu*vttft££©ffltf$stfStis. 
£Stt7 = /&£©£©»£ LlMWtLTti. GUxtfT 
Jb#xx 'J-XX *;bx^v&£<t©£tf£tf6ft 
So Ktt75/8t©ffi©»*Ll^JfcLTtt» »IJjHf 
7XM°5*>&. -^U* ©ig*W5tl 
S. -flSiC ( I ) ?«tfft*fb*ftSfctt*©tttMf:* 
MX**U *£jS14tt©»*» (5*5*) <hLT^ 

©3t9SStt(Wc»«r* C ttfT** S„ 
[0 0 3 6] J-XTx — flSiC (I) T**tlSft#*©« 
30 SStfc-^TBMIl*-*. -*Bt ( I ) 78* h*ffc£» 

a. txTtcmt ~ [Hsai 4] „ fcsi^ 

« c nic mt std % it j: -3 TiBt-r s c <t s 0 

[HiiS 1 ] 
Wtl 0] 



0-y-l 1 (iv) itzit 
0-y-o-y-{a) Civ') 



(i) 



(in) 



(5£fc 3^B, R4 % R5, XfcJCTjYttfii 

[0 0 3 7] Li-p^*ft*K«S£LTtt, /\Pf> 

1-6 7Ji/*;bx;i/*-;u^+->B (9L *?yx>ifr- 

h'J7JU*py^>X;b*x;l/7)-*->|f) ;/\ 
P-y>IS?T1 ~4<@S»*nT^Tt>«fc^C6-io 7'J 
-;l/XJl/*x;b^+->S (R ^V€VXJU*-)U^+ 50 



v\ p- h/UX>7.;U^X)U^+-X p-^'P^'O-t? 

^) ; /\P^r>IS?T-1 ~3<lB^*tlT^TtJ:^C 
H7->Mt->l (flj. 7H2h*-X ^Ptf^-x;|/* 

H | J7;b^-P7-b h*->H) ; /xpyviS^Ti 
~3f@M^*nT^Tt«i:^C2-7 7;l/P*->7^;l/*'x 

1. 2. 2- hU^PPXh+->*;|/7jtXjU*+-> 
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[0 0 3 8] fb£» ( I ) tt % «AI#B»DS£-Ffcx 
<b£tt (III) tft^* (IV) Xttftd* (IV) £££ 

it. mxitmm^.mi-^>jo^ mm^mtfjoL.mo 

AfcfKK* h 'J ^ A, J*I?2j 'J -5 IxtgCDmmOTllt) 'J 

£HXtt7;i/£ 'J ±g&ji£. m?u£^mt± h Ur> 
A. MHbA'J9i». ?)<iHb;£)Jb->OA?l©7yk*jy£ 

±a&BQ*%<tft3®ffit«|gS ; ffilittf h y x^U7 
= X hy77^U7 = >f?©7JU*Jb7 = >3I. flAtf 
n, N-->-**;i/7xyx tf'j-^v, ;k?-Xx py 
XX 4- (v^*/U7£/) fcfy-Xvf?<D5?#J5£75 
X 1, 5- s J7WstU [4. 3. 0] 5- 
XV. 1. 8 -v>'7tf [5. 4. 0] OVxft 
-5-IX 1. 4-5/7tCt:->^n [2. 2. 2] * 

-h^iSBlcoi'J^ MtLMT 1 : ifei^LI : 1 0<7>§iJ£ 

fflfil*. <b*« (IV) Xttfb£tt"(lV) IdttL-T, 1 
~10Si. »$L<l*1~4a«T**. <b£* (I 

v) xittb^tt (iv) <Dmmm.it. <b*» (no it 

JWCJtLT, 0. 5~6tik iff KliO. 8~2 : E 

[0 0 3 9] COSHSTtt. #SlC(Si;TjSttfb»J*fl! 
L s Tt»efcL\ 3tt<b»JfcLTtt, flJxli^PP+lg^ 
;k ?PP*1?x^k ^pp*l-<v7Pkf)k 
□ =PK2. 2. 2-HU^nnx^;H|(DffJx«nny 
>H?T'1 ~3f@M^*tiT^T i t c i:^C2-7 
I?7jI/*jH*7ju3I ; <5>JAif ^na^W^v^uso 

(aVnco (V) 
(no 



(34>. «A» iiB, R« s R5 N R6fcj:y:x«Bijie<k 

[004 1] fb£* ( I — 1 ) li. tSSOSaTXlt* 
SfcTfc. <b£tt (in) tfbStt (v) see*** 
c tic «fcy ft^ft (v) ores 

ffl& its® (ill) i^/btcHLT, o. s-et 

ik $?£L<tiO. 5~2 : E/l/T-££„ SSiLTtt. 

pfens. ^sofigfflsii. {b^ft (no kwl 



Cs-H ^pp+^^u^uxxx/HS ; #J*.i£vv? 

if->7/ y ^'ifinoi/?; y ym^x^im ; 
u >«o/\py>{bu vftdftf^if en 

So jSttftflJOffiffltttt, <b£to (IV) fc»LT, 1~ 
1 O^fl. ffSL<B1~4aftT»«. fc&lt. 515 

i*/-;k n-7p/\V-;k -rv^PMV-;m© 
10 7;m-;i/Jl : flUiifcf^v-tfx nnx *->u>f? 
<D^SiKS<b*^^ ; 01*1* V*? pp^5>, ?pp* 
1, 2— >*^ppx^>na)/\p^>^b*« 

»BHb*JRS ; «a.tf-;>i*;Ux-yJk ?h7kKP 

77> (thf) . -/tttymax-Tfom ; wai* 
-tr hx h y ivmo- h y;us ; mif-x^i/Tju** 

->F (DM SO) HOX;U**->KS;fi"J^(fN, N- 
->7fJl/'t/l/i»7; K (DM F) » N, N— i VWV? 
20 -b H7~ K (DMA) m<m.7~. KS ! ^J^lfff^X^ 

;k fffK^yunwxxxyus ; ffJ^if h y x^;u7S 
x hy^;U75vH©7;i/*;i/75>S;«ijK.«: 
N, N-i>^^;i/7xyx ey-Xvt?©55Sfii75V 

$fcig«icjisi;T=afia:*afioiij^ #j 

^.tfl : 1~1 : 1 OOfiJ^ (fi«Jt) T-)g^LTfflL> 
TtxfclA, SJSSSliv -3 0~2 0 0"C. SfSL<ti 
-1 0*Cft^LfflL^c»«©i»ji5i«ifi?*S. SJSBfFS 
ffl^l 0^^^L3B, #3:1X1*1 O^SO^LI 
30 2«HSfi-p«*. 

[0040] —mm (I) lCfc^TY^-NHCO-T 
*%fb^»tt, J-XTCO 2] ICctoTSii-rSC 



Mbi 1] 

R« 




(1-1) 

T« 1~10Si. ff9:L<tt1~4 3«?**. StS 

Lt\ CO«fe3a*«i:LTtt. ±IBL/c [SiSSl] 

\t. -3 0~2 0 0°C. j!fSL<li-1 0 c CSf»LfflL'> 
fc«JK©3tjSfirifi?*5. WSSSSmt. 51^1 05J^l^ 
L3B. 5f$L<l*1 0#ft^L1 2R|H8fi?«*. 
[0 0 4 2] HUBS 3] -flSiC (I) lCfc^T31A^ 
50 MiSd:LT75/S*Wf^b^«tt. K7~/SA ,; 
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fcJ:*JSMffl7E, 2) HM8©?¥ffiTXtt*SSET-p©* 
m^mitWc^^mfi. 3) Ktt» ^ttXliT'yl/^'JIt 

5c* 4) ^km-aiatteeSffiTTOt: \r?*Jy\z& 
£a?rft<!:fcj:tlf7fo*i5. CcT\ gftS»7c©fStcffl 

A^AMS ; 0y*.if a#» ^ba^xiia^iifcoe^ 10 
ftk$a>ffiffifti*s ss<b^Wc»LT. o. 01-10 

0fim%, SfSlXttO. 1~2 0li%T*£5 o g» 

Sftomzm^^n^moiE^nt. #jiLifi~3oo 

M> »*L<li1~6 0SflE?S3. 3feH*3R{b»»5: 

yfrJk mt-^'riW lb. JSft-'yfr/k 

*»k--y^k BIB-y^k iWb- 
y$-;k ->7>'(b-'>^/k WM-"j J r)\s^<n-"j J r)\' 
fc£*irWSn«. LTtt. « 20 

h **ffc*9*'J*'>i»ft 

^smttfsti*. ffiia. a, *x*fci*ifi{b£— xxk 

<fc*37ci=Si>T, & XXft.fctfffifbm-y'.X 
L<tt1~5SSr**. 

[0 0 4 3] L K5v>>fc«fc3^©|gfcJJ^6tt3i£ 
fc£=S©tefBMI±. JSSHb^ttKWLT, 0. 00 0 
1~lSi,»SL<B0. 00 1-0. lail'S 
S„ Sfc, t K5-y>©ffiJ8»*, K*MbS»lE»L 
T, 1~2 0S«, »SL<tt1~5a»?»*. SIS 30 

ff«U\ E©«fc5fc;8«£L-n*, ; fliLUf 

**y-/k i*/-ik n-Xp;V-;k -fv7n 
/<y-yuso7;U3-;ba : flJjUf^y-tfy, mux 
v. *->i/>s©3is«iK<b**a ; WAtf'N+^v, 
^X^y* v*p^^vg©i^K{b**S 
-yx^ykx— r;k fh7kKD77V (THF) . v 

**-?y ©x~r >ua ; $J;i«'7-b h >, * *;n? 
h>^©^ h>a ; #J*.tf7-tr h~ h 'j;u§o~ h 

Vlbm-.mz.tfN. N-y**Jk*;l/.k7S K (DM 40 
F) , N, N— I/**Jb7-feh75K (DMA) $0)8 
75 Ka ; #J*.lffEl!x^k K&X^I/ffaxXxJU 

a ; maimm. 7utt>tm<Dtu\r#ymmiie# 

1 : lftfl.1 : 1 0©fij£ (SStt) TiE^LTflJV 
TtxfclA, SESSSli, -30-200 °C #$L<tt 

-1 oTft^Ls^fc»MW>aijattifi-p»*. e&ris 

14. »S?M 0#ftl*L3B, #£1X1*1 0#ft^L1 

2B5nwarT»*. so 



[0 0 4 4] H|fi24] -MSC (I) lcfc^TR«tf 
1 ) 75/jM:fcttAJU#*3'jl'S?MftSftfcCi-6 
7JU+JI/S. $fct*2) 7c/g-?;-g^*nfcC7-i3 7 
5Jb*iUST*-5{b#*tt» cnsozs 

iu^+s/ibStffiiSHtfnfc^b^tt^sfiiSHSsift^-r* 

(I) lC*J^TSA$fcliSB/)^SS»tLT1) £Jb 
#*->;bS. 2) 75/S. 3) 75/S«fcW:*yb# 
*->jl/S-eH»*ftfcCi-« 7;U+;bS, 4) 75/S 

g. 5) 75yST'SJft*nfcC7-i3 75Jb*fbS£W 

[0045] z.zt\ y = ym(ommmtLzit. 

*/l3llX-JW 'OXt K'J;U**->J!)/l/<p-;k 9-7 
y HJ;k* h*->*;u*-;k i-^^ju-i-(4-k*7i- 
;U)x h*->JtWl/#=Jk 1-74T7V^b**->*jU# 
-ik HJ?PP7-fe^;k h l J7;l/*P7-b^k o- 

- hP7x-;b7-tr^;k 2.2.2-MJ? PPI r-*-y*> 
;U/p-;k "Cy5>/kJ-*5>ajkJ?:i;k p-rhp^>-y 
;kt * ->*;ki? - <k 2, 4-y ^ □ p^v -y; * -y 7^ j u 
<}?-;k 'Tvzafai/t+fTlJb^ii/, hU^vk 
79P^bfitW6ft«. »;u**-y;u»©«^» 
tLTii. ffiimr 'ty-yfr**-/*?^ p- 

- hp^y-y*;k ^yxt K'J;i/ft£tft«fsti5. 

[0046] 75 yS*fctt*Jb#*-y^S05«aS0!) 

eyxifxw. ^y;u. yj-ys, "Xp^^ 
x-rX X;i/-X <y *-75--yf yy-b-y 
x" » i99i. 9-r'j- 7>K t>-yx, -<y^. -J. 

- 3—9 (T. W. Green et al. "Protective Groups in 
Organic Synthesis" „ John Wiley & Sons, Inc. New 
York) *t*lCiB«©*»Xtt*tllc¥i;rc*ajcJ:-3 

Tff5CttfT*4. aftWicti, *;U3?+-y;U3l«o« 

SlCj:^^^ j1tc;IcJ;^)7d>£v t K^vyiCcfc^TD 
7 1 r-7X^;U7y : e- , 7^7;U7|- | J KlcJ:**iS, 

\7 -y aic «fc a* £#pt f stu c ne an 
h\ owx xx^;i/ft£*ip*»»-r5-iifiwft* 

a©— 3T»y» fifl^.lftert-Xh*y*;ktxX;k p- 
/ h+y^y-y;U7|-*-y*;u*'xyk ^yxt KU;u* 
*->aiU#=/k 9-7y h'J;U^ h*-y*;k1?x;k 1- 
y^;b-1-(4-t'7ix;l/)x h*-y»;k1ix;k 1-7X 

7v^u**-y*;u#=/k h y?;pftt*?«H*nfc 
vxiL^yS. p- h;ux yx;U*>Bft£ow«» : « 
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tlSo 

[0 0 4 7] ^S(c<fei,75^li, ■KJ:*«&&nMIK 
^U*X iXxJUa2*in*tt#-r*-|JgW 
a^©— 3T*£S 0 «SO»*U^fflltLTtt» fl>Jx 
UfMHbU? 1 ^^ *KfbJ-MJ9 A. Tjc&JMba'J^A 

'J 7 A, ^fly^Aa£©0^7Jl/2j'J:£JI. gelS? 

m. ^m^mi-^'jOL.. m&*mti i )OL>r s .Eo)m& 10 
**7iu*'jftH» K^h'j^A. wmnvoutz 

■5 Aft if© 'J >K7 Jb a 'J 'J 'J ±S 

UVSTkSS-^-h'J^A, 'J U $ A 

ft if© 'J VK*il57;l/J!J 'J *Hfl: 5 IC7 Vt-77kft 

jrosiga&s ; xi* h u ^wsx h y x*ju7S 
v, v>y vrptr;n^;b75x tf'J->*X fcfuu 
x N->^btfp'j->*x N-y-T^btr^y^x n 

-y T^JkEJl/* 'J X 1, 5-v7+f tf □ [4. 3. o] y v- 
5-IX 1.4-s;7-9'tr5/^P[2.2.2]*^^V, 1.8-v 20 
7+f t?->? a [5. 4. Ol-T-SVx-fe Vft £©li*HISa£ 

[0 0 4 8] S7cJc«t**3£tt, flJxl* h'Jfnn?* 
T^k h'J7;b*P7-fe^k o-X hP"7i xykT'-fef- 
7k 2,2,2- hU^PPXh*->73ik1?^ik *<>*Jl\/* 
*->7j;U#X7k P-" hP^>^b^*->7jyb*-^ x 
2,4-v f ^PP^>y;U**->*Jb#x;k -fyxa^x 
;k*-*->2j/k*'-;k h'J i ? 1 /uai:T-«a*n/c75/ 
SX(* / S>v , ';kt+->p<f : ;k ^>-^;k p-XhP^V 
SJ/k ^vZk K'j;uat*7«H*nrc3?jyk1?*->;u» 30 

t>«lt LTtt. flla.lf *J!Wfc**** h 'J 9A(c«J:*S 
jc, ffi«B/f«lc«fc*jl7c, SttaTca^^lfStl 
S» t. K7^>lCcfcS737£lot, AJjUfySa-OI/TSS 
*ftfc75yS Coin's K» <DKfiBlcJSi*5ft 
S„ xh^^k^Vt-'JA^ib^'J KtC«t**S£ 

ga 6 £ /ktf* •/) Ug£ fi S 7d 36 1 L Tffl l/> 6 tl 

s„ m/^^Aicfcs^su. eijAif7';;uxxx 40 

Tffll^btLSo 
[0 0 4 9] [Sig365] -g§:5£ (I) iCfcl^TSBtf 

M&Si: LTC2-7 7;ua*->»;u#^US*7fcttC2-7 
7;UP*->*;k1t'x;UST^*n7cCi-6 

■a TBs-rac xxriusaw*. E*Mbs 



0. 1~10M, $J£L<teO. 5~4SST^So 
C1-6 7/m -;!/<!: LTli, fiOAtf^4f/-;k x*y 
-/k yuiW-iw 7*y-;k '\7*y-jk ^* 
■ty-jk -f v^nnv-'baiitfffl^ettSo ci-6 
7;m-/b©ffifflMiis rafk^it/ncMLr, a 

£1 ~1 O^EJUTSSo Sfc, Ci-6 7yl/P-;l/£;8it 

tt. fi»J^tfy^y-;k x*y-jk ya/W-iw 4 
v7o/v-)\,m<D7)\/=i-)m ; waifo-ex h 
>uxx *i/[s>w(D%mmsat7kmm ; ^jjuf-^p 

□ y$X ?dp/1wUA. 1, 2--y?nax£vf?© 
/\ny>ibBMb***l;fl*tf^*+fx 'sT^x -> 
*p^*?V«©ta«gMk*3IHi : fljLtfSWjU- 
x;k Th7t:H'n77> (THF) . -y'^*+»->l|0 
x-x;US ; mz.l£7-b hX y^/Ux^iU-T- h>l?0) 
-7- b>§i ; ffl|jltf7-b hx h 'jyusox h U;WH : ffJS. 
Jfvy^JbT-^^+vK (DM SO) H©2Jk**->K 
^.•^J^tfN, N--yy^;ktwUA75 K (DM F) . 
N, N-v ; y5 L JU7 7 -bh7= K (DMA) §OK75 K 

m ; CT^lfitKx^yk KS^f^oiXfjWf 

1 : iai>L1 : 1 0<Dm£ (MJt) T5S*LTffl^ 
Tt«fct\ J5lS>agti. -3 0~2 0 0°C, &£L<lt 
-1 0"CaL^Lffl^7c?gJi©i«^jfiT'SS. SfSQRa 

iifti o»a^L3Bx »^L<iii o^a^ui 

[0 0 5 0] [|^ig366] -ggit ( I ) fcfc^T^Btf 
Jft*nfcCi-6 7;U*/US*er5<b^*ttv CtlS© 

Tj^u^-yyus^c?-? 7;nj*-y^;i/*'xJi/ST-£s 

So (I) icfe^TR^^JU^-y^U 

7;l/*;l/g?25Sl'b£«;J\ CCD 

73yu**-yyus* ,! C2-7 ^yi/P^-yTj/U/it-^STSS 

fb^«*lHl*»»r S C <!: ic J: r> TSiifS d <h^T-$ 

So tiu^ma. ^g<D^STic?Ttons„ ^s^lt 
<Dt>mft>nz>o ssco^fflftji. n^b^ic^L 

T, 0. 5~10SS, ff* L<li1 ~4afi?35So 
y^y-;k x^y-;k fa/V-iV. Jvfn/V 
^□Q-t^UA, 1, 2--y^ppx^y||©/\ay>'(b 
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7tKP75> (THF) % ->*^*tt>lfODX-T;U 
S;0"J;Uf7-fehX ^^bx^^^rh-v^/rf.y 

^l/X;kt>*-> K (dm so) s©x;u#*-> Kffl ; fli 

xtf'N, N-V ; y^;l/*JUL,7= K (DMF) . N. N 
-vV^UTMz h7S K (DMA) S©&7SKS;fll 
JttfSWl^k Sfl!7^bl?©X*xJbgjbW6*l 

jMilejSUTnafiLhsaSOtiJ^ ffilittfl : 141* 10 

<^-i-ccs*-® 

(1-2) 



LI : 1 0©fij£ (fiftit) 7-5g£LTffi^T&<U\ 
SJSSgli, -3 0~2 0 0°C L<li- 1 0°C4 

0#4l*L3B. 5f^L<(*1 0#4l/>L1 2RP^S)g 

[005 1] -flSit ( I ) TfE^tt^k^Wi, WT© 

mjta7] 

Hfcl 2] 

R«'-L 2 (VI) 

* (I) 



(5S*> «A, JIB, RK RK xts&zfYims&tm 
mm*, mmmmz. r 6 ' am nsatLT, 

C 1-6 T^b+Jl/gT-^y - 1 L < i45?-H»*tlT^T 

&<t^7 = yg. 5~7MHtt7 = ys. aj|/#+->ju 20 

J:^Ch7JI/*iH, (i i) C 2-6 7>k{r x/l/S, 

(i i i) C3-7 ->?P7Jb*Jl/^ (i v) /\P>r> 
JS?, C1-6 77l/3*->S^ Ci-6 7iU*;U*x Ci-6 7 

S/SfrbiMlfn^ 1 ~5fli©BftST*S»*nTl.''T 

t«fct*C7-i3 75;u*;bS*^-r. ) 

X;Ut|-+-X 7$>2Jk*XJk*-*-X HJ^kfrP* 30 

£ >^U*x;u* +->§©ffijx.if nay t- 1 ~ 3 

; flj*fcf^>tf VXJkJ-xX;!/;*-*-;/, p - 
h;bx>x;u*x;b^-+-> % p -TJ'P^V-tfVX/U* 
X;kfr*-X ^->^UV^b*XjU**->Hfl)filJiHfA 

1 o©7U-;u>uu**->sstfi«f6*v5. 

[0 0 5 2] C©EJ&li, *gS©S£TU:ft:b*l-5. £ 
SiLTli. ±lBLfc [HS%1] ?ffifl§**i31SS£ 
ll«©t>©jbW6*i*„ igg©teffi*tt. <k^* ( I 40 
-2) IC»LT. 1-vlOSft, »$L<li1~4Sffl 

5o fifS-figtt, -3 0~2 0 0°C $?£L<li-10 

0#4l/>L3B, #£L<li1 0#4^L1 2B3P.3 

[0 0 5 3] EHfiS 8] -«BC ( I ) Kfcl^T&Atf 
BJSigiLTCi-e 7;l/*;bg, Cs-io 7'J-;bg$fc 50 



WC7-13 75;b+ybST ; ?-*l ; e'*X^^*lT^Tt,J:^ 

14, C©Ci-6 7;l/*/l/S> Chi 7'J-;US$fc(4C 
7-13 7^U*JUgT-*n^ftg&*nTt*T&«U\tjyU 

SfcWMc, 3:HNR«RB R"ti#SSIK 
Ci-6 7;u*;bSv C6-10 7 | J-;bS$fc^C7-i3 
75JI/+JUS* ; RUtt**®^ C1-6 7;u*;bS. 

C6-10 7 'J -JUS, C7-13 75;U*;US$7cl±it-NR 

H^v Ci-6 7;u*;uSs C6-10 7 l J-;i/«£ftttc 
7-13 75;u*;us^^-r) £5vf) r*s**i«75>a 

KLfc [HJtai] TH*flJ**V5«SiH8©fc©#P 

(f6ti%. glroffiffliii, jg»fb^*iE»LT, 1~ 
1 Oifi, ff*L<ttl~4 3a-p«*. 51614, SIS 

©<fc-54^«<!:LT(i, ±IBLfc [8£%1] Tffiffl* 
*l*-Sji<t:^©t©6^lf6*l*. C©5fST'tt> & 

LTli. ±IBL7c TfiEffl**l*Sttib»Jt 

WtWLTs 1~1 0Si> l?«L<l*1~4ai?$ 
5o 5(BSg»is -3 0~2 0 0°C 5f$L<li-10 

^1 0»4l*L3B. *f$L<tt1 0^4L*L1 2^ 

[0 0 5 4] [fiil£9] -figiC ( I ) iZ&l^TmBtf 
4 - kT^ "J 5?Xj|/T**5<b#1&tt* C© 4 - tf^ 'J 
JWCfii**-f5/Stf«a**irdb^«6*6«HS*l» 

»<tLTl±. ffilitf *iU = ;k 7-tz5 1 ;k ?PP7-tr* 
jk ->'^PP7-tr^Jk h'J^PP7-fe^k h'J7;U 



(19) 



^2000-095767 



*P7-b^k 7-feh7-tr^;k o-x h UT *l=H\,Ts.Z 
75 K£Jja£T£$f7©£HS ; XttffJAtf tert-7 

*-> / <>v 7 ;b#;b;J?xyk p-x hP^Vv'Jbftjklt'x 

Jk 2,4-v ; '?PDA;>i/jl / ^;U^-;U s K'J/b 

**S/*;l/#=/k 2,2,2- hj^ppx h*->a;b#x 
>k 2-hU^^^-> l JjUih+->*;u*'-;k i-*^b 

-1-(4-t'7i-jWl h*->ftJb*XJk 9-7;U*U~ 

s<t:*;uMp<- h^fig-rs^'T^fiaa ; seme 10 

"CVv^k p-* h*->^>i/Jk HJ ^Jb&.'fjb^lfe. 
[0 0 5 5] 0] IBLfe 9] ?8 

stifc-aa (i) icfc^TSB««4-tf^'j^-;uT* 

»3<k£tt*. ^:Ri-Li (it*. RifcitfLitttu 

icty, -«a (i) ic£^T«BtfB»4-t^'j-;; 

tt, £HM=LTfT3E£tf?S*. 20 

[0 0 5 6] [1^551 1 ] — flgSC ( I ) icfc^TiiB 
<j«B»«i:LT75yS*^-r*{k$«l*. iC : R 16 N 
CO (iC*, R 16 liC 1-6 7Jb*;b», C6-10 7'J-Jb 

ssrciic?-i3 75/i/*/i/g£jjvr) Tssns-f v-> 

7>&x*x;b<h££JSStf3c:<hlc<fcoT, £©75 
/gtfCi-e 7Jb*;bg, C&-10 7'J-/bS3:7cl±C 

7-13 75;i/*;uSTH^*tifc^u-< K*T«*<k£* 

tf»3I*tl*. E©SJ6tt, ±IBLfc 2] tie] 

[0057] [sts^i 2] -«ac (i) icfcwuB 30 

tfB»SfcLT7SyS**rr*fk£tt*, SC: R»- 
COU (SC*, R 17 liC 1-6 7;b*/bg, C 6-10 7'J- 
;USS/cttC7-i3 75;b*/bg£, Li(iffiia£l3)X8 

T. d©75/gjb' i Ci-6 7/b*Jb«. Ce-io 7'J-Jb 
S$/cliC7-i3 73/b*JbgTM&*ttfc7^b/\" : E'nb 
lT'£5ltg»i)lSJn4. E©fiJStt, ±IBL7c 
1 ] <h|H)ti(c LTft3 Z. tftT-ZZ, 
[0 0 5 8] [Slitai 3] — IKSC (I) fc*i^T«B 
#B$S<!: LTC 1-6 7/b*;b^*g$/cl*C 7-13 77 40 
/b*Jl/**S**rr*<k£**, Bfk**C£fcJ:o 
z<d c 1-6 7;b*;b^7)-S^/ci*c 7-13 75;b*jb 
^ft^tic 1-6 7;b*;b^;b7 -r xjbSi L < 
tic 1-6 7;b*vbx;b*-;bSifctiC7-i3 75;b*;b 
Xyb7-rXJbStL<liC7-i3 75/b*Jb7ok+vx;bg 

fftoft*. EC?»<k9J£LTW\ fflAtfaSfk**, 



m. mm. tsiisaifo/\py>;M-7"PiE3M^»-('5 

h\ N-*ap:a7\*»-rs k % WbXiU7'JJk ?p5 

HvTSifjbweti^o tttkaioffifflBiix jgsfk^ 

*fc»LT» 0. 5~10Si. $?£L<li0. 9~3 

Tfr3z:&tftfgLl\ C©«fc3fc;8a£LTtt, «5s. 
tf*;«a.tf**/-ik l*/-Jk n-7P/\V- 

x hybx>. *->uvs©ss«EaMk7k*a;«|jttf 

■^PP^^X ^□Pt-Jl/A, 1, 2-v^PPX^ 

vsiOApyvfcBMbacSS ; «lxtf'\*-y-v, 
x s/*p/\*itva©iSBgHk*jiEH ; vx^ 
;bx-^;k xK5kKP75v (THF) , v?**-? 
VSS©i-xJUS ; 0iJjilf7-fe hX y^bx^Jb^r h 

ymoyrt-ym ; «*tf7-b hx h yjbn©x h y;b 

^;<5"J^.lfN, N-^^;b*;bA75 K (DMF) , 
N, N-5?**;U7-teh7S K (DMA) ff©»75 K 
Si : <?J*l£fffi£x?;k fffM^bgroxxxybgifci: 

1 : 1«:^L1 : 1 0©|ij^ (SSJt) TS^LTffl^ 
Tt.*t\ SfSSSUs -3 0~2 0 0°C »*L<li 
-1 O'CJ&^Lfflt^ftSjiO^WifiT^So SJSB#F^ 
li. ffl^5»SL^L3H» »*L<tt5»6l.>L1 2« 

[0 0 5 9] EUKSI 4] HttSC ( I ) lEfc^TStB 
&WtoMt LT*»S*Wr*fk^»ttv C©*KBtf 
1) /\py>Jg?, Cs-io 7'J-;bS, ^t->, ^> 
*jm**s. tert-7h*->, 2-/h^->ih+-X 
y^iU^a^Satftlfcl ~4«©B8S»*^LT 
CTt>«fcl''Ci-6 7;b*>bS N $7cl*2) AP^'VIS 
?» Ci-6 7;b+;bS, Ci-6 7JbH+->S, C 6-io 7 'J 
-;bSS0x hnSfrsatfhfc i ~41@©M^S^^ 
LT^Tt<fct^C7-i3 73;b^bST*B^*n7c*K8 

■p**fk«»*aR«ar* c tie «t y sat-rs c ^^t- 

tuwm. ^>€v^;b*>Kv p-h;bxvx;b*>ffi 

«^©^«». xtt«*.tfaat, afkTkxa, aasif 
jtsumtmKK&ztt ; wittf ftfksiB. ra^k^ 

*X H^k*7^<!:©;b-<7x^fflL>^73;i^<t:* ,; 

l/c 3] Tfiefflsnijsjstraac'b©^ 

lf5tl%„ SESSgti, -3 0~2 0 0°C. StfSlXti 
-1 0"Ca^LfflL'»/-c»«©3J^3fiT , »S. SfS^a 
tt, SMI 0»ft^L3H. »$L<ti1 0#*t^L1 

2«Baa-pa6«. 

[0060] ±ib niaaci] ~ niasi 4] icfct^ 
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d^tT^^o *K LTft&tifcfcS* (I) Sr/cli* 



[0 06 1] &.TU 



~ 4] u 



NO 



(VII) 



[£¥18i§£l] ±IB WB££1] lc*»^TIS»tLT 
ffifflSftSft^tt (III) R 6 tf*m®?T&% 
-fts^^ia (1 1 1— i ) tt, fcSft (vii) ^S^-T^^cbic 
£»j wrens. 



M 7C 



NH 



I»S' I 



H 4 

(III- 1) 



(sw, sb. R4 % RSfcitfxiiffliBtiasii*^ st&ii] Tiibnfdb^ (i i i-i) ©7sys* 

r) fXBLTii6tis<b^ft (i i i-r ) \z mm.ytn 

SSli, ±lBLfc [HitS 3] tH«lcfr5C4tfT* £H«fcLT«;fc£ft (VI) *fitfc*-S. Ol^r [8I£% 

5o 4] £E«fcLT7S/S©«HS£IS*r5Cfcl::«fc 

[006 2] [H^HilS 2 ] $ fc» ±IB [liitS 1 ] »J Hit* n^5„ 
lc*Sl^TIS»iLT«ffl*tl*<k^« (III) 20 Mt14] 
R«tf*«H?Wf)|--p6*ft«S1i (1 1 1- 2) tt, [jgft 

B .. K 6 ' 

(in- I)— P 1 

R 6/ ^ | B 5 ' ! 



(III-l') 



Cin-i") 



f$. ^ US 



d5' I 



(HI-2) 

(af, SB, R«, RS, R6' fc£tfXliM2<bl!5]« 

5ik 7-tr^Jk ^PP7tf;k WuuTttfo, 
HJ* pp7-b*;k HJ 7 ju*P7-fe^/k 7-trh7 
-tr^/k o-- hP7ix;k7 7 -tr^b&<!:©7= KfcflM 

rs^-f y©«as ; #J*.tf' tert-7 h*->^;u#- 

;k ^>S^ki-*->»;k#-;k Mh+->"«»'M 40 

+->»JU#-ik p-- hP^>-^b**->»^?p-/k 

;u*+->*;l/#^ik 2, 2, 2- h 'J 7 p px h*v/j;kl? 
-;k 2- HJ *^k>WUlh /k 1-** 
;U-i-(4-tf7x~'j;b)x h*->»;u#~;k 9-7 jkt 
U-fr* h*->*;U*'x;k 9-7V h 'JJU* r-*v*/l/ 

<t?-jk <fvz.3?--)\,**z/i3)\,$=.iw i-7#>> 
;k MJ*Jl/&£tf$*tfSn5. 7 = /g©<rSfcJ:lj : 50 



->6> 7Pf^x-f7 ?'Jl/-7 -fV #x 
•y* -»H2->X" , 199U ^'J- 7VK 
X; -<>7x 12- a-7 (T. W. Green et al. "Pr 
otective Groups in Organic Synthesis" , John Wiley 
& Sons, Inc. NewYork) iOHZsmo^mR^tHZ 

[0063] 3 ] ±IB [Jl^SiiS 1 ] IZ 

fct^TIBftfc LTffiffltfftSl'fcStt (VI0 "5. R« 
^SSIBTW^TSSfkd* (VI I -2) I*. R«tf*j|S 
K?T?*«l"b£ft (VII-1) <hst: R"' -L2 (S 
4>, L2(iHuIB<bl5]«g^, R 4 ' liR 6 ' &I3£B£ct 
f) T«*nSfb^*t*fiJiS***Ctin«feyi!BS* 
tl^o £©fij£H\ ±IBLfc [»il>£7] <blil«llCLT 

[0 0 6 4] [E(8S!&:£4] ±13 Uii8Sii§% 1 ] lz 
fi^TKSt LTttJB3tl3fl:64fe (VII) <Do* s m 

(VII-4) 
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li, Z(D7mmtri) nnfym** Ce-io 7 'J-/U 
£. J*r-*-X *<> a Jl\t** s Ss tert-?'h*->, 2- 
* r-*->x h+-X /^yUf-^-ft^saifftfc 1 ~4 
«Dg&S£WLTl/'Tt»<i:l/>Ci-6 7yl/*Jl/g, £7c 
1*2) J\nf>m^ o-6 7/b*/bg, o-6 7;i/=i* 
->S, C6-10 T'J-l^&Rlf- hPS6^bjalS'n/c1 ~ 
4{@©M£B££LTl/>TfcJ:l/'C7-i3 7^1/^l/ST* 

««i*tifc*«s?**fb^* (vi i— 3) *K«a-r 

3C<hK<£y»iIT3c:<ttfT-#3o SHtoN&tt. 

[0 0 6 5] ±IE [JS^jI^4] ? 

»S*ifcftS* (VI I -4) li, £S©S£Tfc. 5C: 
L2- (CH2) iCOOR" (St*, L2l*MI2i:l5ime 
R' 2 7Jl/*Jl/g£, mtt1~6©HiS^ 

mWimt LTC2-7 7;ba*->Ajb#-;bSTBft*n 
fee i-6 7 7 ;u+;uSTg^*tifc7j<^s^^f ntsto 

(VI I -5) ?SiSfSCtm5. Cfflfifctt. ± 
fBLfc [113^7] £lsl8fcLTff*>*l«. 
[0066] [jg&£|£$ 6 ] ±IB 3 ] IZ 

te^rmitLTGzmznzits® (vm-d i±, it 

£tt (VII) ©3^ R 4 tf75/*©«aST*4^ 
» (VII- 1' ) ttS«HS«|«£-r*;:£l;:,t:y«ii 



N0 2 
R 5 



(VIII) 



;u=;k 7*^k ^pp7tfjk -^np7-i!f 
;k h'J^PP7-b^k VWhtuTttlW 7-fe 
J*7-t»^k o-xhP7ix;U7Hz^US<!:0!)7S K£ 
JB*-r**'T y©«aS ; 0J*tf"tert-?>*v73;l/#' 
xyk ^VS^kt+S'ajUiJ^Jk p-^ h*->^>^l/ 
=*-*->a;k--tf-Jk p-— \-W<y~/)\/tt*/t)i\/#— 
;k 2,4-i/^PP^sVv i ';b7r*->^;k*-;k 'OXt 

KU;u*+->*;u#_;k 2,2,2-hU^ppi h+va 
10 ju#-;k 2-h l J^5 : ;k> l J;Uxh*->^;k1t-;k 1- 
^fJH-(4-t:*7il 'JJb)x h*->*^k^xjk 9-7 
M,*U-;b;/ h*->7JJb*x;k 9-7>h l Jll* h*S/ 
7j;kt^k >rvxzi^-jb7|-+v7JJb#x;k 1-7? 
^ >^ikt * i/t))^-)^ i:<Dt»0i - h £fl5)$-t 

vjk hy^M/a^tfswsft*. «as<Di«£tt. ± 

[0 0 6 7] ±IB [Jgftt!tiS;£3] lefi^TMfi*** 
<fc£tt (VI I- 2) it, £TF© ■[JS«S|iiS67] KJ:t> 
20 7t£lii*ft£o 

[fi«S»567] 
[fti 5] 



N0 2 - 
R 



NO 



(¥)— X— COL 1 (X) 



(IX) 



R 4 ' 
(VII- 2) 



(it*, JIB, R 4 ' , R5. X, UfcitfLittiflei: 
[0 0 6 8] $-r\ ft£tt 



3] .hIsltilcLT, ft£! 



(VIII) #6 [JgttS(i§£ 
tB (IX) *»jSU Ol^7J\ ft 
tSEJSStiT, ft^te (VI 
% (IX) tit^H (X) <t© 



^* (IX) fcft^tt (X) 

1-2) ft£ 

SiStt. flj*.lfx- ^-fX/^-tf-, -r- v-. ■? 

*>/\°"?>X40 A°- h 1 " 1981*, va> ■X'J- 
7>K +f>X, (A. Weissbe 

rger, E. C. Taylor, "Chemistry of Heterocycl ic Co 
mpounds. 40 Part 1" , 1981, John Wiley & Sons, In 
c. New York) XtiXA. 7~;k 7'J-£6, 7h7 
'NFPX 53, 457-464, 1997* (M. R. DeLuca etal.. 
Tetrahedron, 53, 457-464, 1997) ftifKiBIEOTj j£ 

[0 0 6 9] ±fBL7c [IGBS1] ~ [HfiSl 4] £ 



<fctf 1] ~ [S8«&;£7] fcfcWKS 

£LTffl^6n£ft£^££ffMU#£iI£, COJ: 
d&ft^S5^JS<!:LTffl^Tt>cJ:<, ^<7)J;^75:iSi: L 

ti*, -ase (i) T*a*ti*ft^*©stLT«ij^L 

^■^S«M>t>4>^f6n%. ^/c, ±IBLfc [CIS 

S6i] ~ [SSSi 4] feitf rjs»ttiisi] ~ rjg 



40 »Sig^7] ^^:feu^Tl^ie^ni.ft^ 



50 



^a B aft. H^ b b b, ^P^h^"57'f-^<i:lc<fc-3TJ5lS 

[0 0 7 0] -UK (I) TS*nSft^*fiJ:lff-*i 
fr*CtJEJ:y, qfAHitt tih. ^<"7X, 77 
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K OVZ. <f7. Of. o^. n)\>tz 

[0071] zzios^t. *a^wiE»s*tiaaf* 

£(*tt*tfffl^s*u B«in!iii£i*«HBM. 

»j. w&im. mmm. mmm. nmidMtdt i.t 
msztiz. ttcam\zf&\iT. tjasML mum. m 

Bmio>tmitm£LTtt.s mzimm* am. d-t 

yxh-jk D-v/Utfh-;k f>?x aft;7>7 
X x+T-h'JX ^B B B -tr;UQ-7., teg&gtKP* 
->7p£;Hr;t/P-7., 2jjk1?*->*x>l/-t:>l/P-X?- 
HJ 1 ?^ 7 J 5fcf7dU», 7+Xh'JX ^Jl/^X £ 

ju= vb^^s/^ ur+ztfmf ens. »iiwjo»ia 

7 'J PP-f K->'J*Si*3b^ 
IfStl*. J6£SJ©»a&0iJi:LTtt. ffllittf aib^V 20 

->aSI, -te'^xX 77ki'7=iA. *x;Hz/UP 
-X. £;l/*'*X*xJkfc;bP-3.s tlfrXlri/**!]/ 
\>)\,u-7.i-VV0U. ^H-tr^p-*, ail, D-T 
vxh-;k hUv\p-7., 7+XHJX 7/U5X 
t KP*->^Pt:;U-b;bP-X. fc: KP*X7pfc?/k* 
*;H»j|/n-a. #i J if ~;i/tf p 'J K>&£tf¥if6h 

ft;k**->y-x;i/-tr;bP-;^ ajU#*->/* 
H-bila-xtiibfOl*. <7a7.t)i\,*n-7.i- \~>J0 
ju. fl;k*'*->*x;kX$-T^MJ9A, «WS*$- 30 

<r». i&wmmt KP*i>7Pk°;u-fe;up-7&£W 

tf"6*l3o 

[oo7 2] lt«. mutismm 

^SM^*. 'Jy-if/kS, 7/UP-Jk 7Pt:°b 
v-7'Jp-zk /-K'jxrUV'/'Jzi-Jk p"t;4, 

p-;k 7"Ptb>^'J^-Jk D-^>~ h-;k h 
U/\p-X. SSS&AVv^k x$/-;k HJX7 
= /*$X PbXxP-^k HJx$/-j|/75X 40 

= X ^WUHfflW-HJ^ 5^U;l/7 = /^Pe 

t ✓ X?7'J U -fe 'J >ft .fc'WWEiSti 
9J ; 0J*.tf>K'J £-;U7JUP-/k #'J b"x;Utfp 'J K 
X 7j;k-p'*s/*T;i/-tz;UP-xr HJ^A. *x;kb 
;up-z, fc: KP*x*x/U-tr;UP-3., tKP*->x 
xJkbJUP-X. fc: KP*->7Ptf;kb;UP-7.&4:<Z) 50 



«fcfc?5/Sft£tf$tfSft*. S?3Hb9J©»®ft«4: 
LTli. fiiJjUf^k^-h'J^^ ?'JHzUX D-TV 
~h-;k D-vybt:h-;k :/K9te££'tf§*tf6*i 

geK^ f xvtttga£ott«?sft£fl^jf6n 

[0 0 7 3] KH9J©»B&0«£LTtt. 
*->SmSltxX7 1 ;U^ ^pp^/-/k ^y-yjb 
7/1/3-Jk 7i^f/l/7/P-Jk xtKPffK. V 

tt. 0«*.lfEfiS6$i£. 7XP;Ufcf>Bl^5:<h*3b^fe*l 

^F>§1f (fi>J, B0IB*iSttfiffl^-;Ufe^©7 

;l/5-^^*<5f) . 3E«Sfe* (ffl. |3-»PfX * 
anyhow ^v^Gi*) «:t*tf^W t 6*i5. ^«9J 

Ux^UUxV-^'Jr?/*. 7T.A°;Ux-A. Xxt:7& 
<t"ti«Plf5*lSo 

[0 0 7 4] BWiaHjflMiJJBt LTtt» ^J^ISIS^ 
t>y*i>m (V7h7J^k 7'T^P*7-byb^ 

M. BMASNM. ^Ert>4l*9J^<!:") . AM 

[0 0 7 5] JlPgiJl*. WsSbfiE^lC. fljltflR 

JB*J («, 9Ui. Ste, 7>7">, D-7>zh-;l/§ 
a . sfliifj m. *;k^*->p £ x;u-tyup-x*;k> 

. ^^9J (ffil, a{kx>y>, 75tf7P" 
A, *;u*'*v^x;u-t?;UP-x. t: KP*->^Ptr;b 
-tzjUP-X. SfJtfxyUtfP'J KVSif) $fc«-;t;R&J 

>^'J=l-Jl/6 0 0 0&if) fet'^^llDLTEISfiEfl* 

iiffloTj^a - t s c t i y sjt? nso 

SSbMKttSil/l/^^A. t*7fV. 75fcf73"A, 
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aiX±£WBL-Tt>Ja\ 7kS147i-yHxii-5 1 <'>^ 
S8J<bLTl;J\ ffJ^lft KP*->7Pk°;l/-fe/UP-7. 
t Ka*vya^u^^u-fe;UP-7., fc Kp*->x* 
;l/-fc;bp-7, /-^l/fc: KP+^x^U-tyUP-x^i" 
(D-tivo-x^^ ; tfx;u7*r$-ji/vx^u 

7c/7-tf-K 7 = /7Jl/*;by*7?'Jb-hP 

;U5>ftf©*aa4if36i^« r 6ti*. 10 
[0 0 7 6] SE8tt7-Nl/A3-r-r>S>'S»J£LT 
tt, flittffc KP*->7PtT/M^;Hz^P-7s 7$ 
U-k t. KP*v7PkJb^ ; f;H2;UP-7 7-feT- 
- htT7->2.- K fc;btf*->**;bx^ju-fe;i/p- 
7. fFK7^;U^-bJUP-7%£©-tr;bP-7S^ 
? ; *$7?U;H?:a*'J7-L (*-f K5*v h- L 
OSS*) , P-ix7 7;U^tt] , 
'J7-LD [*-r K7*'> h L - 3 0 D 5 5 (fg n D a 

, n-l±7T)Wf) , >$7?y/l/&P#U7- 
S h S (ig 0 a a :&) . P-A77'>U7tt) 20 

it. ffJjLlfx^yU-bJbP-x^^cD-b/UP-x^B^ 
? ; 75/7;U^U^'977UU-hP^U^-RS 

K'mmXi C*-fK7¥-yhNE OSSfc) , P-A77- 
±IBL7cP-7 1 -<V'9'SgiJli. ^©2aJ-X±£iH:©I'J 

[0077] awffltt, #«ja»*»»»i (««, #«jv 

;U^-K8 0. #U**->x^lx>Si<kt;^->a6 OS 
t") . tfyx^UV^y □-;!/, ft;U**->p<^n/-fe/U 
P-7, 7;U^>^h'J7ASif) ^ ft&$J (fi!U 
s H\>iV?'<rs, 7Ptfju/\°5^v, ^>-7;b7>m- 
;u, *pq7* y-Jk 7iLJ-)\,ttZ) , 

Jk D-VjUfh-jb. 7>*9ttft£) S<t*<!:«l::*tt 40 

l*tt»tt;89J (ffik *'J-7j|Ii. zfv». h7 
^P3S/>*& £©»-;& 7Pku>7"'Ju-/Hl) 

«. c©iBL ffisicj:y;gjgaitt&j («y. vvnwt 
MJ7A, mMi-b'JVum , khitoJi 
7^75 VIP) . iRltfUN (ft ^>-7;U7;b3-;u 

[0078] -ssic ( i ) ■pa*nsfk^«*fcW:*o 



vgfitf^fflswr*. sfc. -as ( 1 ) vmt 

©ttaxataju? y%mm. mxtaK. 
=ev (attt^btvsfctttttt^utv) ttsitsao 

SttJ&StLTtt* fljLtfttfrwl/tVttStt* (ffik ffi 

•J. a<*Wlciifi!Siill5giJ, ^HHJBBBWJStLTt. 

SMPtt5E»Ji:LTflMf4Cd:tf?*«. **HBOttlfi 
*J«*;bt Vttttl*^* VjSfitSJli, *©(**»fl!>'J /\* 

[0 0 7 9] *«W©tt«*ija*^ : EVttta*yb* Vft 

SWJ©ft4*tt, 3m«©HS ; JS4»&©*fiS. tt»J» 

fey, -usee (i) T«*ti5<b^**fctt*©si¥tt 

(cfiFgirn^^i!: LTv ii^lKj 0 . 1 ~HQ 3 0 0 0 m 
g> L<t*^0. 1 0 0 Omg. ^eicSf^ 
L<liO. 1 ~»1 0 OmgTS'J, CODMigia 

fflr*a^©«4«tt. ussjiitti kgftasfcy. - 
«ac ( i ) ra*ns{b^a$/-;:i*^©a^^ic^§T!r 

tlZ&tLT. I^0.0 1~|fl2 0 0mg > jf$L 
< (4»«] 0.05 1 OOmgT-fcy, ^©M^S^— 

a 1 ~3 is»c»itTis4-ri. c £ # a* li\ 
[0080] *»w©ttawa*iut 

tnJiJttx 7tP< KtttL<tt*XTP-f h'tt©Ji77 

&mim*fr*ywiiii*iv : Eyfttn.mit.. s«y 

-iit4©l(a*x7h77 L PViig©±^ (7U-7-31 

a) *«u&jf*ft»i=fflt^c<!:tfT*s. * 
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l*. -f*X77= KUfosf amide), UTF> 7K'J7? 
-C V(Adr iamycin)^ /> \'7 - P' : ?'f i/> (Peplomycine v 
X 75 V (C i sp I at i n) ft ^(TMk^JS&iW £ ttMPJB* 

U\ 3:7c. lUgfcttLTtt. ->^07*X77i K(Cyc 
lophospanide), 5-FU, U F T, * F- r- (Me 
thotrexatek 7 K'J 77'(->y (Adriamycin), ^ h 
7l'-»C(Mitonycin C). 7-f h+t^V h □ XMitoxan 
t rone) ft £flMk5a*»9J t ttKM»*V I/* Vttffi *M 

[0081] vkmmMfri^ym&fri^yftmiis* 

LTt«fcl\ «ffflSI»J©J9:4«tt. HfiLtJBi/'SnTi.* 

ttfcfc* iS4*tiU i£4Jb- K *m 
ftfttfb h —MSG (I) ?8Sft3<k£» 

mm* o . oi~io ofisgpfflcnif 

[0082] 

umm utiz. mm\. m^mss^nmmm^mf 



ft l^ttH"PSfk*-«*T t> «fc l\ WTO**«lte fel^T. 

**MMR (IR) X^? hJUU»*FTIR-B200PC$fcttB 
*»3KIR-810*Jl^TSI£Lfc. ftflftlftia (NHR) X 
^HWi, iH-NMR(i/^y7>v ; x = --200 (Varian 
Gemini-200) (200MHz) T*3PJ£U Th7yf*">7 
>*rtSB«¥i:U 6fl (ppm) ?a*L7c. 1 H-NMR<D<b 
10 ¥5/7 Hi. ^-ya^lc^p r-vgu i»iR/^-X £ 

s : K d : jfjls-y K t : h'JTV* 

k q : ^Jl/yy k d d : k d 

t : ^Uh'J^L/y k m : ^l/fTV-y h, br : 
7n- K 

Sltt»ff(C*if»T, S7^P7h^77-f-li, 5"J 
»W [*M/?7>l/h9385 (Merk Art 9385) . £fclt 
tlWTllb 7734 (Merk Art 7734) / (*;l/*ttgk 
20 *D) Sffi^fc. ftfc, eiT0%fcM$KLfcl^HyM 

[0 0 8 3] mmw 

5- (4- - h □ ^ y 9 -T I U7 = / ) -2- [4- (4- ~ h □ ^ > V 
Hbl 6] 



o 



»-0~-Q3~0-i-!-0-». 



HCl 



H 

1a) 5-~ hn-2-(4-~ hnxx_ju)^:>X-r = >5fy 

4-~ h Q-1. 2-7iZl/>->7 5 > (3. 1g) t b 'J I^U 
75V(3.1ml)©7 : h5b FPX5XTHF) (100ral)igiS 
/\tg{b4-~ hP^>y-<;K3.7g)5j5P^ §£T*12BSRg 

fDfe (4. 2g) £ <t It * -> U > (1 50n I ) ifc - B AD Jftaft 

Tkwar? ? -> -7 i» Lfto * o * * y a 
^ua^A^pv (•^77-f-icwu smjssacsa 

iSSLT}#6^ll«:^'rV7°Pt:;H-7 1 ;U-'\+tr> 
T;5t)l>LT, H!B{k^tt*SifeS#(4.7g. iR$82%)i: 

iH-NMR(DMS0-d6)6 : 7. 85 (1H, d, J=9. 1Hz), 8.19(1H.d 
d,J=9.1 and 2.0Hz), 8.48(4H,s-l ike), 8.57(1H,d,J= 
2.0Hz). 

1b) s-7 = y -2- (4-7 = j 7 x - j u) ^ > x-r ~ 22= 
Ik 



##ffJ1a) T^fdb^(4. 7g)©N, N-5>*^|/*;M»7 
= K(DMF) (150nl)>§>S'\1094/\°5v ; '7A^(50«§7K; 
0. 94g)^J)DA, 7X^#HmT^aT : -15^K/)^f tfTco 

SLL IIIB1b^^^^^fe^ B B B (3. 1g, i)X$84«) <!: LT 

iH-NMR(DMS0-d6) 6 : 4. 79(2H, brs), 5.46(2H,s), 6.45 
(1H,dd, J=2.0 and 8.5Hz), 6. 60-6. 65 (3H, m) , 7.16(1H, 
40 d,J=8.5Hz), 7.73(2H,d,J=8.6Hz). 

1c) 5-(4-r. r-P^>'7-<;l/7 = /)-2-r4-(4-Z hRA: 

y9^MT = yyx-)\,]^yx^~^J-ii,m,mm 
#*«lib)-p»/tfk^»(i. ig)<b h 'J ifil/7i>d. 7m 
0ODMF (20ml)?gjS / V^'[b4-- h P^C>v ; ;K2. 0g)^3ik 
^T'>«^'OJlP7l7h 0 5tSS^»^SST'22BSFa6^$ 

i)*>*y-iK50mi)(ciniji. 3o»HUnj»aai[Lfc. s 

50 L7co ffi^EE^^DMF-Tk-^^y-Jbcty^ 
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ISfiLT. HgBfc^ttfcllfetrttJKl^g. iR^43K)<h 
mp>300°C 

7E^#ttHI C27Hi8N606-HCI-0.2H20<tLT 
tmm (%) :C, 57.65; H, 3.48; N, 14.94 

mmm (%) :c, 57. 60; h, 3.50; n, 14.86 

1 H-NMR (DMS0-d6 ) 6 : 7. 47-7. 66 (2H. m) , 7. 99 (2H. d. J=8. 
8Hz), 8.16-8.26(7H,n).8.40(2H,d.J=8.8Hz). 8.41(2H. 
d.J=8.8Hz), 10.58(0.4H,s), 10. 64(0. 6H, s), 10.80(1 
H,s). 10 

[0 0 8 4] #%#J2 
5- {4-7 = /^y^'^M7^/-2- \Ar (4-T 7 ^ / "J 

##fl|1c) TUfdtd* (1. Og) <ON. N->V ^U^Ui^T 7 
= K(DMF)(2Onl)>§>g'\1O5lA°5v ; '5i*0E^(5O«^7j<; 0. 
1g)*ttla.» *JRf^STS3?4.5BSIHtr-*Stffc, flfe 

»»u »2 0%>^y-iUffie» (4mi) £jin* 

<5r1Ni§SS-DMF<fc 'JpySnHB LT\ 8fBfc£tt«$ffi&££ 20 
(0.66g. lR^645l)<tLTtifco 
Ttm^fm Q7H22N602-3HCI-H20<tLT 
f+Sfil (%) :C. 54.97; H, 4.61; N, 14.25 
H;1HI (%) :C. 54.82; H, 4.67; N, 14.59 
iH-NMR(DMSO-de) 6 : 6.97(2H. d, J =8. 6Hz), 7. 05 (2H. d. J 
=8.6Hz), 7.80(1H,d, J=8.8Hz), 7. 90-7. 98 (5H, m). 8.15 
(2H,d,J=8.9Hz), 8.37(2H.d.J=8.9Hz). 8. 52 (1H. d, J=1. 
6Hz). 10.47(1H,s), 10.54(1H,s). 

[0 0 8 5] #%<5IJ3 
2-r2-^>v'Jb-5-(4-- h a^MMT-S^yX* 30 
= >?'7-Jl/-WJblltBgtert-7^;b 
3a) 2-^ V V71/-5-- h n-^yX-f ~ 
4-" hP-1,2-7i-U>v7' = >(3.1g)<!: HJl^Jb 
7=.y (4. 8m I ) OiWmx =f- 1 K1 00m I ) <!: THF (40m I ) -EB-jg 
jg'\7j<^T^(b7i-;U7 7 ^f 1 yK4. 3g)£;8TU 

9*Lfc. »S****/-;uaanl)U:»»U »S8S 
(3ml)J]n^T^ 6BSP^JPSlS3itLrc. Jxl&^MESSa 

fc'JttfcLT, tfflHy;UTttajLfc. tttiJjS^^* 40 
mi- h <) 1L.*mfeT : M$L. i*W7y*->9i»T 

y-ju«fc y s£b b b Li, siB^^^ffifea« B B a (3. s g . 

iR$74«)t LT?ifc. 

1 H-NMR (CDC 1 3) 6 : 4.33(2H,s). 7. 28-7. 38 (5H, m). 7.54 
(1H.br), 8.17(1H,dd,J=2.1 and 8.7Hz), 8.47(1H,br), 
9. 74(1H,br,NH). 

3b) 2-(2-a:vvjU-5-- hP^VTr-f = -5f9'-jU-1->r 

iv)mmen-y^i^ ts^zi 2-(2-^<y'Ji\^6--ba^y so 



X^ = ^V>'-Jl/-Wyl/)^tert-^Jl/ 

##<PJ3a) Tl#fdb£tl (2. Og) CDDMF (1 5m I ) jgjR'saofcT 

xmitt h u -5^(6o«>BJtt. o.35g)«unjn5»Ba^** 

if/cOL ^PtBtttert-^KL-anO^arFLft. 5 
J&8£0TT*2l5^fr3-£tP7cSt tJc^Jid^T. tftUtt 

IIHLfc. BHx^U-'N+^V.fcyBISflLT, SIB 
ft^tt© 3 54 2 gtt{*££ft&il&grttA (1. 8g. HX^6 
2«)i:LTt#fc„ 

'H-NMR(CDCl3) 5 : 1.35(3. 6H,s), 1.39(5.4H,s), 4.35 
(2H,s). 4.64(0.8H,s), 4. 67(1. 2H, s), 7.22-7.39(5.5 
H,m), 7.82(0.6H,dd, J=0.8 and 8.6Hz), 8.18-8.25(1.5 
H,m), 8. 69(0. 4H, d, J=2. 0Hz) . 

[0 0 8 6] 3c) 2-(s-7~y-2-^y~Ji^yx-f~^ 
y-jU-1-fJU)^tert-^Jl/ fej:U : 2-(6-7 7 ~y-2- 
<yVl\,'<yX'(Z?^-i\'-i-'(l\>m®ten-7?i\, 
&%mdb)?fflcit£to (3»2JHt(*jg#*) (1.8g) 
CD* 2 / -;K60m I ) iSSK'MOK/ W hmm (50^* ; 

0. 2g)^J)D^.. **»H«T£S-P3l3rafr** tffc. 

^^A^PTh^^-f-lc^ym^L/i:. B-B»* 

ins u -r v zfu Zibx-Tio- -ilk y n t£A 

LT. 2-(6-7c /-^V-yWOX-f 5 $T!/-Jb-1- 
Y;l/)«Ktert-:7^l/*iSfeirttS{0. 67g. 1R$39«) <!: 

1 H-NMR (CDC 1 3) 6 :l.36(9H,s), 4.25(2H,s), 4.45(2H, 
s), 6.46(1H.d,J=1.9Hz),6.66(1H,dd,J=1.9 and 8.5H 
z), 7.21-7.30(5H,m), 7. 54 (1H, d, J=8. 5Hz) 

y fitSA LTx 2-(5-7 = /-2-^.y'Ji^y 

x* ~?^->\,-^ )\,mM\.zn-y^>\,*f&mm& 

(0.80g, iR^47K)<!:LTf#fc. 

1 H-NMR (CDC 1 3) 6 : 1. 36 (9H, s. «Bu), 4.26(2H,s). 4.50 

(2H,s), 6.68(1H.dd,J=8.5 and 2.1Hz), 6.98(1H,d,J= 

8.5Hz), 7.08(1H,d, J=2.1Hz), 7. 21-7. 29 (5H, m). 

3d) 2-r2-^>>> , ;l/-5-(4-X hPA|>Vi'Vjb)7 7 ~/^> 

X-f = ?'7-Jl/-W;H 

ftBtert-^JU 

##0lj3c) Tlifc2-(5-7 7 = /-2-^ V-^I/^VX'T 5 # 
V-Jl/-WJl/)f«tert-:7*/l/(0. 34g) <t r- 'J x^UT 7 
= >(0. 17ml)COTHF(20ml)J§jg'\7X^T^k4-X hP^ 
VV?-OI/(0.20g)£l)D;Lx 0°CT1B§^^*Siffc o EJ£ 
sS'Vikeinjl, t/r*!R!l^5IXL, ^Ji^ ffttt 

X^U «t y S3@b b b LT, SIBfb^^^fetfttBB (0. 42 
g. >S.mS6H)tLXmt^ 
mp 209-210 °C 

7G*»*H! C27H26N405<!:LT 

l+^M (%) :C. 66.66; H, 5.39; N, 11.52 
HUfil (%) :C. 66.65; H, 5.35; N, 11.57 
1 H-NMR (CDC 1 3) 5 : 1. 36(9H. s), 4.31(2H,s), 4.59(2H, 
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s), 7.19-7.33(5H,n). 7. 67(1H, d, J=8. 4Hz), 7.90OH. 
s), 8.05-8.11(3H,m), 8. 34 (2H, d, J=8. 8Hz). 

[0 0 8 7] ##0J4 
2- \2- ^ > V 1 U-6- (4-_ h □ ^ y y < ) b) T 5 J < > X 4 

V*— ;I/-W MWfMtert- J? lb (0.14q) t\~'J H+H/T 
= >(0. 17ml)OTHF(20ml)>§>S'\7k^T^b4-- VuK 
>V>-<;K0.20g)^}]D^ 0°CT-mfflfr$$iffco S)S 
^Tk^n*. «rtb.W&3IXU TkiftU fffit 
i^bj: l JMig B B B LT. ^IH^^5a^Hfe^ B a B (0.41 
g, 1R^84W t LZntc, 
mp 206-208 °C (#8?) 
T^ttf/Hl C27 H26 N4 Os • 0. 2H2 0 1 L T 
tiMm (%) :C, 66.17; H, 5.43; N, 11.43 

mmm (%) :c. 66.26; h. 5.30; n, 11.15 

'H-NMR (CDC 1 3) 6 :1.40(9H,s), 4.29(2H,s), 4. 61 (2H, 
s). 7.07(1H.dd, J=8.5 and 2.0Hz), 7.21-7.35(5H,m). 
7.71(1H.d.J=8.5Hz), 8.03-8. 14 (4H.m). 8.35(2H.d,J= 
8.8Hz). 

[0088] ^mms 

2- T5- (4-7 = y ^ y HA T = y -2- a: > -Ji b^yX^ 
= ?y-;b-i-</bMtert-7'>;b 
#%0J3d) T'?f fdfc^Us (0. 37g) ©y $ y -/b (20m I) — TH 
F(30ml))§jS'\10«y\°7v ; O^S(50«^7j<; 0. 1g)£JjD 

J kfc »J ffl£A LT, BIB<b£tt«ft&tt*ttil (0. 27g, 

iR^77%)<tLTi#7co 

mp 196-197 °C (ttfl?) 

7E*#Srfil C27H28N403-0.1H20i:LT 

ftWl (%) :C, 70.75; H. 6.20; N, 12.22 
SIHI (%) :C, 70.50; H, 5.93; N, 12.12 
1 H-NMR (DMS0-d6 ) 6 : 1 . 31 (9H, s) , 4.25(2H,s). 5.04(2 
H,s). 5. 78 (2H.br). 6. 61 (2H, d, J =8. 7Hz), 7.22-7.38(6 
H.m), 7.54(1H,dd,J=1.9 and 8.7Hz). 7. 74(2H. d. J=8. 7 
Hz), 8.02(1H,d,J=1.9Hz), 9.76(1H,s). 
[0 0 8 9] #%#J6 

2- r6- (4- 7 = y ^ > yy i b) 7 = y -2- ^ > y j b^ y xv 

= ffy-Jb-WJbll*lftert-7'^b 
#%#J 4 fd fc£ft (0. 35g) 0 y ^ y - ; K20m I ) - THF 
(30ml)5§>g'\10«/\°5->'5A^(50^7j<; 0. 1g)£J]D 
TK^IIHMT^S^I^P^*^^^ 

>b«t »J m&ik LT. Mie<b£&£$ffet&*tt B B B (0. 27g. 

iR$82«) «»: LT5#/c„ 

mp 198-200 °C (#8?) 

7X^#t/r{I C27 H28 N4 03 • 0. 5H2 0 1 L T 

f+^I (%) :C. 69.66; H, 6.28; N, 12.03 

111 (%) :C. 69.68; H, 6.09; N. 12.18 



'H-NMR(DMS0-d6)6 :1.33(9H,s), 4.25(2H.s), 4.99(2 
H,s). 5.88(2H,br), 6. 60 (2H, d, J=8. 4Hz). 7.19-7.35(6 
H,m). 7.43(1H,dd, J=1.6 and 8.5Hz), 7. 52(2H, d, J=8. 5 
Hz). 7.73(2H.d,J=8.4Hz), 7. 99 (1H. d, J=1. 6Hz), 9.81 
(1H,s). 

[0 0 9 0] ###J7 

2- r 5- (4- t = y * y -f 1 b) t = y -2-^ > vj b ^ y x-< 

5 T-mtcit^iO. 20g)O h U 7Jl>:tQffIK3ml) 

MZJL-J-i^'mX. #TtM$D£3ffiU #i£H-THFcfc 
USISSLT. MfElb^^M&itttJiai.lSg, HX^62 

mp 282-284 T (#8?) 
5imamm C23H2oN403-1.8HCI<!:LT 
It^fl (%) : C. 59.27; H, 4.71; N, 12.02 
£3HI (%) :C, 59.29; H, 4.60; N, 12.09 
1 H-NMR(0MS0-d6)6 : 4.67(2H,s), 5.49(2H,s), 6.84(2 
H,d.J=8.4Hz), 7.33-7.47(5H,m), 7. 83-7. 94 (4H, m) , 8. 
20 47(1H,s), 10.35(1H.s). 
[009 1] #%#J8 
2-f6-(4-7~yA:>v7^;b)7 7 ~y-2-^>v^A:vX^ 

^•y-ji/-i-<;bis »t£ 

%3Zm 6 Tlifdb^MO. 20g)<7) h 'J 7;b*QifgK3ml) 
SiS^^;ST-1^P^20^6^$ fc^. iSEISS Lfc. 

FcfcUPUSULT, jHBft«««ll6tt«JI(0.13g. iR 
*54K)i:LT?ffc, 
mp 231-234 °C (#») 
30 7t^»«HI C23H2oN403-2HCI-0.5H20<!:LT 
ItSfl (%) :C, 57.27; H, 4.81; N, 11.62 
H-MI (%) :C, 57.48; H, 4.65; N, 11.58 
1 H-NMR 6 (200MHz, DMSO-ds) : 4. 70(2H, s), 5.48(2H, 
s), 7.00(2H,d, J=8.6Hz),7.32-7.48(5H,n), 7.79(1H,d, 
J=9.0Hz), 7.88-7.95(3H,m), 8.41 (1H, d, J=1. 2Hz), 10. 
46(1H,s). 
[0 0 9 2] ##«iJ9 

4-(5-^vy-rjb7 7 = y^>7:-<~^y-jb-2-Yjb)g 

40 9a) 4-(5-_ h n^>X^ = #9-l{,-2~( l{,)®$MM 
**>\> 

7-1*7$ -frWE y y ^1/ (3. 96g) «hDMF (35S) ©THF (80m 
0?§jS'NiiK^T^b*++r l J;K2.2ml)^J)n^ g-ST* 
2.5HHfr*Slffc. £&$«3E3fSU 5S«^THF 
(10ml)lCigfrL/co ^0THFjgjS^4-- hP-1,2-7H 
UVv'T £ > (3. 06g) k.V [ ) x^/l/Z 5 / (3. 5ml)C0THF 
(50rol) -IfSpi^b (100m I ) »3Bj8'\*£T»T Lfe S 

(eTjc^SD^ «fa»*5UU KMILfe. h/Hy(150 
50 iDlccwffl^jffifttp- h;H>^ib*VK-*Wft (5. 
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jDLTn P^i^;U-x^y-;bTttaiL/co 
tSflJ^7KT;5t;#L. SSTkffig?:*- h 'J ; ?- 
O * CD $ £ -> 'J t> f) b A ^ U 0 □ ^? h 7 -f - 

U x-xJUTft;* LT^b^fc^fe^JI (4. 6g, 
iR$75«) <!: LTiiTi, 

iH-NMR(DMSO-de) : 3. 91 (3H. s) . 7. 79(1H, d. J=8. 8H2), 

8. 13-8. 17(3H. m). 8. 34(2H, d. J=8. 4Hz). 8. 50(1H.s). 10 

9b) 4-(5-7 7 = y s<yXS = 3 V-)i,-2-^){s)&gMM 

##19a) TUfdb^tol (4. Og) CD 7 $ / — il/(50ml)-THF 
(50m I ) jg&'M OH/ \°5 ~y'0 l±mm (50«#?J< ; 0. 8g) £J3Q 

?$» Lfc. isi«*si«if<ir^ $ y — ;Ucfe y n 

£aaa LT« filB<bdtt«^&ISA(3.2g. IRSP9U0 4: 
LTi#7c„ 20 
1 H-NMR (DMS0-d6) : 3.88(3H,s). 5.06(2H,brs), 6.55(1 
H.dd.J=2.1 and 8. 7Hz),6. 65 (1H. d, J=2. 1Hz). 7.34(1H. 
d,J=8.7Hz), 8.06(2H,d.J=8.7Hz), 8. 19 (2H, d. J=8. 7H 
z), 12.45(1H.s). 

9c) 4-(5-A;>^Vjt/7 7 =y^>XV = ^^-Jl/-2-^ 

•%0S9b) T»ft<b** (0. 80g) t h U X^UF 5 > (0. 5 
0m I ) CDTHF (50m I ) JS^tK^T^ b^ > V -f J K0. 38m I ) 
*«TLfc. fil£S£tt*£3?16B3Hfr**tffca, 
»E»8lfe. BB»lc**l]njUJrlHfc*31XL» X- 30 
x/UT*;^ Lfco ffl£fi»£7 * /-jl/-fMl^l/ «fc 
Mff^aLT, Hiafc£153£&fe§tt*ll(0.86g. iR$80 

mp 278-280T 

7C*#*Tfil C22 H17 N3O3 -HCI <!: LT 
ftgffi (%) :C, 64.79; H, 4.45; N, 10.30 
USUI (%) :C, 64.67; H, 4.43; N, 10.19 
iH-NMR(DMSO-de) 6 : 3.93(3H,s). 7. 52-7. 68(3H, m). 7. 
81(1H,d,J=8.9Hz). 7.88(1H,d. J=8.9 and 1.6Hz). 8.03 
(2H,dd, J=7.8 and 1.6Hz), 8. 25(2H, d, J=8. 6Hz). 8. 43(2 40 
H,d,J=8.6Hz), 8.50(1H,d, J=1.6Hz), 10.61(1H,s). 
[0 0 9 3] #%0J1 0 

#*ffl9c)-pf§fdfc£tt(0.74g)£1N*»b?- h 'JOk* 

&LT^lB4b£*!5(0.63g. iBt$84X)£fi7c. 7-S»/-;U 

6111641 LT, «{fetf«a*»fc. 
mp>300°C 50 



7E^tt«T<I C2lHl5N303-H20tLT 

ItSfit (%) :C, 67.19; H, 4.56; N, 11.19 

HiJfl (%) :C, 67.33; H. 4.72; N, 11.12 

' H-NMR (DMS0-d6 ) 6 : 7. 50-7. 68(5H,n), 8.00(2H,ddJ= 

1.9 and 7.7Hz). 8. 10(2H. d, J=8.4Hz). 8. 18-8. 34(3H, 
m). 10.27-10. 35(1H.m). 

[0 0 9 4] #%#J1 1 
4-rs-(4-7 7 = 7 ^yv^M 7 = SISX* = >gV-Jb- 

11a) 4-rS-(4-Xh-a^V-7^jU)7 7 = /^>XY = ^' 

^-;U-2-^Ul-g JMjg ^;U 

##0>J9b) -Pfifcft^tt (0. 50g) t h 'J X^;U7 5 V (0. 3 

1 g) CDTHF (30m I ) 5g58E'\7jc>&Ti&(b4-x h P /< y v?-T )\, 

(0.38g)£fiQ;L gS?2BSHfr$$tffc. EiESfc** 

S^'TV^'atrjUX-xJUT'jTtJ*^ THF-7-S*/- 
;b-ffl£x^Uzy 6S£a B a LT, BiBfbSttSftfeiH* 
a B a(0.71g,JB^9090,»:LTf#7c,, 1 H-NMR (DMSO-de) 5 : 3. 
91(3H.s), 7.51-7.72(2H,m), 8. 10-8.42(9H,m), 10.60- 
10.67OH. m). 

11b) 4-f5-(4-7~yA:>^^j| / )7 T ~y^vx>rs^ 
v-;l/-2-vn^ #^y»;l/ 

#^J1 1 a) T-mtcVcSIM (0. 50g) CD7 £ / -;K50m l)-TH 
F(50ml)5§jS'M0«/\°5v i ''5AKK(50«#7K; 0. 1g)£in 

L. 55S*SIESISa. aS»*/^*/-<l/-lffiif 
;l/*ym6fBLT» HIB^^Hfe^a B a(0.35g, iR* 
70»)<bLT^fc„ 
mp 159-161°C 

7t^#«rfil C22 His N403 -MeOH-0. 1H20«Jr LT 
l+Kffl (%) :C, 65.73; H, 5.32; N, 13.33 
MMM (%) :C, 65.65; H, 5.31; N, 13.40 
' H-NMR (DMS0-d6) 6 : 3.90 (3H,s), 5.73(2H,brs), 6.62 
(2H,d.J=8.6Hz). 7.52-7.58(2H,m). 7. 76 (2H, d. J =8. 6H 
z). 8. 12(2H,d,J=8.3Hz), 8.22(1H.m), 8. 30(2H, d, J=8. 
3Hz), 9.84(1H,brs). 
[0 0 9 5] #%«IJ1 2 

2-u-7~yyji-^)-5-^yv'-nvT~.y^yX^~ 

##<?J1b) Vmtcit^ (0. 47g) <t h 'J X^UT 7 5 V (0. 3 
1m I ) CODMF ( 1 5m I ) Jg JS'NjiKJftT^b^ > 7 < ; K0. 23g) 
SSTLx 0"CT1^A^$tf7c„ 5«3ate**llDil, fP 

i"7^T'Sa£Lf« ss«*aETKS*u as»e-> 

5ffiL, 7^y-;U^6H^a B aLT, HlBft^**«lfe 
Sl-ttH (0. 30g, iR$38«) <!: LT*#fc. 
7cS»*fr<l C2oHi6N40-2HCI<!:LT 
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ItWI (%) :C, 59.86; H, 4.52; N, 13.96 
HlKl (%) :C, 59.66; H, 4.57; N, 13.98 
iH-NMR (200MHz, DMSO-de) 6 : 6. 80 (2H, d. J=8. 8Hz). 7.5 
2-7.63(3H.m), 7.70(1H,d, J=8.9Hz), 7. 85(1H, dd. J=1. 7 

and 8.9Hz). 8.00-8.08(4H,n), 8.42(1H.d, J=1.7Hz). 
10. 62(1H, s). 

[0 0 9 6] #%#J1 3 
5-^> V >T 1 1/7 = 7 -2- f4- (4- ~ h □ ^> V Y /I/) 7 ~ / 
yiL->M'<>X-<~#9->[, 

&H9i 1 2 TWc<k£» (0. 20g) t h 'J x^/U7 = > (0. 10 
25m I ) 0DMF (3m I ) SiS^jOpT*^- - hD'Oy^lb 
(93mg)£SrFU 0"C73iSH#**tffc. filSaiC** 

SISflLT* HIBfcSft*efeiittfl(0.15g. iR^63S) 

t Lzmtc. 

mp>300°C 

7C^##HI C27Hi9Ns04-0.2H20<i:LT 
ftgffi (%) :C, 67.41: H, 4.06; N. 14.56 
HSOfil (%) :C. 67.36; H, 3.99; N, 14.39 
i H-NMR (DMS0-d6 ) 6 : 7. 44-7. 66 (5H, m) , 7. 74-8. 05 (4H, 20 
m), 8. 12-8.28(5H,m). 8. 41 (2H, d. J=8. 8Hz). 10.24-10. 
30(1H,br). 10.78(1H,s). 
[0 0 9 7] ###J1 4 

2- [4= (4-7 = y ^ v y^ni/) 7 = y ? i - jH-5-^> 2 

##0»J 1 3 T-mtcit^MO. 14g)<7)/- £y-jKl0ml)-TH 
F (10ml) >§;$'\10K/ \°5 v''? AroSI (509<^7.k; 30mg) £J]D 
7k^PHmTg^T-17^^7b^$€/c: 0 MiS^SS 

VUcfe l J PISaBH LT\ MlEfk^^^Sfe^ B H B (96mg. iR 30 

mp>300°C 

TxS^tJTffl Cz7 H21 Ns O2 -0. 5H20<h LT 
fWffi (%) :C. 71.04; H, 4.86; N, 15.34 
USUI (%) :C, 70.74; H, 4.91; N, 15.19 
iH-NMR(DMS0-d6)6 : 6. 63(2H, d, J=7. 8Hz), 7.55-7.58(5 
H,m), 7.77(2H,d,J=7.8Hz), 7. 94-8. 02 (4H, m) . 8.12(2 
H,d,J=8.0Hz), 8.20(1H,s), 10.00(1H,s), 10.30(1H. 
s). 

[0 0 9 8] ##0J1 5 40 
2-(4-y h^->^x_j|/)-5-r3-^ F»->-4-(4-tf')->' 

M * i-^i/Kyy <J\\A 7 ~y<yXJ ~ 
15a) 4-b Ka*->-3-* h*->-$mgi£x^l/ 
4-t Kn*->-3-/ h*->SmSIS(6.7g)©I^7-ib 
(150ml)J§jglC;I^(1ml)^})n^ 18^SPfgiiiJi5L 

T^tHL/co tttil>S^7j<5m &7j<^SR AT- 
S/US L/c, mmtfUZLT. HIBfk^^^fel««!!) 
(7.57g, iR^96«) i: LTilfc. 

iH-NMR(CDCIb) 6 : 1.38(3H,t,J=7.2Hz), 3.95(3H,s). 50 



4.35(2H,q,J=7.2Hz). 6.02(1H,s), 6. 94(1H, d. J=8. 3H 
z), 7.56(1H.d,J=2.0Hz). 7.65(1H,dd,J=2.0 and 8.3H 
z). 

15b) 3-* h*v-4-(4-fc°'Jv>-;U)* h^vSIJIfl 
xik 

#%0Jl5a)?1#/-dfc£^(1.Og). 4-t°n UJl^P 'J Ktt 
tt£ (0. 84g) fc J: 1 ) V A ( 1 . 4g) £ 7 -fe h - h 'J 

* □ u pmmrn (o. 42g) «iian u * e ^B^Qifci 

£g£LT, ^IB<k^^-;^fe-a^(0.97g, iRlp66 

1 H-NMR (CDC 1 3) 6 : 1. 38(3H. t, J=7. 1Hz), 3.97(3H,s), 
4.36(2H,q,J=7.1Hz), 5.23(2H,s), 6. 83(1H, dd, J=7. 5 a 
nd0.9Hz), 7.31-7.38(2H,m), 7.60-7.65(2H,m),8.62(2 
H,dd,J=1.6 and 6.0Hz). 

isc) 3-^ h^->-4-(4-e';v>^ n-ism gmm 

##<?J1 5a) ?iifdt£$&) (1 . 8g) <7>y $ J -Jb(20m I ) ^ 
(C2N7kl^k^ h 'J 01±(Sm\)%m?L. ^;ST24BSF^6^ 
S-tffco £fS>££ME;I$§U 1Ni£l$(10ml)£in;iT$/r 
JU*£;E>S2U *<tx-xJl/-?>5t;$L-T. SlfSte^* 
ftfe^^B^ (1 . 2g. 1R^77«) t LT^7c„ 
iH-NMR(DMS0-d6)6 :3.86(3H,s), 5.26(2H,s), 7.09(1 
H,d,J=8.4Hz), 7.44(2H,d,J=5.8Hz), 7. 50-7. 57 (2H, m) , 
8.60(2H,d, J=5.8Hz). 

15d) 2-(4-* K^->7x~Jb)-5-r3-y h*->-4-(4-lf 

'J vOi/) /- K^->a:> 7 - y ^vXY ; ? y-;i/ 

7;Ud>HHmT. ##ffJl5d)Tl#/'db^(409mg) £5 

-7~/-2-(4-y h*->7i-;u)^>Xi- = ^"y-;K3 

59mg)(DDMF(30ml)^lCgST->7/ 'J > B tv f X9 1 ;K2 
45mg)(DDMF(1nl)>§^J)D^/c„ 15»miC h >) JLTlbT 
S V (190mg) ^ tL. SST* b (C62B$^^* Z &tc 0 

T/l/frbB^ B 8 a LTHIB<b^^»fe^B B B (493nig. IK* 
rap 138-140T 

7U^»t/f C28 H24 N4 04 • 0. 5H2 0 1 L T 

I+»fI (%) :C, 68.70; H, 5.15; N, 11.45 

niJfl (%) :C, 68.53; H, 5.16; N. 11.26 

1 H-NMR (0MS0-d6 ) 6 : 3. 85 (3H, s) . 3. 92 (3H. s) . 5. 29 (2 

H.s). 7.08-7. 16(3H,m),7.44-7.61(6H,m). 8. 10(2H. d, J 

=8.8Hz). 8.13(1H,brs), 8. 59-8. 62(2H, m), 10.10(1H, 

s). 

IRflCBiOcnr 1 : 3576, 3258, 3077, 2838, 1644, 1613, 1 
601, 1584, 1535, 1514,1493, 1451, 1422, 1372, 132 
3, 1281, 1250, 1227, 1179, 1150, 1028. 
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[0 0 9 9] ##0"J1 6 
5-r4-(2-N,N-v'^^b7 = yx h*-»-3-y h^->^<> 
7^1/75 yi-2-(4-* h^->^x -jU)^>X>T = ^ 

16a) 4-(2-N.N-v^Jl/7 = yx h*-»-3-;>< h*-> 

N, N--7/ ^ JUT 7 S y I * y - JKO. 87g) CDTHF (30m I ) Sg58 
'Nzk/ST h 'J 7^JU7 tX7f > (3. 7ml). 1, 1' -(79 
VtlfrX-M *J\£* 'J : Jy (3. 8gk 8l^T*#flyi5a) 
T*?ift{k^a(1.6g)*l]Dilfc. EJSjSfcSSlcfc^U 10 
64BSB8fr*3:tffc. fiiaiW^SL, 3&£ME;Hft 
U BS»* *> 'J » ? J US 5 A * □ 7 I- ?5 7 f - 
IILT* a8B<k^*S«lfeatt*(2.1g. iR^95H)<»:L 
Tfifc. 

i H-NMR (CDC 1 3 ) 6 : 1. 39(3H. t, J=7. 1Hz). 2.35(6H.s), 
2.81(2H,t.J=6.2Hz). 3.91(3H.s). 4. 17 (2H, t. J=6. 2H 
z), 4.36(2H.q.J=7. 1Hz). 6. 90(1H, d, J=8. 4Hz). 7.55(1 
H,d,J=2.0Hz). 7.67(1H. dd, J=2. 0 and 8.4Hz). 
16b) 4-(2-N,N-v>^; l/7' = /l h^-»-3-^ h*-> 

20 

#*«16a) ?«fdk£tt (2. 1g) ©y $ y -;U (30ml ) 
IE2N#IMW HJ^MSnUfciJDju 60-65 o CT4.5^ 
zJ^Stffc. SdS3K'MWW(iail)*lll^ ttHMBL 

fco y-jusiina.* t***%su 

SHEWBLfc, SfiM**3BlU ifSx^/Uix-x 
Jl/T'ft&LT, SfE<k£1&*£Efe*»5fc(2.0g, ^SW)<t 

i H-NMR (DMS0-d6 ) 6 : 2. 26 (6H, s) , 2. 69 (2H, t, J=5. 8Hz) . 
3.80(3H,s), 4. 12(2H.t.J=5.8Hz). 7.05(1H.d. J=8.4H 
z), 7.45(1H,d,J=2.0Hz). 7. 54 (1H. dd. J =2. 0 and8. 4H 30 
z). 

[0 10 0] 16c) 5-f4-(2-N.N-v>y»;U7 7 = yx 
-»-3-jC h^->^>W;U7 7 = yl-2-(4-y ht->7i 

#*« 116b) ?»fc{k£» (0. 36g) <h##W5b) Tlf fc5- 
7 5 y-2- (4-y h *->7 x x;U)^>X-T = 2V-JK0. 
36 g)©DMF(10ml)j§JS'\->7 7 y U A,S$-7x^;K0. 23ml) 

*«TLfc. 5isas*oic-pi5#pji»*$ti , fca, mj 

X^U7~ V (0. 21ml) <t4-(N, N-v^;U75 /) tf'Jv^ 
>(0.18g) SS?66B3ia#**tffc. JSJiSSS'v 40 

ttv?*«> 7 Lfc. ;8S1£SE3£U RSft 
'J 13VI\,13 =7U+> h ^ 7 -f -T'ffS L7c„ if 
Sftfc»tttt*ftKl*WC;g« Lx 10*»<k*3IS03X 

7c. C U KK*^h'J7X»7KS 

5ST'7;U73 'J mt LT«rtH»*5K U fESEX^yb-x 
-xJl/fr 6ff£A LT> BIEtk^feSfflEeSftta (0. 21 
g. W&m)£LTWrc. 

mp 202-203 °C 50 



Ttm^MM C26H28N404-0.2H20<hLT 

ftSil (%) :C. 67.28; H, 6.17; N. 12.07 
H-1K1 (%) :C. 67.41; H, 6.22; N, 12.05 
i H-NMR (0MSO-d6) 6 :2.24(6H.s), 2. 66(2H, t, J=5. 9Hz), 

3.85(3H,s), 3.87(3H,s), 4. 13(2H, t, J=5. 9Hz), 7.09- 
7.13(3H,m), 7.40-7.65(4H,m), 8.07-8. 17 (3H,m). 10.0 
4(1/3H,s), 10.10(2/3H,s). 

[0 10 1] #%0J1 7 
S-r4-(3-X^b7U-T K)^>yVjH7~y-2-(4-y h 
^->7iz;|/)a;>x-i' = W-ii 

##007 6 7l#7c5-(4-7 5 yO^-OU) 75 y-2-(4- 
y h*->7i-yU)^>X'T5^y-yK0.12g)<7)DMF(1. 
5ml ) jg-^iiK^T'r V ->7 V&x^ JU (0. 28m I ) £ JjD A1 
B^fr $ $ if ftm. t> <k* LT * 5 K5 B PiSfr # $ 

tffc. fi*sjsic**fli^ fwi^;u?ttaL, mam 

ES£U »ffltt*->'J*y;U*7^Q7h^57-f 

-T«tt»» y^y-^-fp^x^;u^e^ B B B LT, 

HIEfk£tt*Jia«-ttJi (78mg, iR$56N) t LT»ft. 
mp>300 °C 

Tc^tttJrfil C24H23N503 -0. 2H2 0<hLT 
H-gfiS (%) :C. 66.56; H, 5.45; N, 16.17 

mmm (%) ;c, 66.45; h, 5.27; n, 16.21 

1 H-NMR (DMS0-d6) 6 : 1. 07(3H, t, J=7. 2Hz), 3.13(2H,dq, 
J= 5.6 and 7.2Hz), 3.84(3H,s), 6.23(1H.t. J=5.6Hz), 

7.10(2H,d, J=8.8Hz), 7.43(1H,dd, J=2.0 and 8.6Hz), 
7.51-7.57(3H,m), 7. 90 (2H. d. J=8. 8Hz), 8. 06-8. 19 (3H, 
m), 8.77(1H,s,NH), 9. 99(0. 36H, s), 10. 06(0. 64H, s). 

[0 10 2] 8 
2-r4-(3-X^j|/7U-T K)7iXJl/1-5-(4-X ha^y; 

#%0IJ2 8T?#7c2-(4-7 = /7xX;W-5-(4-X hPA; 
V V^-Ob) 7 = / ^ VX'T = 2V-M0. 20g) ODMF (4ml ) 
jgjS'N-f V->7>ffiX^K0. 13ml) t h 'J l^;U75 > 
(0.22ml)^J]P^ ^ST*3.5BPa6 x **-«ffc. StSiSlC 

7jc^)jo^fPi$x^;uTj4aiL. mtum&ikfflks m*m. 

£3KU ->U73^l/737A'?P^h-'?"57-<-T'«S 
LTx SlIB<k^^Sfe^B B B (0.10g. iR*42«i:LT» 

nip 224-230 °C (»«P) 

Ttmftttm C23 H20 N6 04 ■ 0. 8H2 0 1 L T 

UWm (%) :C. 60.20; H, 4.74; N, 18.31 

mmm (%) ;c, 60.17; h, 4.74; n, 18.34 

1 H-NMR (DMSO-de) 6 : 1. 08(3H, t, J=7. 2Hz), 3.07-3.21(2 
H.ro), 6.23(1H,t.J=5.5Hz), 7. 44-7. 61 (4H, m) . 7.99-8. 
10(2H,n), 8.21-8.25(3H,m), 8. 40 (2H, d, J=8. 0Hz), 8.7 
1(1H.s). 10.55(0. 36H. s), 10.62(0.64H,s). 
[0 10 3] ###J1 9 

5-(4-7 = y^vyvju)7 = y-2-r4-(3-x^ju7u-r 
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#%«<J 1 8 T*fi/c<b£*&l (0. 10g) CD* y - Jb (5m I ) -TH 
F (5ml) JgJR'MOKV \7 y -7 (5094^* ; 1 Omg) £ j)D 

ffi{b**©ffl»lf-Jl/^(4N)«nilfo «ras***Bl 
U l«l^;U7a» LT, H!Bfb£ft*«fe@{*(77i 
g, iK$70«) t LTfflc. 
mp>300 °C 

7cfJt#t/rfiI C23H22N602-2HCI-0.5H20-0.25C4Hs02tL 10 
T 

tmm (%) :C, 55.60: H, 5.25: N, 16.21 
MMM (%) :C. 55.75: H. 5.38; N, 16.03 
1 H-NMR (DMS0-d6 ) 6:1. 08 (3H, t, J=7. 0 
Hz) , 3. 1 5 (2H. q, J = 7. OHz) , 
6. 67 (1 H. b r s) . 6. 90 (2H. d, J = 
7.0Hz), 7. 72-7. 93 (6H, m), 
8. 1 9 (1 H. d. J = 8. 2 H z) , 8. 4 7 
(1 H, s) . 9. 5 2 (1 H, s) , 1 0. 34 
(1 H, s) . 20 
[0 10 4] ###J2 0 

5- (4-v-V»/l/7' = y^>^VJb)7' = y-2-r4-(4- 

->y.*jb7 = y/s:y^i/)7 = y7ixjbi^>x^5 
#7-/1/ 

20a) A-*JX*l\,TSS'<y\;<(lMai} K 
/»5fcTl/^6©*a [K.M.Muravyeva. T.P.Sycheva. J. 
Gen.Chem., 1021-1025(1956)] lCfi£oT^«Lfc. f£ 
4-v > 'y.^b7Sy£S§I?(9.2g)£ MUX > (200 
nDlcfiSU fr^Stf&tfe^b^x/UCSmOfciiD* 
fc. *L*T1001C-P2«IB, *Sfc90"C?13B5IHI#*Stf 30 

aEft£»(9. 8g. £ftM)£;l«iife£ B E l<!: LTSfc. 
i H-NMR (DMS0-d6 ) 5 : 3. 00 (6H, s) . 6. 75 (2H, d. J=8. 8Hz) . 
7.76(2H,d,J=8. 8Hz). 

20b) 5- (4- i?X * 1 b7 5 J K y y>y , p y = y - 2 - T4- (4 

-^^b7 = y^vvv;i/)7 = y7x-;ui^>x-r 

##0"Jlb) Tlf 6*17=5-75 /-2-(4-7S / 7 1 xjb)^ 
VX-fS 2V-;b(450mg) £4-v^/U7 = / kTU *Jy 40 
(245mg)(DDMF(20ml)j§ig'\ h iJIfjb7S>(1. 21g)=& 
JlDxfc^ Hf b4- v'y ?Jb7 = / ^ y V-f ;K1 . 32g) £ 

U «ETS«*S*Lfc. (l6nfcaH»*->U»y 

^/b-y * y -;bcfc y BISS L, siBfc£**»fie» 

ttal (366mg, iR$35«) £: LTfl7=„ 

5c^»«t Csi Hbo N6O2 -0. 95H20<h LT 

ff-«I (%) :C, 69.50; H, 6.00; N, 15.69 

USUI (%) :C, 69.75; H. 6.20; N, 15.41 50 



iH-NMR(0MSO-d6)6 : 3. 02(12H. s), 6.78(4H.d. J=8.0H 
z). 7.39-7.60(2H.m), 7. 89-8. 20(9H,m). 9.85-9.91(1 
H.n), 10.08(1H,s), 12.67(1H,s). 

[0 10 5] #%#J2 1 
2- (4-7 = yy x - )b)-5- Ur*Jx=f-l\,7 = y ^ V 

jb)7=y^yx^ = iy-jb 

21a) ^K4-v ; X»Jb7 = y^>^VJb 
#%#J20a) £@«©fijSU:«J: 4-i>'lf)l/7c /SS 
§12(10. 73g)frSHKfbatt*iRSte©»ltfet&*(1. 5 
g. iR^13«) t LTiffc 

IR(KBr)cm-i : 3400. 3060-2766, 2693-2401, 1713, 160 
9. 1508, 1472, 1466, 1449, 1400, 1387, 1375, 1279, 
1215, 1181, 1154, 1115, 1017. 
21b) 2-(4-7~y7x-;b)-5-(4-v ; X^Jb7 = y^> 

m%m iw tmrcs-T = y -2- (4-7 5 y 1 x - m ^ vx 

-f = #'y-/b (450mg) ,4- ^;b7 = y fcf 'J v> (245m 
g) £DMF (20m I ) fcigjg U h 'J I^)b7 ~ V (1 . 21g) 
#*fl21a)?»fc<b£ft(1. 32g)*jSijnLfc. 

Lfc. ^6hfc«B»*-> 'J » y;b7 5 y > 

J£lBtt*»*(163rng, HX$20H) «b LT»fc. 

tl^^/t C24H25N 5 0-0.6H20<!:LT 

ItSfi (%) :C, 70.26; H, 6.44; N, 17.07 

H-lfS (%) : C, 70.14; H, 6.38; N, 17.04 

' H-NMR (DMSO-ds) 6 : 1. 13(6H, t, J=7. OHz), 3.42(4H,q,J 

=7. OHz), 5.54(2H,s), 6.66(2H,d, J=8.6Hz), 6.71(2H, 

d,J=8.6Hz), 7. 31-7. 51 (2H,m), 7. 78-8. 09 (5H, m) , 9. 73- 

9.79(1H,m), 12.29(1H,s). 

[0 10 6] ##^J2 2 
5- (4-v'X»;U7 = y ^ >y>V;b) 7 ~ y-2-f4- (4- ->'X 

^b7~y^vw;b>7 = y^xxjbi^vx-< = >5f'y 
Tii^ymmnT. m®nb)?mks-7 7 =.s-2-{4-7 

= y7iXyb)^>X-<~^V>'-;b(450mg), 4-v'I^b 
7 5 y tUBSSt (1 . 1 6g) =&DHF (20m I ) K?gft? U v 7 J 'J 
VBS^'x^Jb (1 . 03g) ODMFJgjS (2m I ) ^JjD^/co *^-^T• 
h 'J X^Jb7S y (1. 21g) tJDilfca. £aT8BfiBfr* 
$ -tf'fc, SlS^lCfFlSx^yb (200m I ) , * (200m I ) ^ llP 

1S!I^^Sfe^ B B a tt*7)*(251mg, iK^22%) <h LTtifco 
7c^»iVt C35H38N602-0.75H20i:LT 
l+Sfl (%) :C, 71.47; H, 6.77; N, 14.29 
mm. (%) :C, 71.43; H, 6.71 ; N, 14.37 
'H-NMR(DMS0-d6+CF3C00H)5 : 1. 14(12H, t, J=7. 1Hz), 
3.45(8H,q,J=7.1Hz), 6. 79(4H, d, J=8. 4Hz), 7.78(1H,d, 
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J=8.8Hz), 7.87(1H,dd.J=1.6Hz,8.8Hz), 7.90(4H.d.J= 
8.4Hz). 8.16(4H,s). 8. 51 (1H,d, J=1.6Hz), 10.23(1H, 
s), 10.33(1H,s). 

[0 10 7] ##$J2 3 
1-tert-^*' h^->^;Um-JU-6-(4-- hU^y^^MT 

= y-2-r4-(4-_ hn^w^y-y^i-jt/i^v 

23a) l-tert-7 h jU#-jl/-5-X h P-2- (4-- h 

□ 7xr;l/)^> X-r^^-;U fej:rj 1-tert-7H^-> 
ftJb*-;U-6-x KP-2-(4-- KP7xXj1/)a;>7>i'~ 10 



ert-7 h^->^JUm-;b^>XY = 3V-Jb ;fe,fcTJ6-7 30 
= y 2-(4-7 = 7 7 x X;b)-1-tert-7 h *->ftJl/* X JU 

##0j23a) T?fffcffiBSttttSStt (1 • 06g) <7)THF— > £ 
y-;l/(§«i£ : 1/1, 50ml);g£?g&K10K/\'5^'7^ 
*(0. 2g) *JR»HSCTS-aT«L< fr* $tf 

ft, 3»*BEM8Lfc. BS*£->'J 

Hj^ct »J5-7 = y-2-(4-7 = J 7 xXj|/)-1-tert-7 h 
*->»Jl/#- ;Ua; vX-T ~ # V'-JbS-ffifJIJfJUfl^O. 45 
g, iR*50WtLT?i/co 40 
iH-NHR(DMSO-de) 6 : 1.40(9H.s), 5.22(2H.s). 5.43(2 
H,s). 6.59(1H,dd.J=2.0and 8.6Hz), 6. 61 (2H. d, J=8. 6H 
z), 7. 11(1H.d, J=2.0Hz), 7.25(2H,d. J=8. 6Hz).7. 28(1 
H,d,J=8. 6Hz). 

OL^•?J\ S~Bi#«t y 6-7 5 > -2- (4-7 5/7i-)W- 
1-tert-7h*->^;b*'-;U^>XY5^V-;b^fiS H H B 
JB@i*(0. 41g. 1R^4694) £ LTiifc. 
iH-NMR(DMS0-d6)6 : 1.42(9H.s), 4.97(2H,s), 5.49(2 
H,s), 6.61(2H.d, J=8.4Hz). 6.62(1H.dd, J=2.0 and 8.6 
Hz), 6.78(1H,d,J=2.0Hz), 7. 29(2H, d. J=8. 4Hz), 7. 54(1 50 



H,d,J=8. 6Hz). 

23c) 1-tert-7>^v^;i/^'-^-6-(4-- hn^V^V 
Jl/)7 = y-2-r4-(4-~ KDA:vvy^-;| / )7 7 ~y7x-jU1 

##0<J23b) Ti«7i:6-7 5 /-2-(4-7 5 / 7 x ~ yl/)-1-te 
rt-7>*->*;U^-;U^>X-1' = ^"V>'-;U(680mg)^DM 
F(20ml)U:?gft¥U aoftTfr^Stfatfe h'Jx*;U7 
5>(458mg)^})D^/i:^x 4-~ h P^> V-f P 'J K 
(800mg) ©DMFjgiS (5m I ) fciTF Lfc. l3SJtT*3B5F,g, 
&4lc£SfcML*5fc15B5P£fr*£trfc. SlESSl;: 
BfI?X^K200ml)£jjn*., *(200ml)T;Jt)*L/c„ W$ 
3IETtEBtti^;UjS**a 
tSU #rtM**3aiLT» HIBft£tt(76aog. HX$60«) 

iH-NMR(DMS0-d6)6 : 1.44(9H.s), 7.71-7.83(3H.m), 7. 
94-7.99(3H,m), 8. 25(4H, d, J=8. 6Hz), 8.27(1H,s), 8.4 
0(4H,d, J=8.6Hz), 10.74(1H,s), 10.80(1H,s). 
[0 10 9] #5£#J2 4 

l-tert-7 K*->ftJl/;K-Jl/-6-rN-y *Jl/-N-(4-~ h-P 
^>-yVjU)7 = yl-2-f4-fN-^^jU-N-(4-- hD^V 

JU) 7 ~ y 1 7 x ~ ;M vx-r = 
7;l/zf>Hffl«T. ##0j23c)T-fifc1-tert-7 r 
A^?K-;U-6-(4-- h P^V ^^75 y-2-[4-(4-~ 

23mg)*DMF(12.5nl)lC?g)WU 60K»1t*igfW- h 'J 
i»(84mg)*SBJ)QLfc. 15»M#*Stffc»» 3 9<b** 
;U (355mg) £ j&T Lft. SST'* 6 lC2^3b^a^"tf ft 
J5JS5SlcfPlgx^;Kl25ml)i:7j<(125ml)^SD^x # 

9£ L fc 0 f# 6 tlfe»9»* -> 'J » ^ U7 5 •> -> a * 5 

OOrag, iR*77X)£L7l§fc. 
rap 145-1 50°C 

7C^»*T C34H3oN608-0.75HzO<hLT 
ItSffl (%) : C, 61.49; H, 4.78; N. 12.65 
UMI (%) : C, 61.52; H, 4.73; N, 12.77 
iH-NMR(DMS0-d6)6 : 1.28(9H,s), 3.44(6H.s), 7.28-7. 
37(3H.m), 7.54-7.66(7H.m), 7. 82 (1H, d, J=8. 8Hz), 8.0 
5 (2H, d, J=8. 8Hz) . 8. 1 1 (2H. d, J=8. 8Hz) . 
[0 110] ###J2 5 
5- ft)-/- £jkjfc (4- - h P * > yV M 7 = J 1 -2- f4- f N- 

y^ju-N-(4-_ KpA:>v.<ji / )7£yi7i-;i/iA:> 
x-r = gv-ju 

mm\ 2 4 T'?# 7i:1-tert-7>+->73;b*-jU-6-[N-y- 

*jmi-(4-- hP^>v>-r;u)7 = y]-2-[4-[N-y ; 7 c ;i/- 
n-(4-x h-p's;>y'rju)75y]7xx;b]A;>X'r5^ 

V/-;Kl00mg)^fP^X^JK3ml)lCj§^L, fflfb**© 
KSEx^bjgjfc (4N ; 3ml) SST8li5IBt>*S 



22=ik 

##«1a)?» 7c5-X F-P-2-(4-X hP7iX;l/)^>X 

= ^y-;K2. 85g) <t4->'y ^;i/7 a y tr u -7> (123m 

g) ©THF (300m I ) >§iS / \=0l^v ; -tert-7 '^;b(4. 34g) 

*!sicfFKi^yb(300mi)^}in^, «g& iafflgtiTkT:- 

ES^ L, «9»«-> 'J 7J JU7 7 •> v a t> ^UV 
V (c J: 'J fRH LT. HIBfl:d**ffiBJltt(*S^»(3. 2 
4g, W84«)<bLTli/io 

-7j©M14«: : 1 H-NMR (DMS0-d6) 5 : 1.39(9H,s). 8.06 
(2H,d, J=8.8Hz), 8.25(1H,d, J=8.6Hz), 8. 40 (2H, d, J=8. 
8Hz), 8.41(1H.dd, J=2.0 and 8.6Hz), 8.68(1H,d, J=2.0 
Hz). 

ft!3£©gttft : 1 H-NMR (DMS0-d6) 5 : 1.42(9H,s). 8.03 
(1H,d,J=8.8Hz), 8.08(2H.d,J=9.0Hz), 8. 33(1H, dd, J= 
2.2 and 8.8Hz), 8. 41 (2H, d, J =9. 0Hz), 8.89(1H.d, J=2. 
2Hz). 

[0 10 8] 23b) 5-7~y-2-(4-7~y7xX;b)-1-t 
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*»3fc(36mg, lR$43K) t LTfSfc. 
mp 177-180°C 

7iM^ C29H22N606 -1. 5H2 0.hLT 

l+WI (%) : C, 6 0. 31; H. 4. 36; 

N, 14.55 
SiaOffll (%) : C, 6 0. 2 5; H. 4. 30 ; 

N, 14.26 
1 H-NMR (DMS0-d6) 6: 3.45(6H,s). 7.15 
(1H,d.J=7.8Hz). 7.38-7.59(8H,m). 7. 99-8. 11 (6H,m). 
[01 1 1 ] J 26 10 
6- fN- (4-7 5 / ^ > V'-r M f-WT 5 / 1 -2- f4- fN- 
(4-7g/^V^' <^)-N-^^l/7 = < /l7x-;t,l-1-te 
rt-7h*->ajUfl-;U^>X*r5g > .;--Jl/ 
##$J2 4Til7c1-tert-7 h+v*Jb*'-jU-6-[N-y 
^/U-N- (4- - h □ ^ > 9 -C J U) 7 = y ] -2- [4- [N-* ^ J b- 
(4-- ^WOV-f l\,)7 = S]7 x-M^yX-f 
-;K300ng)5:^$/-;b-THF(D^j§!l|(g»it : 1/ 
1, lOmOfcjgfKU 10K/\°5>>'OAi*i?§(60mg)£}]D;L. 

U 5«*aEi«iLT»6nfcaHtt*77'y->a3tl 20 
^A^P^hlCjc'JfflSL. ySy-Jb^JPiii&flL 
T. jaiafc£ft«*K&ittta(260ig. iRs£9694) <t LTfi 
£0 

mp 185-187°C 

7t^»#r C34H34N 6 04-0.5H2 0<t:LT 
i+JHI (%) :c, 68.10; H, 5.88; N, 14.01 
(%) :C, 68.04; H, 5.92; N, 14.10 
iH-NMR(DMS0-d6)5 : 1.37(9H,s). 3.36(6H.s), 5.40(2 
H.s), 5.50(2H.s). 6.28(2H.d.J=8.6Hz). 6.35(2H.d.J= 
8.6Hz), 7.00(2H,d. J=8.6Hz). 7. 04 (2H. d. J=8. 6Hz), 7. 30 
18(1H,dd, J=2.0Hz.8.6Hz). 7. 21 (2H.d. J=8. 6Hz). 7.48 
(1H,d,J=2.0Hz). 7. 59(2H. d. J=8. 4Hz), 7.85(1H,d. J=8. 
6Hz). 

[0 112] ###J2 7 
5-rN-(4-7 = //SV^Vjl/)-N-^^Jl/7 = yi-2-r4-rN- 
(4-7~y^VWjU)-N-^^b7~y)7x-JbM> 

#*« 2 6 Tifto- [n- (4-7 ~y<> ^-c;u)-n-^ 

7 S y ] -2- [4- [N- (4-7 5 / a; >v>V ^b) -N-y U7 S 
y)7x-;U]-1-tert-7>*->*;l//1?-ib^VX-l'5^ 40 
l/-il/(181ng)*^PP*yU^-x$y-;USd»«® 
att:5/3. 8ml)U:>g8?L, 27«l^/-;Utt^b*^(2 

*«75y>2»7Afn7HcJ:'J«!ILT, aiBfb 
(51mg. iK$34«) <!: LT»fc. 

mp 187-189°C 

7c^»«r C29H26N6O2-l.OH2O.hLT 
timm (%) :C, 68.49; H, 5.55; N, 16.52 
USUI (%) :C, 68.83; H, 5.60; n, 16.19 
iH-NMR(DMS0-d6)6 : 3.44(6H,s), 6.86(2H.d, J=7.8Hz). 50 



6.90(2H,d,J=7.4Hz), 7. 27 (2H. d. J=8. 4Hz), 7.28(2H. 
d.J=8.4Hz), 7.32(1H,ddJ=2.0Hz,8.8Hz). 7.46(2H,d,J 
=8.8Hz), 7.62(1H,d,J=2.0Hz), 7. 67(1H, d. J=8. 8Hz), 
8. 25 (2H, d, J=8.6Hz). 

[0 113] #;?#J2 8 
2- (4-7 5 y 7 x - Jl/i-5- (4- - h □ ^> *J4 Jb) 7 ~ y 

^>x^ = iv-jb 

TJI/JVSHSTR ##$J1b) T'fl/c5-7 S y-2- (4-7 

= y7i-;b)^>Xi'S#v"-;Ki.oig), 4-- hnS 

USB? (0. 752g) £DMF (25m I ) lz%& U iK^TfrZ £ tf 
6tf 5v*7 1 — ^b'J >H7v/ K (1 . 26g) (DDMFjgjS (5m I ) 
fcftD*.*:. :*1/>T h U X?;b7 5 V (0. 466g) %tiUz.tc 

SSlCpf&X^U (200ml). * (200ml) fcflPjL tt&Lfc,, 

(0.777g, 1R$46W <h LTfffc. 
mp>300°C 

7u^fttir C20 H15 N5O3 -0. 3H2 0<t LT 
f+^fjl (%) : C, 63.42; H, 4.15; N, 18.49 
USUI (%) :C, 63.48; H, 4.18; N, 18.27 
'H-NMR(DMS0-d6)6 : 5. 57 (2H, s) , 6. 6 
7 (2H, d, J=8. 6Hz) , 7. 39-7. 5 
4 (2H. m) , 7. 82 (2H, d, J=8. OH 
z) . 8. 01-8. 14 (1H, m) , 8.2 2 

(2 H, d, J = 8. 6 H z) , 8. 3 9 (2 H, 
d. J = 8. 6Hz) , 1 0. 49-1 0. 55 (1 
H, m) . 1 2. 4 0 (1 H, s) . 

[0 1 14] #%0J2 9 

5- (4-7 = y^>Wj|/)7 = y-2-(4-7 = y7i 

x;b)^yX^ = 3V-,ib 

#%0IJ2 8T'?ift2-(4-7 = y7ix;b)-5-(4-X hP^ 
>W;U)7Sy^VX< ~^V>"-jK354mg)^y $y- 
/b— THF (1/1 ; 120m I) fcigjj? L. 10K/ 5 v"7/»0E^ (71m 

&£3£L, 3&£;j£E;lffiLTffl£/£to(300mg, iR$ 

92W *mrc<, z ©ii£j«»** * y -/bet u stsji l 

T, SHBfb^ifS5^^SfeSt«B B a (125mg. iK3s39K) <h L T 
mp 173-175°C 

TEfHtftir C20H17N5O-O.75H2O.hLT 
f+gfl (%) :C, 67.31; H, 5.22; N, 19.62 
USUI (%) :C. 67.34; H, 5.21; N, 19.65 
'H-NMR(DMS0-d6)6 : 3. 10-3.70 (2H.br), 5. 40-6. 10(2H, 
brs), 6.62(2H,d, J=8.8Hz), 6. 69 (2H, d, J=8. 6Hz), 7.45 
-7.56(2H,m), 7. 75(2H, d, J=8. 6Hz). 7. 85(2H, d, J=8. 8H 
z), 8.14(1H,s), 9.82(1H,s). 

[0 115] ###J3 0 
2-(4-7 = y7xXjU)-5-(4-v^^;l/7 = y^V'y-< 
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#%«>J1 b) T-mcs-y = y-2- (4-7 s y y x - ;u) ^>x 

-< 5 #y'-JK413mg)£DMF (18. 4ml) lCj§8? L. zlOSTfr 
£$tf&tfb hUX?jU7 = >(203mg)£flQ*r-;:&, *S 
<b4- i/y ^Jb7 5 / ^ V yV;U (322mg) ZMQ L7c„ 
lC4-v ; y =f-)\,7 5 y tf 'J 5» (214ng) fcJP All) -£^31$ 
^ fc^K^SlcML, *b(C14^6^^-tf/co MCS 
;8lC@^x^;K200ml)£}]D?L 7k(200ml)Tft;$ Lfc„ 
£$Jf £gatt&£*T;2V;m ;1ETICS<«^S^ LT 
^e.n/-^Sg^75-y->ii»5A^n^hlcJ:y^ 10 
LT* MIS<fc£^£il£ B B B tt*»3fc(372mg, iR^57«)^LT 

7C^##t C22 H21 NsO-O. 65H20<t LT 

l+WI (%) : C. 6 8. 97; H. 5. 87; 

N, 18.28 
HUffl (%) : C. 6 9.17; H, 6. 1 8 ; 

N, 18.04 
i H-NMR (DMSO-de +CF3C00H)6 : 3.03(6H, 
s), 6.79(4H,d,J=8.6Hz), 7. 67(1H, d, J=9. 0Hz), 7.79(1 
H,dd, J=1.4Hz,8.4Hz), 7.89(2H,d.J=8.4Hz). 7.9K2H, 20 
d.J=8.4Hz). 8.41(1H.d.J=1.4Hz). 10.18(1H,s). 
[0 116] #^#J3 1 

5-(4->^^ji/7 = y^v^ji/)7 = y-2-(4-y h^-> 

##W5b) T*i7c5-7 5 y-2- (4-y h *->7 1 xyU) ^ 
VX'T = ? V'-M480mg) £DMF (20ml ) (C>§ft? U JJOST 
fr*£tf£tfb h'Jl^U75>(213mg)^J)Dx.fc^ 4 
^Jl/7 i y t" 'J y (123mg)7£0'Jgte4-v>y ,F/U7 
-y^vy-rjKSSemgJ^^DL/c:,, [B)SgT'3BfP^ & 

*lCgSKML*bK15f§^fr*£tf/-Co JSCEoSKIfl? 30 
X^K350ml)£lH];L 7l<(150ml), THF (200m I ) TJSitS L 

lc<fcM*IKL/ho ^ttJ^y^y-;u-x-7;bJ;UM 

ISSJILT. HIB^^^»&fttt B H a (318mg. W41»)<t: 
LTi#/c„ 

5tc^»«t C23H22N402 -0.1H20<hLT 

l+Wi (%) :C, 71.15; H, 5.76; N, 14.43 

mmm (%) :c, 71. os; h, 5.75; n. 14.50 

1 H-NMR (DMS0-d6 +CF3COOH) 6 : 3. 03 (6H, s) , 3. 92 (3H. 40 
s), 6.79(2H,d,J=9.0Hz),7.31(2H,d, J=9.0Hz). 7.77(1 
H,d, J=8.6Hz), 7.86(1H,dd, J=1.7Hz,8.6Hz), 7.92(2H. 
d.J=9.0Hz), 8.18(2H,d, J=9.0Hz), 8. 50(1H. d. J=1. 7H 
z), 10.23(1H.s). 

[0 117] ##<9J3 2 
2-(4-y h^y7iZj|/)-5-(2-zha^y;V;b)7 = 

#%0J75b) Tl§7c5-7 = y-2- (4-y h+v7i -M^ 
>X-T = (480mg) £DMF (20m I ) IZ%M L, h 'J X 

^^75>(253mg)51)D5.7c^ »k2-- hP'OV-f 50 



;U(ttS90« ; 413mg)©DMFJg>S(2nil)^jSTLfc. §S20 
RHA x #$-»?fc^ SJ&jgfcffEffix^ jb (200m I ) £JJD 
*(200nl)-pjJfe»Lfc. WtSJf fciaffiSW*. fSWftig 

TK»«*S£ LTlSfifb L7c8!gtl£x-77l/Tft;$ 

SiLT, MIBfc£^£itfe*£ B B B (463mg, 
iK$60>0<!:LTfifc„ 
up 179-1 81 °C 

7ciifttt/r C2iHi6N404 - 0.4H20<!:LT 

I+WI (%) :C, 63.76; H, 4.28; N, 14.16 

USUI (%) :C, 63.83; H, 4.26; N, 14.33 

1 H-NMR (DMS0-d6) 6 :3.85(3H,s), 7. 11 (2H, d, J=8. 8Hz). 

7.25-7.63(2H,m), 7. 72-8. 03 (3H, m) . 8. 05-8. 20 (4H, 
m). 10.60-10.70(1H.m), 12.69(1H,s). 

[0 118] #%#J3 3 
2 -(4-y. h^->7i-/l/)-5-(3--hD^V^</l/)75 

y^vx-r = 3V-jI/ 

#%W5b)Ti#7c5-7 = y-2-(4-y h*->7xXJl/)A 
>X-T 5 (480mg) £DMF (20m I ) (CjgfK L, ;fc5$T 

A s *ifc-<f&tfb hUx^7b7S>(253mg)£l)D.*.fc&. 
ig<b3-X h P a: y v> V IV (372mg) CDDMF jgjS (3m I ) ^ ST 
L/C, KMSKKLT46B§ia*}*8:-tr fc SJ&ftlC 
■»I^;K200Bl)*ttl^ *(200ml)TjJfe»Lfc. WW 
JI£fa»&£7l<T>5t>m ;j£E;l*8Lfco WlH»**lX 
L, SfcJSLT* HIB<k^!t!!!)^llfe^ B B B (550mg, iK*71X) 
£ LTif 7c. 
mp 160-162°C 

7c^»«t C2iHi6N404-1.25H20<hLT 

tiW-M (%) :C. 61.38; H, 4.54; N, 13.64 

UliJfl (%) :C, 61.34; H, 4.30; N, 13.64 

1 H-NMR (DMS0-d6)<5 :3.85(3H.s). 7. 12(2H. d. J=9. 0Hz), 

7.43-7. 56 (2H,m), 7. 86 (1H, t, J=8. 0Hz), 8. 11(2H,d.J= 
9.0Hz). 8. 20 OH, s). 8.45(2H,dd, J=2. 0Hz, 8. 6Hz), 8.8 
4(1H,t, J=2.0Hz), 10. 62 OH, s), 12.70(1H,s). 

[0 119] ##<JIJ3 4 

5-(2-7 = y^>yv;i/)7 = y-2-(4-y ht->7n 
ju)A;vx-r = ^y-jU 

#%fflJ3 2Tl#7c2-(4-y h*~>7iX;U)-5-(2-X hP 
"CVV-fJl/) 75 y^VX'T c ^y-;K342mg) ^y ^ y 
-Jl/-THFS^»«(8«it : 1/1. 40ml)(Ci§^U 10% 

^it^ff&Sx^/u-y ^ y -jut«S b b b LT. HIBfh; 

^K)^»fe^ B B B 073mg, iR$55W t LTmtc. 
Tzmtttii C21 His N4O2 • 1. 0CH30H-0. 25H20t LT 
%tnm (%) :C, 66.91; H, 5.74; N, 14.19 

mmm (%) ;c, 67.00; h, 5.84; n, 13.98 

iH-NMR(DMS0-d6+CF3C00H)5 :3.92(3H,s), 6.76(1H,t, 
J=7.6Hz), 6.90(1H,d,J=7.6Hz), 7.26-7.38(1H,m), 7.3 
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2(2H,d,J=8.8Hz). 7. 73 (1H, d, J=6. 8Hz), 7.8K2H, s). 
8.20(2H,d.J=8.8Hz), 8.41(1H,s), 10.45(1H,s). 
[0 12 0] ##0J3 5 

5-a-T~y^<y^^i\y)T~y-2-u-^ h*->?ix 

##0J3 3Tllfc2-(4-^ h*->7iZ/l/)-5-(3-_f-P 
^VVMWT'S/^VX-r 5 2V-JK416mg)£*£/ 
-JU-THFS£S8(8«lfc : 1/1» 60ml)lc*!?U 10X 

fcStt*J&fel&ii (275mg, iR*72«) <t LTifc 
5t*##T C2iHi8N402-2.1H20<tLT 

(%) :C. 63.66: H, 5.65; N, 14.14 
USUI (%) :C. 63.51; H. 5.46; N, 13.99 
iH-NMR(DMS0-d6)6 :3.88(3H,s). 6. 78(1H,dt. J=2. 1Hz. 
7.4Hz), 7. 10-7. 24 (5H, in), 7.63(2H,s). 8. 17(2H,d,J= 
8.8Hz). 8.29(1H,s). 10.24(1H,s). 
[0 12 1] #%<?J3 6 

5-(4-7-b*jb7 ~ y^y^yxi^->^7 = S-2-U- 20 

%%mm) T-mtcs-y s/-2-(4-^ t-*->7i ~m < 

>X-< 5. # ^-;K680mg) £DMF (20m I ) lc%ftt U 

J&T^e h 'J X?;b7 5 V (253mg) %mz.tc&* 
mtA-7-b h7S H v O-tr>7.jU*-;K468mg)^aillD 
Ltc, »4(C&a(=SU T*-5(C^ST'46^!b^$tf 
f=c SlS5SlC*(200nl)^})Dx. ffKX5 L ;K200mU100m 

ME«8 LTf§ StlfcHB**? 5 v a 73 Q^? 
MCfc'JIMIU *6UfF^x^;b^6Higa B B LT. B 30 
Mit£>Wll*m&$ttti' B (463mg. iRlp53K) £ LTilfc. 
mp 170-172°C 

tc^^/t C22 H20 N4 04 S • 0. 4H2 0 ■ 0. 5CH3 COOEt t L T 

l+WI (%) :c, 59.10; H, 5.12; N, 11.49 

USUI (%) :C, 59.22; H, 4.95; N, 11.54 
iH-NMR(DMS0-d6)6 : 2.04(3H,s), 3.83(3H,s). 6.90(1 
H,dt,J=2.0Hz,8.4Hz), 7. 08 (2H, d. J=8. 8Hz). 7.21-7.46 
(2H.ni). 7.65(4H,s). 8.00-8.08(2H.m). 9. 87-9. 98 (1H. 
m), 10.25(1H,s), 12. 61-12. 68(1H,m). 

[0 12 2] #%<?J3 7 40 
5-(4-7 = 7^>^>XJb»x;U)7 = /-2-(4-;< h*v 

#%#J3 6Tl#fc5-(4-7-tr5 1 ;b7 7 = y^>Hf>X;l/^ 
-M7 = /-2-(4-* h*->7i - ji/)"<:/X-f 5 

M220mg) £4N£b1 (40m I ) iCggjg U 80-85°C T'4B5P^ 
*$tffc. S)^jS(C;l7> : E-7 7 7jc^})DxtF'fiIL7c„ K 

Ki^udoomD-^mu ttas5R*ta»ats*-p-3» 

^Q?HcJ:»jfl8ia, ffE&X7^l/-*$/-;l/«fcyfS 
ISiiLT* BIBfl:dUg£&eig H l(178ing. iR=P90K)<tL 50 



mp 148-1 50°C 

Ttmftffi C20 His N4 03 S • 0. 9H2 0 • 0. 5CH3 OH t L T 
tiMM (%) :C. 58.81; H, 5.25; N, 13.38 
ntJfl (%) :C. 58.90; H, 5.19; N, 13.13 
1 H-NMR (DMS0-d6 + C F3 COOH) 6 :3.91(3H,s), 6. 56 (2H. d, 
J=8.8Hz), 7.27(1H,dd,J=2.0Hz,8.8Hz), 7.29(2H,d,J= 
8.8Hz), 7.45(2H,d, J=8.8Hz), 7. 48 (1H, d, J=2. 0Hz), 7. 
68(1H,d,J=8.8Hz), 8. 12 (2H, d, J=8. 8Hz), 10.29(1H,s). 

[0 12 3] ##fJ3 8 
2-(4-vX^jb7 > = y7x-JU)-5-(4-y h^v^V^V 

i^)7 = y^yx^~^^-)^ 

###J123b) T-mdt^ (5-7 = /-2-(4-v>X^U7 5 
SyjL-llXyXJZW-M (0.28 g) <th'Jx^ 
/U7S> (0.13 g) £THF (30 ml) IZ%MU 0°C\Z1% 
®L%tfZ4-* h*->N>^-OI/*D'J K (0.17 g) * 
tBXZ. OXZWftFS. £S-pi3B5IH#*£tffc. j§!8 

HIB{k^»*3Mfifel»* (0.33 g, 1RS8OK) £ LTil 
7c„ 

S^itt/HI C25 H26 N402 -0. 5H2 0<t LT 
ItWI (%) :C, 70.90; H, 6.43; N. 13.23 
SilKI (%) :C, 70.96; H, 6.13; N, 13.24 
1 H-NMR (CDC 1 3) 6: 1. 14(6H, t, J=7. 1Hz), 3.32(4H,q,J= 
6.9Hz), 3.84(3H,s), 6. 57 (2H, d, J =8. 8Hz), 6.93(2H,d, 
J=8.8Hz), 7.15(1H,d,J=8.2Hz), 7. 52(1H, d, J=8. 6Hz), 
7.84(2H,d,J=8.8Hz), 7. 86 (2H, d, J=8. 8Hz), 8.14(2H. 
s). 

[0 12 4] #%#J3 9 
5- (4- -y x^jUT 7 = S^J4 i\A 7S.y-2- (4-* h £~s 
-Jx-lM^yX^-V^-lb 
7lHT>HH*T. #%0J75b) zmtcS-7 ~ /-2-(4-* 
h+->7ix;b)A;>X'r5^y'-JK480mg), 4->'lf 
;U7 = / £ ASB (406mg) £DMF (20m I ) U SiOST 
fr£$-fcf&A>bv7/ U >l5> i; x^;K343mg)£DDMF^ 
(1.5ml)5-Jin7l7to h 'Jx^U75V(253mg)£J]I] 

= / tf 'J v» (256mg) %SDo U £ SfC38R|g|Z>*S € 
fc„ SlSjiS(CK B tX^K200Dil)t7jc(200ml)^llP/l. » 
L7c„ WflUB«»E9t8 Lx # 6 ti/c»fflft* 7?7 

->a»5^a7nc«fcyii«isi. *$y-ju-x-x 

71%)i:LT?#/ho tc^»«t C25H26N4 02«!:LT 
(%) :C, 72.44; H, 6.32; N, 13.52 
MMi§. (%) :C, 72.31; H. 6.40; N. 13.40 
'H-NMR(0MS0-d6)6 : 1. 13(6H, t, J=7.0Hz). 3.42(4H,q,J 
=7.0Hz). 3.84(3H,s), 6.72(2H,d, J=8.8Hz), 7. 10(2H, 
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d,J=8.8Hz), 7.37-7.58(2H,n), 7. 86 (2H, d, J=8. 8Hz). 
8.08(2H,d, J=8.8Hz), 8. 10-8. 18(1H, m), 9.78-9.850H. 
m), 12.61 OH, s). 
[0 12 5] ###J4 0 

Jb-5-^blajbn"^b1#mg§$><^b 
7l/79iH : E/ ;**Jb (0.18g) tmf (13S) £THF 

do mu izmmu mit**y<)j\s (0.10 mi) z^t 

6ftfc5£»£THF (10 ml) KjgjSU 10 

mnibT-ntdt^ (5-7 = y-2- u-v x^iut 5/7 

xXyb)^VXf5$V->U) (0.28 q)t hUX^/bT 7 
5> (0.12 g) ©THFjgJS (70 ml) ffJUOtKJfciPLS 
tfeiiSTLT. 0°CT30^ SST^RHfl^Stf 

4T./t5$ig*S)^ -> 'J * ^U* ^ A? a v h 9=7 ~? 4 -T-*f 
SyLT, glE{b£%**ife*»* (0.37 g, iK^84«) t L 
Tif/io 20 
mp 147-150°C 

7i$k1iffim C26 H26 N403 -0. 3H20<t LT 

(%) :C. 69.72; H. 5.99; N, 12.51 

mmm (%) :c. 69. 65; h, 6.03; n, 12.38 

1H-NMR(CDCI3)6 : 1. 13 (6H. t. J = 7. O 
Hz), 3. 3 2 (4H, q, J = 6. 6H z) , 
3. 93 (3H, s) , 6. 55 (2H, d. J = 
8. 8H z) , 7. 2 2 (1 H, m) , 7.5 0 

(1 H, d. J = 8. 6Hz) , 7. 83 (2H, 
d, J = 8. 8Hz) , 7. 90 (2H, d, J= 30 
8. 4Hz) , 8. 05 (3H, m) , 8. 46 

(1 H, b r s) . 

[0 12 6] #%0IJ4 1 

5 — FN — (4-->'y^jl/7 7 = y^>Wjl/)-N-^^JU 
75 71-2-(4-3< h*->7ix;b)^>X^ = 3V-Jb 
7l^yWm%T. 6-tert-7h*V70;b;j?x;b7 = /- 
1-tert-7h*->»;b#-Jb-2-(4-* h*->7i-^)^ 
VX-T = 2V-;b(220mg) =&DMF (5ml) lz%& U 6mm 
ymiti- h 'J 7/* (21mg)£;3s})D Lfc„ 5##S*tffc 

a^{by^K88.7^)*5rFU *5H:2RH3B»* 40 
S-tffc. 5^lc^x^;K50ml)<t*(50ml)^)JDAT 
ttttiU ttm»*»Bfitt*T3fc»L, aSTkBiE®* HJ 

ic»«*S:£lt. astt%fiunfi:& »7kx-x^T' 

jft^U 5«U fcJSLfc. »6tlfc@#(157mg)i:4- 
vj^JbT'Sy tf'J v f X97mg)^|£JgDMF(5ml)lC^ 
U HJ X^;b7S>(122mg)£l)D;L fr$£-t?/c„ * 
lC^k4-»? 1 ;U75/A:>9'-<;Kl45mg)^J5aL, 50 



Sil765B9n»$S«%. fij£*fcff»i*;K50nil) <!: 
* (50ml) £imjiTttai U £«UB*tS»S«*T?3jfcJ* L 
fc„ 3«ETtC-*«*g* LTfi Sftfc«S*£7 5 v 

/-;M>*5»efi LTn HIBfc£tt£*K&£a (84mg, 

iR*44S)d:LTif/j:. 

mp 228-230°C 

Ttmfttfi C24 H24 N4 02 • 0. 1 Hz 0 1 L T 
ft*! (%) :C, 71.66; H, 6.06; N, 13.93 
UMI (%) :C, 71.62; H, 5.90; N, 13.82 
iH-NMR(DHS0-d6+CF3C00H)6 :2.86(6H,s), 3.43(3H, 
s), 3.91(3H,s), 6.48(2H,d,J=9.0Hz), 7. 19 (2H, d, J=9. 
0Hz), 7.29(2H,d,J=8.8Hz), 7. 34(1H, dd, J=2. 0Hz, 8. 6H 
z), 7.61(1H.d.J=2.0Hz), 7.72(1H,d, J=8.6Hz), 8.16(2 
H, d,J=8. 8Hz). 
[0 12 7] #3f#J4 2 
5-rN-(4->'y^Jb7'£y^>^Vjl/)-N-7a^l/7 7 = 

yi-2-(4-y h*->7ixjb)A;>XYc3V-;b 

7;bd>f?Hm~R 6-tert-7 h )l>$-l\,7 5A 
1-tert-7 h*5/»;l/d?-;b-2-(4-^ h^>7i ~;b)^ 
>7V ~ ?V-;b (220mg) £DMF (5m I ) IZ U 60K»H 
jfcXfc* h'J7A(21mg)^^l)DL/c:„ 10ttfr*$t?/c 

a^<b7 , Ptf;Kl07mg)^5rFU *5IT2«Mfl»* 
S-tffc. 5JS5S^ffPKx^;K50ral)«t*(50ml)^l)aiLT 

»*I*/-;KSBl)lC*»Lfc. C©jg^r27«X^y 
-;l/ttSK(5ml)*in;L SS7?4BSIfflfr*3:tffc. ME 
T K;8iK«9£& «9tt««UlKb L T x- x y b?;ft;t 
Ln 3fl*U tCNRUrc. C©@f*(164iiig)£4--;>p<^U 
T 7 = / 1° 'J V (92mg) £$£*iDMF (5ml ) tcigj* U h 'J X 
^yb7 7 =>(117mg)^J)D^ 6 N *$-»ffc„ *lc^b4-v 
;*^b7 7 = /^y^/b(140mg)£;§J]DU £a?5HBI 
A^Slf/co SJSjStcfF®x^;K50ml)«!:7K(50ml)^})D 

L T*# 5nfe«i*S 777->i7J7A^O 

LTx SfSfb^^»fe^ B B a(100mg, JR*51K)iLTfl 
fc„ 

mp 262-264°C 

TtMftffi C26H23N402<!:LT 

l+Sffl (%) :C, 72.87; H, 6.59; N, 13.07 
HS'Jfl (%) :C, 72.76: H, 6.55; N, 13.16 
'H-NMR(DMS0-d6+CF3C00H)6 : 0.88(3H,t, J=7.4Hz), 1. 
54(2H,m), 2.85(6H.s).3.87(2H,t,J=7.4Hz), 3.9K3H, 
s), 6.47(2H,d,J=8.2Hz), 7. 17 (2H, d, J=8. 2Hz), 7. 29(3 
H,d-like,J=8.4Hz), 7.57(1H,s), 7. 71 (1H, d, J=8. 8Hz), 

8.16(2H,d, J=8.4Hz). 

[0 12 8] ##<9J4 3 
5-(5-^>F'Jyb)7t)Jb^-jb7' = y-2-(4-^ h^->7i 
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7)\> U>§?BMT. ##0J75b) Zmfc5-T ~ /-2- (4-* 
h+->7iZ;W^>X^ = 2"V>'-;l/(480mgh -TV K— 
;U-5-*;b*>M(339mg) £DMF (20ml) [Cj§&? U JK^T 
fr*£tf£tf b->7y 'J VKv ? X^;K343mg)©DMFjgjS 
(1. 5ml)«jDS.fc 0 h Ul^^ay (253mg)£lHl 

lCft»l^;K200nl)i:*(200iDl)*linjlx #»Lfc. £ 
«ll*fi»fttI*-e5ifc»U h'J^AT'^ 10 

iR^60M) £ LTftfc. 
mp 157-159°C 

TzUWft C23Hl8N402-0.3H2 0<tLT 

f+Wfil (%) :C. 71.23; H. 4.83; N, 14.45 

nmm (%) ;c. 71.00; h. 4. si n, 14.34 

iH-NMR(DMS0-d6) 6 : 3.85(3H.s). 6.59(1H,s). 7.11(2 
H.d. J=8.8Hz). 7.45-7.60(4H,m), 7. 78(1H, dd. J=1. 6Hz, 20 
8.6Hz). 8.11(2H,d.J=8.8Hz), 8. 23(1H,brs). 8.30(1H. 
s), 10.13(1H.s), 11.38(1H,s), 12.65(1H,s). 

[0 12 9] ##ffJ4 4 
5- Ur'Jx * I I/7 5 y ^ V 9V 1 1) 7 5 J -2- (3-y 1- 

•*fl97b?»fcfl;£m(5-7 , 5 /-2-(3-* h*->7H 
;U)^VX-f S^^-Jl/) (0.48 g) i:4-i>'I^;U7 7 5/ 
£&Sit (0.41 g) £DMF (15 ml) fc»»U 
iPL^e.->7/';>K->"X^;U (0.34 g) <D0MF^jg 
(2 ml) *«TLT. 0*CT > 15»m«y*Stffc. »Sft* 30 
i&GfflZ HJX?;U75> (0.24 g)£fln*.T> SST* 
1 B^fr$ £ -fcf7c„ * 5 (c4->> ?;U7 5 y £ 'J >■> 
(0.26 g) £jjD*.T, SST18*Jfi!lfr*8:i?fc. 

* y -jbfr 5fflSJi LT. a!Bfcdaj«3MEef&$ 

(0. 57 g, iRs£69 %) t LT*#7c 0 
ftmMm C25H26N402-0.2 C4Hs02-0.2H20<5:LT 
f+gfil (%) :C, 71.12; H, 6.48; N, 12.86 
HUfil (%) :C. 71.12; H, 6.48; N, 12.86 
iH-NMR(DMS0-d6)6: 1. 14 (6H, t, 1=1. 0Hz), 3.42(4H,q,J 40 
=7.0Hz), 3.85(3H,s), 6. 73(2H, d, J=9. 2Hz), 7.01-7.07 
(1H,m), 7.41-7.48(2H,m). 7. 58(1H, d, J=8. 8Hz), 7. 71- 
7.80(2H,m), 7. 86(2H, d, J=8. 8Hz), 8. 20-8. 24(1H. m), 
9.80-9. 89(1H, m),12. 80(1H,m). 

[0 13 0] ##fJ4 5 
2-(4-j< h^->7x-;U)-5-r4-(bfa-^WJU)^V 

^Vji/i t = y ^ vx^r = 9V-\\, 

7>U :JVSHS"R #%W5b) T'i§*:5-7 H y-2-(4-* 
h*->7x-;U)^>X'C = ^' , y-;U(480mg), 4-(fcfP 
->U-W;U) (394mg)£DMF (20m I )K>§8?U * 50 



/$Tfr2-$t?&tf6->7/ 'J >Kv ; X5 : ;K343mg)©DMF 
j§j£(2ml)£JjD;*./co h 'J l^U7 = V (253mg) £1]Q 
TLtdfc, ft^lcMSfcsLfc. lBfF£&lc4-v^;U7 
5 y fc.° 'J v>> (256mg) £;SSn U SST** 6 K43B5F«afr 
fi(^fc»Mx*M200iiil) t7j<(200ml)^}ia 
tt&LTc,, ^«H*aETlci/3©#«S-KWi 

bb (662mg, iR$81X) <!: LTtl/c. 
7E^##r C25 H20 N4O2 -0. 25H2 0<t LT 
ItWffl (%) :C. 72.71; H, 5.00; N, 13.57 
HSJffi (%) :C, 72,67; H, 4.97; N, 13.59 
1 H-NMR (DMS0-d6 ) 6 : 3. 85 (3H, s) , 6. 33 (2H, t , 1=2. 2Hz) , 
7.11(2H,d, J=8.8Hz), 7. 53 (4H, t, J=2. 2Hz), 7.77(2H, 
d,J=8.8Hz). 8.07-8.21(5H,m), 10.27(1H,s), 12.66(1 
H.s). 

[0131] #%#]46 
S-f4-(N-tert-^l-»'>^Jl/7t;-j|/-N-y^;l/75y)^ 

>';<ji>17 ^ /-2-(4-^ht->7i-;i/)^>X<^ 

7^=f>PHMTv #%0J75b) Tiifc5-75y-2-(4-^ 
h*->7iX;l/)^>X-f5^V-;K480iiig), 4-(N-ter 
t-7 h - ;b-N-y ^;b) 7 5 y (528m 
g) £DMF (20m I ) KJgft? U 30$Tfr* S if fctf 6 >7 y 
'J >K>>'X5 1 ^K343mg)0DMF)gjS(2ml)^ljnS.rco 
h U X^b7 ~ V (253ng) «• mx.Tc'&, (CSillCS 
Lfco S51T*6»C22«IIBfl»**tf/5:*, ESSftlclHt 
X^;K200nl)i* (200ml )*unil» »*Lfe, 

g1b£%£ffi B B B JJ58)*(815mg ; iJX$86«) t LTii/i:,, 
mp 135-137°C 

Ttmft OR C27 H28 N4 04 • 0. 4H2 0 1 L T 
f+gfl (%) :C, 67.60; H, 6.05; N, 11.68 

nmm (%) ;c, 67,68; h, 6.05; n, 11.76 

1 H-NMR (DMSO-de) 6 : 1.44 (9H,s), 3.26(3H,s), 3.85(3 
H.s), 7. 11(2H,d, J=8.8Hz), 7.43-7.60(4H,m), 7.98(2 
H,d,J=8.6Hz), 8.09-8.24(3H,m), 10.25(1H,s), 12.68 
(1H,s). 

[0 13 2] #^#J4 7 
2-(4-y h^->7x-jU)-5-(4-^^jl/7~y^>-yV 

ju)7=y^>x-< = ^'y-ju 

##^J4 6T'^7c5-[4-(N-tert-7' h*->7^;l/*x;U-N- 
/^b)7 = y^>y-<;b]75y-2-(4-^ h*->7x- 
;l/)^VX'T = ^V'-JK516mg)©tg^5 l U>(20ml)>§ 
mz h'J7;U^PfP^(2ml)^J)P^ SST4E|Hfl'#S 
tffco -^ETlc>§!S^S^LT^6tl/c5Mg%lcfP^x 

80mg, 27«^{if;: <) 35$£;!*8LTff etlft^S 
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IEfc£f$3£$*ifeSgll (231mg, iJX^57») t LZmtc. 
mp 284-286°C 

7zmMfr C22 H20 N4 O2 • 0. 5H2 0 1 L T 
l+WI (%) :C. 69.28; H, 5.55; N. 14.69 
(%) :C, 69.52; H, 5.63; N. 14.35 
iH-NMR(DMS0-d6)6 : 2.75(3H,s), 3.85(3H.s). 6.29(1 
H,brs), 6.60(2H,d,J=8.8Hz), 7. 11 (2H. d. J=8. 8Hz). 7. 
49(2H,s), 7.83(2H,d,J=8.8Hz), 8. 10 (2H. d. J=8. 8Hz), 
8.15(1H,s). 9.81(1H,s). 
[0 13 3] ##0IJ4 8 10 

5-(5-^>K'jz)bi^)i/,-it_)b7;y-2-f4-y h-*->? 

##0J4 3Tlifc5-(5~r> F'J-Mt))l>tf-)l7 = S 
-2-(4-* h*^7iXJb)^>X^c$"V-Jl/(293mg)£ 

h v y tit umm (6m i) izmm u 10%/ \°5 Whmm (6 

0mg)£iDa.7m TkHUHfTR SST18^S!!L < 

^**»aJBI»* (125mg. iR$43« i: LTi§7c„ 

mp 151-153°C 20 

Ttmfttt C23H19N4O2-O.5H2O.fcLT 

%mm (%) :C, 70.30; H, 5.14; N, 14.28 

HS'tfi (%) :C. 70.65; H, 5.44; N, 14.28 

1 H-NMR (DMSO-de + CD3 OD) 5 : 3. 08(2H, t, J=8. 6Hz). 3.64 

(2H,t,J=8.6Hz). 3.85(3H,s), 6. 61 (1H, d, J=8. 2Hz), 6. 

97(2H,d,J=8.4Hz), 7. 15(1H, d, J=8. 2Hz). 7. 53(1H. d. J= 

8.4Hz), 7.62(1H,d, J=8.4Hz), 7.67(1H,s), 7.98(2H,d, 

J=8.4Hz), 8. 05C1H, s). 

[0 13 4] #%#J4 9 
5-(3.4-^ ht->»t^)H75y-K4-y h*-> 30 

y^l/UVSHftT, ##0J75b)T'i#/c5-7' = /-2-(4-p< 
h*->7 1 - JW'OX-f = £V-/l/(480ng) <fc3. 4-3?* 
h (438mg) ODMF (20m I ) >§& lC*fcT, $ $ 
6 ->7/ <J >I$v>X? jl/(343mg) CDDMF (2ml)J§>& 

=&ftPA7=o #K HJl^U7 = >(253mg)£j]n*;m 

fF^X^K200ml)^7j<(200ml)^})Di, tt&Lfc 

*75->5/a*5^f P7HcJ:y»S|LT, HiB<b^ 40 
**fifelSS(576iiig. iR$67X) <t LTiffco 
mp 149-151°C 

tc*5J*/t C25 H23 N3 04 • 0. 5Hz 0 <t L T 
fWfil (%) :C. 68.48; H, 5.52; N, 9.58 
HSUfi! (%) :C, 68.37; H. 5.68; N, 9.69 
iH-NMR(0MS0-d6+CF3C00H)6 :3.82(3H,s), 3.85(3H, 
s), 3.92(3H,s), 6.76(1H,d.J=15.6Hz), 7.03(1H,d.J= 
8.2Hz), 7.23(1H,d,J=8.2Hz), 7.25(1H,s), 7.32(2H,d. 
J=8.8Hz), 7.61(1H,d,J=15.6Hz), 7. 64(1H, dd, J=1. 8Hz. 



9.0Hz), 7.79(1H,d,J=9.0Hz), 8. 17(2H, d. J=8. 8Hz), 8. 
54(1H,d, J=1.8Hz). 10.58(1H,s). 

[0 13 5] ###J5 0 
5-(4-7'-fe^JU/s;>y>yjb)7'~/-2-(4-y h^->7iZ 

;b)^>X<5?7-/u 

7llzS>n®%T. ##0J75b) T-mtc5-7 = J-7r (4-* 
h*->7i-^)^>X'T = ^V'-iK480mg)<b4-7'*^ 
/USSStt (345mg) 0DMF (20m I ) JESUIT, fr* £if & 
ft^-sT S 'J Viv'lf^ (343mg) <DDMF (2m I ) JD 
^.7c„ 15»3^**1ffe^ h'Jx^;l/7 7 = X253mg)^ 
HQ*. tii^lCSafcBLfc. mP^lc4-7^^;U7 7 = 
y l^'J S?X256mg)*aaiD U SSK40B#|i3#* 
/c„ 5fS5SlCff^X5 1 ;K200nO < !:7j<(200ml)^J)nx, # 
SSLfc. SHW*JB*Bi«7f ^i/^AtJRTkWM^ h 

^1/-* SfflBfl LI, aiB<b£ft« 

A (430mg, iR3?56K) <t LT»fc. 
mp 276-278T 

7c«^/r C23 H19N3 03-0. 25Hz 0<tLT 
ftgfil (%) :C, 70.85; H, 5.04; N, 10.78 

mmm (%) ;c, 70, 76; h, 4.85; n, 10.85 

'H-NMR(0MS0-d6)6 : 2.66(3H,s), 3.85(3H,s), 7.10(2 
H,d,J=9.0Hz), 7.52(2H.brs). 8. 10 (6H, t, J =4. 4Hz), 8. 
18(1H,s), 10.42(1H,s). 

[0136] mmsi 

5-(4-7 f D^>^Jl/)7 7 = y-2-(4-y h»->7H 

;u)^>x-r~ffy-;b 

5-7 7 = /-2-(4-> t-*-/7x-M'<>X<f = ?y-)\, 
(790mg) 05DMF (33m I ) jgjfcte h U X^ )\>T =. > (SOIrag) £ 
JbP*.fc&* ^b4-7Q : EA:v^^;K761mg)a)THF^(3 

mi)*s8TLrc. Sja-pi9RH*»*stfrc«» sisjsic 

R»x^;K330nl)*tPii.s *(33ftnl)TRJfe»Lft. ffll 

LT> BfBfb£ft«3lfte£ B %(1.23g. JRs£89K) <!: LT 
mp 271-272°C 

TtJUttttr C2iHi6N30zBr^:LT 
f+»fl (%) :C, 59.73; H. 3.82; N, 9.95 
£3HI (%) :C. 59.77: H, 3.89; N, 9.98 
'H-NMR(DMS0-d6)6 :3.85(3H,s), 7. 11(2H,d. J=8.6Hz), 
7.42-7.58(2H,m), 7. 75 (2H, d, J=8. 6Hz). 7.95(2H,d,J= 
8.6Hz), 8.10(2H,d, J=8.6Hz). 8. 15(1H, brs) , 10.33(1 
H.s). 

[0 13 7] #%#J5 2 
5-(4-vX^;U7 7 = y^vyV;l/)7 7 = /-2-(4-^ h=fr-> 

Mki 7] 
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(c 2 h 6 ) 2 mQ^c-n-0^^ OCH3 >2HC1 

H 



3 9 TWfcS-M-SWll/T' 3 /"CW-f JW 73 
y-2-(4-* h*v/7xx;U)^yxy 3 2V-;l/(300mg) 
Ol*/-;KlOBl)j8jStC27KI^/-ibttffifk*J|E(1in 

L"c\ SI3^^^»feig B B a (335ng. iK*95«i:LT(i 10 

7C*»*ff C25H26N402 -2HCI-0.5H2 0i:LT 

ft*I (%) : C, 60. 49; H. 5. 89; 

N, 11.29 
mm (%) : C, 6 0. 7 8; H. 5. 95; 

N, 11.35 
i H-NMR (DMSO-d6 +D2O) 6 : 1.12(6H, t,J= 
7.2Hz). 3.51(4H.q, J=7.2Hz), 3. 91 (3H. s). 7.13(2H,d. 
J=9. 0Hz) , 7.29(2H.d.J=9.0Hz), 7. 77(1H, d. J=9. 0Hz), 
7.84(1H.d,J=9.0Hz), 8.00(2H,d. J=9.0Hz), 8.19(2H.d, 20 
J=9.0Hz), 8.47(1H,s). 
[0 13 8] «#0J5 3 

5-(4-v > 'x»ji/7 , = y^>yy^;i/)7 > = y-2-(4-^ 

7;bdr>»H«T. MHH9M T*f#fc5-7 5 /-2- (4-/ 
h+->*;U/1?=;b7 x -/U) a:>X-< S ^^-;K268mg) 
<t4->*l^b7 5 J (203mg) CDDMF (10m DiSiSK 

*#T, frJJ^iifi 6->7y 'J VHvX?;Kl72ing) 
©DMF(1ml)»}S*lin?L/-c. 15#fr**tffc«, HJXf- 
;U73 V(127mg)£ilP;l, ^K^SlcML/c, 1B3Fi3& 30 
K4- 'J * f- ) \> 7 3 J tl° 'J v > ( 1 28mg) £ UP * 6 K 68 
RK3^*«tffco SlS^lCffllX^jKlOOmDtTKdOOm 
I)*1D?L. »»Lfc. ^«U«fiflftl&7K7%^ «* 

-> -7 /» <t h U 7 A -pftjjl L fc. 

;^E;18S L T*# 5 *i7c?£ § ^ 777->27j7/*7P7 

T. fIia^!t!!5=&^fe^B B a (275iiig, iR$62K) <»: LT<# 

ft, 

tx^^/t C26 H26 N4 03 ■ 0. 25H2 0 £ L T 
tmm (%) :C, 69.86; H, 5.98; N, 12.53 40 
HiJffi (%) :C, 69.90; H, 6.01; N, 12.56 
iH-NMR(DMS0-d6)6 : 1. 14(6H. t, J=7. 0Hz), 3.42(4H,q.J 
=7.0Hz), 3.90(3H,s), 6. 73 (2H, d, J=9. 0Hz), 7.57(2H, 
s), 7.88(2H,d,J=9.0Hz), 8. 12(2H, d. J=8. 6Hz), 8.24(1 
H.s), 8.30(2H,d.J=8.6Hz). 9.89(1H,s). 

[0 1 3 9] ###J5 4 
2-(4-y K^->7xXJU)-5-(4-eaUvV^V^Vjl/) 

54a) 4~fcfaU-yVffiMIM>x?j|/ 

fES£/\ O: 7v7Z»(ll)(180mg), (S)-(-)-2.2'-tfX(-77 50 



i - )\,t- X 7 ■< / ) -1 . 1 ' - 1"^" 7 =f- (B I N AP) (740mg) fc 
<tlfKBt-fe->7A(4.56g)^H0P75X3lcAnx ft 
S*7;UJvBftLyc. #K4-7'pmS8l!x^u 
(4. 58g) i: tf P 'J -7> (1 . 71g) <D h JUx > (40m I ) £±fE7 
^XllKilPxf;:,, 757.UP«g^g7JHj'>§^U 7 
7UrJ>#IIST100°CT*24B5Rafr*3:t?/£:. 

fc«8tt*75-y->:ia5I^n?MC«fcy|*«LT, 
aiB<b£ft£SfEe& B l (2. 73g, ID&62K) £ LTiifc. 
1 H-NMR (CDC 1 3) 6 : 1. 36(3H, t, J =7. 1Hz), 1 . 99-2. 06 (4H, 
in), 3.35(4H,t,J=6.7Hz), 4.32(2H,q, J=7. 1Hz), 6.50(2 
H, d, J=9. 0Hz) , 7. 91 (2H, d, J=9. 0Hz) . 

54b) A-eny*j/$ Mmm 

4-t°P 'J 'jy £Jt#»x?JI/(2. 20g)£THF (15ml) [Z%M 
U 1N*»b*HJ9Ml5ml)*i)n;Lfc 0 {15*1*51^ 
«fcl*y-;l/(15ml)*lill;L JS-SfctLfcft. 70"C 
■e75BSH##3:tffc. SSfcMLTTlcfclinxfca* «tt 
*Ji*«*Lfc. 8ofc*Jl£if&x*JbT<ft;#U IN 
i£M(15ml)£J)P*.fc «faj**5HU *3t»» §£fc£L 
T. SHBfk^ : &MfeiiSB B B (1.79g, iR*94X) <!: LTif 
fc» 

iH-NMR(DMS0-d&) 6 : 1. 97(4H, t, J=6. 4Hz) , 3.29(4H,t,J 
=6.4Hz), 6.53(2H,d,J=8.8Hz), 7. 75 (2H, d, J=8. 8Hz), 1 
2.00(1H.s). 

54c) 2-(4-y- h^->7xXjU)-5-(4-ea'J->VA;v^ 

-ryi/)7 = y^>x-r = ^y-;u 

7ji/ifv»iam~R 5-73y-2-(4-* h*->7xx;u) 

^VX-T 3 5T7-yl/ (480mg) £4-¥a 'J (40 
2mg) 0DMF (20m I ) %%i'\jbG§Tfr : && tffctf 5 ->7 / 'J 
>»-7Ifil/ (343mg) ©DMFJgjS (1. 5m I ) £flP*.fc„ 1 5^ 
mz V >) X^;U7 3 y (253mg) ^ J)P^. N ^/z (CSSltM 
U 1^^(C4-vy ^;U7 3 y tf'J -7> (256mg;2. 1mno 
DSSWIDLT. *5lC38^A^$tff;:o Sf&SSicffflt 
X^K200ml)t7jc(200ml)^l)P^ #58Lfc W^S* 

fSSLU y^y-;U-THF^5^ a B B LT. HiBft^tt* 
»&^b b b (340mg, lR^41«) £ LTtf fc. 
mp 271-273°C 

7C^»*ff C25 H24 N4O2 - 0. 5 M e O H • 
0. 1 H2 OiLT 

l\WM. (%) :C, 71.18; H, 6.14; N, 13.02 
mm (%) :C, 71.03; H, 6.04; N, 12.96 
1 H-NMR (0MSO-d6 ) 6 : 1 . 99 (4H, m) , 3.33(4H,m), 3.85(3 
H.s), 6.60(2H,d, J=8.8Hz), 7. 10 (2H, d, J=8. 8Hz), 7.48 
(2H,brs), 7.90(2H,d,J=8.8Hz), 8. 10(2H, d, J=8. 8Hz), 
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8.17(1H,brs), 9.84(1H,s), 12.63(1H,s). 
[0 14 0] ###J5 5 

2- (4- ^ h ^ -> 7 x - ju) -s- (4- ■ j v y a: > ^ >r > b) 

55a) 4-^US>ygg.e.gi?X^j|, 
ftmi \7 v 7 2» ( 1 1 ) (90mg) , B I NAP (370mg) iS^timMH 
->'7A(4.56g)^HOP777.l]=lcSn^ ftW>*7>\> 
zJVMftLfctk HUXV(40Bl)*l]Dx/i:. 5WC4-7'P 
iSlfllfJl/ (3. 27ml) <h fcT^ U > V (2. 37ml) £J)D 

7;UJV»HSCT» 100t-e21PSISfr**t?fc. * 10 

8**3£u mtsat* law 

SU '<# Sftfc»fi»*77 , J'-:':i»7i»*P7 hied; 
•JHSLT, ^IEifc£^£>£Mfe£ B i(286mg. iR$6K) 

iH-NMR(CDCh)6 : 1. 36(3H. t, J=7. 0Hz), 1. 65(6H. brs). 
3.33(4H,t,J=6.0Hz). 4. 32(2H, q. 1=7. 0Hz). 6.85(2H, 
d, J=9. 0Hz). 7.91(2H,d. J=9. 0Hz). 

55b) ArWjyy8&ma 

4- U v>V SSSKx^b (280mg) (DX $ y -;l/(2. 4m 20 
l)S8«(E1N7l«Mb^ HJ7/»(2.4ml)£})P;u h 
7t KP75>(1.2ml)^JOxT. ®-%mt Lfc„ 5 

fc*@*iWl^JUT3fe»L, 1NtfH(2.4Rl)%llD% 
T. fF^X^;U-THF(g«tb : 2/1)S£*«?SiaiL 
ft. 3ffiTlE»Mft«*LT*fftM&*3BtU 3J»U 
£JiLT> fltBfc£ft£fte£A(178nig. iR$72K)<!:L 

iH-NMR(DMS0-d6)6 : 1.59(6H,s), 3.32(4H,s), 6.92(2 30 

H. d, J=9. 2Hz) , 7. 75 (2H. d, 1=9. 2Hz) . 

55c) 2- (4-y- h * -> 7 x ~ ) U) -5- (4- U -/V^V V 

-rju)7 = y^>7:^ = ^-y-ju 

7;U=r>PH§;T> 5-757-2-(4-y h+->7iZjH 
'OX'f S $V-Jl/(180mg) t4-tf^'J SV£S.8&(16 
2mg) cODMF (7. 5m I ) Jgjgl^JOSTfr * £ tf 6 -> 7 y 'J 
V»5?l^U(129mg)©MF(1nl)^;£l)n*fc. 15#& 
IC h 'J X^Jl/7 c V (95mg) £1)0 [C^SKM L 

fco 1B5H&lC4->>y. ?;l/7 = y k°U 5/> (96mg) ZMU 
U *Sfc24.5i5HltV*$tffc. 5l£*lcffWx*;l/(7 40 
5ml)i:7k(75ml)^Ja^ iKSLfc W«S«ffiffid«3ic 

i-^y-WbSLlU, Ill5{b^(138mg. iR 
$43%)^}i7t 0 

7t^##T C26 H26 N4O2 -0. 5H20<t LT 

imm (%) :C, 71.70: H, 6.25; N, 12.86 

mm (%) :C, 71.56; H, 6.29; N, 12.69 

iH-NMR(DHS0-d6+CF3C00H)6 : 1.67 (6H, brs), 3.43(4H, 

brs), 3.93(3H,s), 7. 22 (2H, d, J=8. 8Hz), 7.32(2H,d,J= 

8.8Hz), 7.79(1H,d, J=8.8Hz), 7. 87 (1H, d, J=8. 8Hz), 7. 50 



98(2H,d, J=8.8Hz), 8. 19(2H, d, J=8. 8Hz), 8.52(1H,s), 
10. 40(1H,s). 
[0141] #3T#J5 6 

2-(4-y h^->7xx;l/)-5-(4- : E;l/»uy^>v>'-Y;U) 

7gy^vX<^-yy-/u 

56a) 4-tJl/*'jyMS»l»Jl> 
ftK/<55*?MI I) (90mgh BINAP(370mg)fc«fctfK»-fe 
v7-M4.56g)£E^P757Ptd]P*.FW&7;l/Jy 
M&LfcSL HUX>(40ml)£lJP;Lfc„ ^l^-^P^S 
SS&xf-;!/ (3. 27m I ) <h ^b* U V (2. 09m I ) £iiD jL 7 

;u=r>#amT. 100*721 B3Miy*$tffc. ^»»* 

I^LTv eiBfc£4b«ftS&f£ft(796ng. iR*17K) <!: LT 

'H-NMR(CDCl3)6 : 1. 37(3H, t, 1=7. 0Hz), 3.28(4H,t,J= 
4.9Hz), 3.86(4H,t,J=4.9Hz), 4. 34(2H, q, 1=7. 0Hz), 6. 
86 (2H, d, J=9. 0Hz) , 7. 95 (2H, d, J=9. 0Hz) . 
56b) 

4-^1/* 'J y SH#Kx^;K790mg) C7)X 2 y -)l/(6. 7m 
l)58»K1N*lJMfc*- hU7A(6.7ml)^Dx. JfcfcTHF 
(3. 35m I )£})|] *T«D-;§>$i: Lfc„ J5J£o$£60 0 CT*13I$ 

1N£IK6.7ml)£})P;L RKl*/l/-THF(2/1)a£»» 

S!fc*U $£JHL"c\ OEfl:£4fc«*6l5JL (668mg. JR* 
96%) £ LTfifco 

'H-NMR(DMS0-d&)6 : 3. 25(4H, t, J=4. 8Hz), 3.74(4H,t,J 
=4.8Hz), 6.97(2H,d, J=8.8Hz), 7. 80 (2H, d, J=8.8Hz). 
56c) 2- (4-y h * -> 7 x XJ U) -5- J D > ^ 

7^a"V#HmTx 5-75 y-2- (4-y h*->7xxyU) 
^VX-f 5 ^V-;K480mg) tA-tlb* 'J J S*SSl(43 
6mg) C7)DMF (20m I ) 5§jglC, ac^TO* Stf 5 b ->7y 
U Vl5-7~x5 L ;K343mg)©DMF(2ml)^^})P^/c„ 15» 
^IC h U X^;b7 5 V (253mg) ^JjQjl. (C^SlcM 
Lfc. 1B#F^^lC4-v f y ^;U7 = y t°'J y V (256mg) 

5=-;K200nl)t7k(200ml)*llP3t, ^jSLft, ^S^M 

;U(8Wfc:4/K 20ml)S^*«f» DPaL&tfS^* 

ik^^(467mg, iR^55«) ^^#fc 0 
mp 283-285°C 

TtmUVi C25H24N4 03-H20<!:LT 

f+WfB (%) :C, 67.25; H, 5.87; N, 12.55 
mmm (%) :C, 67. 06; H, 5.57; N, 12.31 
1 H-NMR (DMS0-d6 + CF3 COOH) 6 : 3. 29(4H, t, J=4. 9Hz), 3. 
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78(4H,t,J=4.9Hz), 3.93(3H,s), 7. 07 (2H, d. J=9. 0Hz), 
7.32(2H,d, J=9.0Hz), 7. 79 (1H, d, J=9. OHz), 7.87(1H,d 
d,J=1.6Hz, 9.0Hz), 7.96(2H,d, J=9.0Hz). 8. 18(2H.d.J= 
9.0Hz), 8.52(1H,d,J=1.6Hz), 10. 35(1H. s). 

[0 14 2] #%0J5 7 
5- (1-X?;b-5-^ V K 'J Jb) A JU?R— Jb7 5 y-2-(4-y 

h^->^x~;b)A:>x^ = >Sf7-;u 
57a) 1-x^b-TV K-Jb-5-flJb;K>§g 
7;bJ>PBm~F\ -f > K-;U-5-*;b*>^(2.66g)(D 
DMF(49.5ml)»«lC*)&T60Katt*JlMk+ h U£A(1.4 10 
5g)£inx30»IHfr*3;tffc«x 39ttl?;K3. 30ml) 

fcijiijL sissies u *sicsa?4iisra#*« 

tf/c„ E(SjSK*(500ml)t1M«B(20Bl)*llD^ WfM 
X*jl/(300ml)?ttai Lfc. W*W£fi»dtS*?iJfc3» 
SEatSlfc. S9a*THF-x*y-^SSjg« 
(SflUt : 2/1, 30ml) L. 1N7j<S?<b^" h 'J 1 ? It (25 

DSHD*. IWi*/l/T?«iStiLfc. tttUiK%ffindffi7K 

tt(2.39g, 4K*77«)tttfc. 

i H-NMR (CDC 1 3 ) 6 : 1.49(3H, t, J=7.4Hz), 4.21(2H,q,J= 
7.4Hz), 6.63(1H,d. J=3.2Hz), 7. 20 (1H, d, J=3. 2Hz), 7. 
38 (1H. d, J=8. 8Hz) , 8. 00 (1H, dd, J=1. 6Hz, 8. 8Hz) , 8. 51 (1 
H.d. J=1.6Hz). 

57b) 5-(1-X»Jb-5->f y K U >ls)1J)\stf-H7~ 7-2- 
(4-> h^->7x-Jb)^>X-r = IV-JU 
7;b=r>SamT> 5-75/-2-(4-^ h*->7iZ/W 
'<>X-1'5£V-;b(480nig)£:1-x? : jU-1'> K-;b-5-ft 30 
^/1?>K(398mg)ODMF(20ral)Jgj«l^ zK^TA^S-tfft 
^b->7/ 'J >^i/If : ;K343mg)a)DMF(1. 5m I 
lH]*.7c„ 15»«lCh'Jl^/U75V(253rag)^lJfl^ ft 
* fc^SlCK L7£„ mF^^(C4->'p< ^75 / tf U 
V(256ng)*JP?i, 37R|B*»*Stffc. Sl&KlcRBX 
^;K200ml)<t:7K(200nl)^PA. ttiSLfc. *ilSIJf£§a 

Z^Dy-HciyfftJgL ffWx^b->4ry-iUfi»5 
Sfe B B LT> BIB<kd«&fl!te£A(511iiig. iR$62«)<!: 40 
LTifc. 
mp 209-21 1°C 

ftmftffi C25 H22 N4 02 • 0. 75Hz 0 1 L T 
ft«I (%) :C, 70.82; H, 5.59; N, 13.21 
HUffl (%) :C, 70.90; H, 5.75; N, 13.22 
iH-NMR(DMS0-ds)6 : 1.40(3H,t, J=7.2Hz), 3.85(3H,s), 
4.28(2H,q,J=7.2Hz), 6.61(1H,d, J=3.2Hz), 7.11(2H, 
d,J=8.8Hz), 7.52(1H,d,J=3.2Hz), 7. 54(2H,brs),7.60 
(1H,d, J=8.8Hz), 7.83(1H,dd, J=1.6Hz,8.8Hz), 8.11(2 
H.d, J=8.8Hz), 8.22(1H,brs), 8. 30(1H, d, J=1. 6Hz), 1 50 



0. 15(1H,s), 12.66(1H,s). 

[0 14 3] #5f#J5 8 
5-(1-X^I/-5--r> F>)-)\,)t))\,*;-l[,7~S-2-(4- 
* h-*->7xXjb)^>X-f ~3~y-;b 
S8a) 1-x^;bY> K'J >-5-1j 

l-IfJM> K-yb-5-ft;b*Vt£(1.64g)<DHJ7;b* 

nmm (i 6m i ) mmz ioh/ <o aks (o. 33g) 

JILT. ffliE{b£**SM§feeJ&(1.17g. iK$71«)<!:L 

iH-NMR(CDCl3)6 : 1.19(3H,t,J=7.2Hz), 3.02(2H,t,J= 
7.2Hz), 3.26(2H,q, J=7.2Hz), 3. 54 (2H, t, J=8. 6Hz), 6. 
36(1H,d,J=8.2Hz), 7.74(1H,d, J=1.8Hz), 7.88(1H,dd,J 
=1.8Hz,8. 2Hz). 

58b) 5- (1-X?jb-5--< V K U -)\s)t>)\sX-)\sT = /-2 
-(4-y h*v7xXJbW>X-r = lV-Jb 
^Jl/drvSHST. 5-7 5 /-2- (4-* h*->7ix;b) 
"OX-f = $r V-Jl/ (48fag) <!: V K 'J V-5-7D 
rt/#>i£ (402mg) <DDMF (20ml)>§^tC v JjcJSTfr*!: if & 
#b->7/ U >K$?X*M343mg)©DIIF(1. SmDJgjg* 
JPxfco 15#&lC HJ X*;b7 5 V(253mg)£!)D*s ft 
^fc^atHLfc. 1^P^(C4-v f ^7 t ;b75ytf'Ji>' 
>(256mg)£i]P;L ^ST** StEtfUSHil^S-tffc. £ 
jS£lcB^X^/b(200ml)<h*(200ml)£l)D;L. tti&L 

T-iaiLfco tetti&«XEaMU 5SS*&l£77-yS/iL 
»5i**n?ME«fcyfll»«s fPltx^yb-y^y-jb 
fr5IIIS H B B LT» ai3ft^*S«5&Bf H (318nig f HX$39 
%) <!: LTii/co 
mp 208-21 0°C 

7imtttfi C25H2-)N402-0. 5H20<!:LT 
I+WI (%) :C, 71.24; H, 5.98; N. 13.29 
H;!JfI (%) : C, 71.41; H, 6.14; N, 13.12 
'H-NMR(DMS0-d6)6 : 1. 12(3H, t. J=7. 2Hz), 2.99(2H,t,J 
=8.4Hz), 3.23(2H,q, J=7.2Hz). 3.46(2H, t, J=8.4Hz), 
3.85(3H,s), 6.54(1H,d,J=8.2Hz), 7. 11 (2H, d, J=8. 8H 
z), 7.48(2H,brs), 7.71 (1H, d, J=1. 8Hz), 7. 76(1H, dd, J 
=1.8Hz,8.2Hz), 8. 10(2H,d,J=8.8Hz), 8. 15(1H,brs), 
9. 83 OH, s). 12.62(1H,s). 

[0144] m%ms9 

S- (4- *J?n &\,7 = J AC V M T = y-2- (4-* h * 
->7xx;bW>X-f = ffy-Jb 
59a) 4->-7d £Jb7 = y ttflS»x*Jb 
SM/^y^Adl) (90mg). BINAP(374mg)fe c j;7j : ^lt-tr 
-> 1 ?i»(2.28g)^ZOP75XU(CAn, (*ggl?^7Jbdf 
>@86 Lfc, ^IC4-7P tSlfitlfib (2. 29g) <!: >* 
7°atf;b7~>(1.21g)(DhJbX> (20m I ) -£$£±1 E7 
^XZIlcJlP^., 7;b:J>HB^T100°CT'41BiP E gfr2-$ 
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iMtSVDZm&mVn (347mg, iRs$n4K) t LTfffc. 
1H-NMR(CDCI3)6 : 0. 94(6H, t. J=7. 6Hz), 1.35(3H.t.J= 
7.2Hz), 1.63(4H,m), 3. 29 (4H, t J=7. 6Hz), 4.31(2H.q. 
J=7.2Hz), 6.58(2H,d. J=9.0Hz), 7. 87 (2H. d, J=9. 0Hz). 
59b) 4-'J7nt:i\,75/ft!Mm 

4- ^7Pt^U7Sy£,f,SS£x^;l/(340mg)<OI$y- 

i \> (2. 72m i ) mmz 1 mmt-t h u 7 a (2. 72m i ) ^jp 

* 6 KTHF (1.36m I )£*][];*.. *g— ; iSiStLfc^ 70X7-1 10 

ft«S«*«ET.cS:6Lfc. a-3fc*fl*H«x 
^l/TiSfc#U 1Ntg&(2.72ml)£l]niL itKx^iUT'tt 

U IHiLTHIEfk£**aR&l£ll<251ing. iR^84«)^ 

TH-NMRtDMSCH^S : 0.89(6H,t, J=7.4Hz), 1. 55(4H,m). 
3.29(4H,t,J=7.4Hz). 6. 64 (2H, d. J=9. 0Hz). 7.70(2H, 
d.J=9. 0Hz). 

59c) 5-(4-v>7P£/b7 = y^>y-ni/)7 = y-2-(4- 20 
y h^->7iX/b)^>X>f S-Sfyy-Jl/ 
7JU3>f?HST, 5-7 = y-2-(4-^ h+->7i3) 
t>X-f 5 ^V-;K240mg) <t4-v^P KjWS y £S 
§SE (233ng) ODMF (1 0m I ) ^jglc, 7j<}$Ti(>>* * tf&tf S 
->7/ 'J >B3;i^;K172ng)ODMF(1. 5ml)^^J)D^ 
Tco 15»^(uh-'jX^b75>(127rag)*llD7t, 
SiBfclS Lfc. 1B3IH&IC4- -7* */U7S y tf 'J v> (12 
8nig)*linjL S3?*5fc110B§iafr3$trfc o £{&3K 
»cSWx^Kl00ml)i:*O00iil)*liD7L. ft 
«W*tMDft«*Ts»»L, »MthU7AT« 30 
Lit. aEETlcj8«*a«LTf5fcaB«J*77vi/a 

Tx BiBfcdft«*K&£A(252ng. iR*57»)tLT» 
ft. 

mp 135-137°C 

TtJtttflr C27 H30 N4 02 • 0. 25H2 0 • 0. 2Ac0Et t LT 
ttlWi (%) :C, 71.86: H, 6.96; N, 12.06 
Hfflffl (%) :C. 71.94: H, 6.96; N, 12.02 
^-NMRCDMSO-deJfi : 0. 92(6H. t, J=7. 2Hz), 1.57(4H,m). 

3.32(4H,t.J=7.2Hz), 3.84(3H,s), 6.70(2H.d, J=9.0H 40 
z), 7.10(2H,d, J=8.8Hz), 7. 37-7. 58 (2H. m) , 7.84(2H, 
d,J=9.0Hz). 8.09(2H,d, J=8.8Hz), 8.16(1H,s), 9.83(1 
H.s), 12. 62 OH, s). 

[0 14 5] ###J6 0 

5- u- (N- a: y ~j ) u-N- y * ) u) 7 = y ^ y v? ± i H 7 = y - 
2 -(4-y h»->^i-ju)^>x-r = >yy-jb 

60a) 4-(N-^V-^I^N-y»JU75y)^Mg»x^/l/ 
ffl$y\ 0 7 ~JOk(\ I) (90mgh BINAP(374mg)fc<tl>"^-b 
->OA(2.28g)^ZoP757.Z!Atl, IftSSfcTfrzSy 
E&L7c„ 3Wc4-:7n : E£AS»l*/l/(2.29g)£l»->< 50 



^; b^: v -y';U7 = >d . 45g) © mux y (20m I ) %m*± 

T»fc»9** 7 5 y -> a 2> 5 A <7 P ^7 h «fc »J AH L 
T» BIB<b^**JSfe»tt*(8B6ng. «33K) £ LTi# 

iH-NMR (CDC13) 6 : 1. 35(3H, t, J=7. 2Hz). 3.11(3H.s). 
4.31(2H,q,J=7.2Hz), 4.62(2H.s), 6. 69 (2H. d. J=9. OH 
z), 7. 16-7.37(5H,m), 7. 90 (2H, d, J=9. 0Hz). 
60b) 4-(N-^y-y>-N-^^;U7^y)^aft^ 
4-(N-'<V>^l/-N-y ^;U7 = y )£M§I?x?jH880mg) 
4>X$y-;K6. 52ml) jgj&KINzkSHk:/- h 'J 7/* (6. 52m 
I) <hTHF(3. 26ml)*lmii.^— »*t U 70fP14B3H:&» 

U 1WgK(6.52ml)£liD*.> tfEKx^l/-THF(g*BJt : 
1/1)S£»tt?HittiLfc. XETI3*tt£«£U «fffl 
%*31*U SSfeSfkU KJSLT* BtB<bSft&*K&£il 
(750mg, iR$9594)<!: LTii ft, 

!H-NMR(DMS0-d6)6 : 3.11(3H,s), 4.67(2H,s), 6.73(2 
H,d.J=9.0Hz), 7.17-7. 37(5H,m), 7.72(2H,d, J=9.0Hz). 
60c) 5- U- (N-/Q-7JI/-N- * * l\A 7~S<<yV'(l\AT 

~/-2-(4-y h^7i-;i/K>X^?y- ;u 
7;nr>HHST. 5-7 = y-2-(4-y h*->7ixyl/) 
^VX-f 5 ?y-yK480mg) 4:4-(N-^>5/;b-N-^5 1 ;U 
7 5 y ) fiAStt (507mg) ODMF (20m I ) JJC^T*^ 
$^-tfS:^b-y7y 'J Vffi vX^^(343ng)(7)DMF(2ml) 
»»*llDil7c. 15»«tC h l Jx^;U7 = V(254mg)=&l]D 

tf'J v> (256mg) « flnjL SKUORHi^* *tf 

fco Rf5i«lc| , flSx^;K200ml)<!:7jc(200ml)^J)D^ 

*Lfc. ft«w**ETKa«L, «fa»*%uu e 

j^LTx IIlB{k^^-;^feH-ttB B B(622mg, iH$67%)<>: 

nip 163-165°C7t^*/T C29 H26 N4O2 • 1. 5 
H 2 Ot LT 

l+Wffl (%) :C, 71.15; H. 5.97; N, 11.44 
HUfl (%) :C, 71.03: H, 5.80; N, 11.28 
iH-NMR(DMS0-d6)6 : 3.14(3H,s), 3.88(3H,s), 4.70(2 
H,s), 6.80(2H,d,J=8.4Hz), 7. 21 (2H, d, J=8. 4Hz), 7.23 
-7.37(5H,m), 7. 63 (1H, d, J=8. 8Hz). 7. 70 (1H, d, J=8. 8H 
z), 7.87(2H.dJ=8.4Hz). 8. 20(2H, d. J=8. 4Hz), 8.33(1 
H.s). 10. 08C1H, s). 

[0 14 6] #%0IJ6 1 
2-(4-y K^->7xXjU)-5-f4-(N-y^yl/-N-7Pbf;l/) 

75y^>yyjU7 = y^>x-r = ^y-;i/ 

61a) 4-(N-y^JU-N-7Pb°Jb7~y)^.mS6t 
7)\,Jym®fLT, 4-y ^;U7 = y &SSm (3. 02g) O)0 
MF(60nl)>§>glc60X>4tt7j<^k^- h >) 7A(1.76g)*llP 
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?L 15#fr*3;-»f7c&» a7<fc7Ptf;K4.88ml)£})P 

gST^6lC67^^$^tf/t 0 SlS^Kf^X^ 
;K300ml)<t7k(300ml)^))P^ £$^1 £#}$L7c„ jg» 
*«ET KS£ L TH fcBSW&x $ / - ; K40m I ) lz% 
frU W*mtt\*>JOL(m\)Zm7L. 70°CT67^ 

X^l/T^U lWS»(35Bl)Sttl3l, ffllfil/Ttt 
ttiLfc. ttU»«XE9tgU «H1**%11U 
U KJSLTx fMIB-fk-^^^^^gfe^^ (2. 54g, iR*66 
%)<tLT?#fc„ 10 
iH-NMR(DMS0-d6)6 : 0. 88 (3H, t. J=7. 4Hz), 1. 54(2H.m). 
2.96(3H.s), 3.34(2H.t,J=7.4Hz), 6. 68 (2H. d. J=9. OH 
z), 7.73(2H,d, J=9.0Hz), 12.03(1H,s). 
61b) 2- (4-.* h-:£->7iX;l/)-5-r4-(N-;><?J[/-N-7P 

7/l/dTVf?a«;T, 5-7' = y-2-(4-y h+->7iUb) 
^VX-T 5 y V'-;K480mg) ^-(N-^jU-N-XPfc^b 
75/) £Mtt (406mg) <DDMF (20m I ) SSIC, zIOSTfr 

* $ -tf & b->7yj VlhTX^U (343mg) <DDMF (1 . 5ra 
\)%y&ZmZtc 15#&(Ch'JX^l/7£>(253nig)£ 20 

/tf'J 7> (256mg) £JjP*., SiST* 6 l£38BSBafr$3: 
iffto S)S-»lCKKx^;K200inl)<t7K(200nl)%Jiajl, 
ttiSLfc. ^«Wl*fi«filfckT-3!t»L, «6*BMW-h 
'J *ETfc»«*«* LT»fcHS* 

-x-t^SWSJbLT, UB<k£ft«ft&£A(524 
mg, JR$63«)iLT?i/c. 
mp 179-1 81 "C 

TtSttlVr C25H26N402 -0.25H20-0.6Me0H<tLT 30 

(%) :C, 70.161 H, 6.65; N, 12.78 
H$!HI (%) :C, 70.06; H. 6.66; N, 12.73 
1 H-NMR(DMS0-d6) <5 : 0. 90(3H. t, J=7. 4Hz), 1. 57(2H,m), 

2.99(3H,s), 3.37(2H,t,J=7.4Hz). 3.85(3H.s). 6.75 
(2H,d, J=9.0Hz), 7. 11 (2H, d, J=8. 8Hz), 7.40-7.60(2H,b 
r d). 7.88(2H,d,J=9.0Hz), 8. 10(2H,d, J=8.8Hz), 8.18 
(1H,s), 9.87(1H,s). 12.65(1H,s). 

[0 14 7] ##0J6 2 
5-r4-(N. H-7x*;l/7 ~ J ) **\W;V>(\\A T ~ 7-2 
-(4-/ ht'>7iZ)l>)^V^54f;-Jl/ 40 
62a) 4-(N.N-v>x»<l/75y)jt»;l/gaSBtert-^ 
2k 

tert-7 h*->* h 'J 7M2. 16g)(DTHF(100ml)i§jSlC 
^iflT^k4-^ □ □ ^ ^;U^>"y Y ;K3. 98g)(DTHF (10m 

ssl, «s**x-x;uTttajL. aaj*«*, tafus 

S*©IBU:afc» Lfc 0 «ETIE*«*S4 LTWfcaS 

* ^£.t§lnert-7'?/U£SEfe&.P a (2. 5g, iR$54») 

£: LT*# fco 50 



'H-NMR(CDCl3)6 M.60(9H.s), 4.61(2H,s), 7.44(2H, 
d.J=8.6Hz), 7.98(2H,d. J=8.6Hz). 
{# <E>tLtc4-<? P P ^ 7-/l/£H§&tert-7^K2. 5g ; 1 1m 
mo I ) CDDMF (22m I ) Jg&fcge&a 'J 7 A(1 . 52g) £ -7x^; U 
7S>(1.21g)*]||jL Kl"P18«ia»**tffc. Ti§ 
U «SE»8 L T»fc«SteS 7 5 •> -> 

1<!a(2.58g, immt LTfflc 
>H-NMR(CDCl3) 6 : 1. 04(6H, t, J=7. 0Hz), 1.59(9H.s), 
2.51(4H.q.J=7.0Hz), 3.60(2H,s), 7. 39 (2H. d. J=8. 2H 
z), 7.93(2H,dJ=8.2Hz). 

62b) 4- (N. N-7l»Jb7 = J ) * ^l/SMSi? KU7)b 

4- (N, N-7x^b75 /) P« ?Jl/£S#Ktert-7>Jl/(1. 
62g) ©Wk> * U V (10m I ) y&fefc h 'J 77 1/* PRK (4m 

S-aT16.SRHI]!J»*$tfrc. ElSSSftEjl 
IBLTSfcaSfclcafcicx-T^l/Siina.. «fdHJj*5IJ 
U ISJiLT, a§Bfc£tt«*!Ee£A(1.86g, iR*94« 
t LT?#7c. 

iH-NMR(DMS0-d&) 6 : 1. 23(6H, t, J=7. 3Hz), 3.09(4H,q,J 
=7.3Hz). 4.39(2H,s), 7. 66(2H,d, J=8.4Hz), 8.02(2H, 
d, J=8. 4Hz). 

62c) 5-r4-(N.N-7x^jU7 = y/^jb)^>9VJbl7 

= y-2-(4-y h^->7x-;b)^v7V = ^yy-jL 
7;b=T>#HST. 5-7~/-2-(4-^ h+v-7H/l/) 
^>X'-< H ? (480mg) £4- (N, N- vX^U7 5 7 ) 
^ l/£,ft§lE h'J7MP IfKiM (675mg) ODMF (20m I ) 
mmc, ;MTfr$£tftttf 6->7V 'J >ffi-7x^U(3 
43mg)©DMF(2ml)J§5S^l)D^.fc„ 15#&fc h 'Jx^;U7 
5V(456mg)£ilUiL »*U:SE»CRU *6KS-aT2 

?pp*;UA£Jjq*, 5;8c«»EStg 
U «B**75y->a»5^Q?hJCJ:»J«IIIL 
T, HIB<b^=&^fe^(412mg. lR*48H) t 
fc„ 

7C^»W C26H28N402-0.5H20<hLT 

I+Hfl (%) :C, 71.37; H, 6.68; N. 12.81 

nmm (%) :c, 71.49; h, 6.39; n, 12.80 

'H-NMR(DMS0-d6)6 : 1.00(6H,t. J=7.2Hz), 2.49(4H,q,J 
=7.2Hz). 3.61(2H,s), 3.85(3H,s). 7. 11 (2H, d, J =9. OH 
z). 7.43-7.59(4H.m), 7. 94(2H,d, J=8.2Hz), 8.07-8.21 
(3H,m), 10. 17-10. 24(1H,m), 12. 68(1H. s). 
[0 14 8] #%ffJ6 3 

5- (4-7X^;U7~y^>^Vjl/)7~/-2-(4-tl Kn^ 
->7XXJU)^>X^=^'-Jb 

3 9 Ti§7c5- (4-7'X^jU7 5 94 M 7 5 
/-2-(4-/ h*->7xX;l/)^>X-r = -?V>'-;l/(311mg) 
<D^k/^U>(31.1ml)J§jS[C, -60°CT-3. 5MHI 
it*Vm<Dt&it*1-\s> : %%. (1 . 0 7ml) *lDiL» 
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JSfiLT* SiB<bSft*ttei£j|(108nig. IDR36K) t L 
mp 192-194°C 

7clft#«T C24H24N402 -0.5H20t LT 

IrWI (%) :C, 70.40; H, 6.15; N, 13.68 10 
HUfl (%) :C, 70.46; H, 6.06: N, 13.66 
iH-NMR(DMS0-d6)S : 1. 14(6H, t. J=7. 0Hz). 3.42(4H.q,J 
=7.0Hz). 6.72(2H,d, J=8.8Hz). 6.90(2H.d, J=8.8Hz), 
7.35-7.56(2H.m), 7. 86 (2H. d. >8.8Hz). 7.97(2H.d.J= 
8.8Hz), 8.15(1H,s), 9.70-10.0(1H,m), 12.52(1H,s). 
[0 14 9] #%0J6 4 

s-[2-u-Jn^iVT = yyjL-io)7^ii,]T~y-2- 

64a) 2-(4-7 7 ~/7x-/l/)^tert-7? l ;U 
2- (4- - h □ 7 x " ; U) ff m (9. 06g) <h DMF (231) © h /l/I 20 
V (20m I ) SSSElCtfifli* *+f U /K6. 44m I ) SSTF U § 
S?3B3fiaiy*£tffc. >S«*i*E"Rr:93£LT*§fc» 
S**THFlE$g»L, tert-7 h*->* 'J 7 A (6. 17g)<DT 
HF (200ml ) fiS-»^*5STK»T Lfc<> SlfrX£1fe«1l5 

mi) sin*. mD«iftiKfi}«{c%»L^. ssi^ia 

jS**556 Lfe. 3;8£^©$ $7U t>*f)l77 -j is 3. 
*^^p-7HCj:yai«LT, 2-(4-~ hP7i-/U) 
i«tert-7?^l/*JR&iea(1.18g. iR$10X) <!: LT*§ 30 
ft. 

i H-NMR (CDC 1 3 ) 5 :i.45(9H. s). 3.64(2H,s). 7.45(2H, 
d.J=8.6Hz), 8.20(2H,d, J=8.6Hz). 
i6tlft:2-(4-I hP7x-;b)fff^tert-7'^/Kl.09g) 
CD* 2 / - J 1/ (20m I ) SgjRfc 1 OK/ -77 (0. 2g) £ 

tax.. immmfLT. ika^swc. 

L. *a*BETfcBiLT, SmbSft*»tt»(0.9 
3g, jea«)£LT»fc. 

iH-NMR(CDCl3) 5 :1.43(9H, s), 3.40(2H.s), 3.45-3.70 
(2H.br), 6.64(2H,d, J=8.4Hz), 7. 06 (2H, d, J=8. 4Hz). 40 
64b) 2-(4-7X?;b7 7 = y 7 x - /U) ffEjgtert-7? 1 /!/ 
2- (4-7 5 / 7 x ~ ;U)ff^tert-75 L /K0. 91 g) , 
•J 7^ (0. 912g)Ji«fc l/3'7lkIf/K2. 06g)©DMF(9ml) 

;Kl00nl)*UPjlv *(100nl)-ps!E»Lfc. W*t!£ISSJ 

75->->a*7A7P'7r-lc<fc , JIISLT. HfB<b£% 

(0. 94g, iR^79« t LTi#/co 
iH-NMR(CDCh)6 : 1. 14(6H, t, J=7.2Hz), 1.44(9H,s), 
3.33(4H,q, J=7.2Hz), 3.40(2H.s), 6. 63 (2H, d, J=8. 8H 50 



z), 7. 10(2H, d, J=8.8Hz). 
[0 15 0] 64c) 2-(4-7'x?/l/7 , = y7x-;l/)ffElg 

= hU7;u^aiaMS 

2-(4-7X5 1 /l/7'5 / 7 x X/l/)ff^tert-7>/K0. 93g) 
©a{k^^U>(20ml)»;aiChiJ7;b*nfffll(2nil)% 

fc@LT. aiBfb^**ifttt«(2. Og, £ffiW)£LTi# 
/Co 

'H-NMR(CDCl3)6 : 1. 15(6H, t, J=7. 2Hz), 3. 43-3. 72 (4H, 

broad), 3.76(2H,s), 7.50(4H,s). 

64d) 5- T2- (4-7x^/1/7 = y7xXJU)7 7 -t?^/L/l7 > = 

y-2-(4-y h»->^xx jb)^>7:-r = ^7-jb 

T'/UdfVPSimT, 5-7' = y-2-(4-^ h*->7xX/l/) 
'OX-f a #7-/l/(480mg) <!:2-(4-v ! If /b7c/7i 
X/U) F- U 7 P ^" □ (1 . 19g) ©DMF (20m I ) >§ 
•B^SSTS/TV 'J V8h7x?;l/(343mg)©DMF(2ml)>§ 
SSfclfljls 15^lc h i ;x^;U7 7 5>(1.01g)^l]a^ 
T> *6l;:i4B§iafr*Stffc. Sl5jSlcKSlx^;K200 
ml) <h7j< (200ml )£})[];L »»Lfc. W8IJI£ifrfa&tg7j< 
T*>Jfc#L. &*^+HJ7A7?fc«Lfc. ;METK>§ 
J8*fS36LT»rc»a**75'y->iA5^^P7 hit 
J: y BUILT, aiBfc^*»tBfel»*(564mg. 1R^66 
« £ LTiifc. 
mp 127-131X 

7L* tt*/T C26 H28 N4 02 • 0. 25H2 0 1 L T 

tmm (%) : C. 72.12; H, 6.63; N, 12.94 

HlJfl (%) : C, 71.93; H, 6.60; N, 12.98 

i H-NMR (DMS0-d6 4- CF3 C00H) 6 : 1. 02(6H, t, J=7. 0Hz), 3. 

61(4H,q, J=7.0Hz), 3.82(2H,s), 3.92(3H,s), 7.30(2H, 

d,J=8.8Hz), 7.58(4H,s), 7. 63 (1H, dd, J=1. 8Hz,8. 8Hz), 

7.79(1H,d.J=8.8Hz), 8. 19(2H, d. J=8. 8Hz), 8.36(1H. 
d,J=1.8Hz). 10.72(1H,s). 

[0151] ##W65 
5-r4-(N-tert-7 r-^->7^;l/^Xjb-N-X^/U7'~y)^ 
7-S-2- (4-^ h *->7 x X/b) =. 

65a) 4- (N-tert-7 h *->ft Jl/rtxjIHKE* \V? = S) 

7)1*3 VflST> 4-(N-tert-7 h *->*;U*-/|/7' = 
/ ) fiJftSKl* ;K3. 98g) ©DMF (30m I ) tem^ES^m 
'Jhm^miti- h 'JOlx (0. 66g) £fiP*.. 30»ir-* Stf fc 
a7fbl^/l/(1.5ml)£fll]*.* SST**6lt15^ 

*t*tfrc. s&ftfcBt&i^/uooomnfcjin** tK(3o 

0ml). BMPftffl*?Mi*j!fe»Lfe, «ETl=*JI*9* 
LT»fcaa»«x^y-/K50ml)lc»»L» 1N*^b 
^-h'J7Iv(22.5iiil)i:THF(25ml)^l)PK.T. SO'C^. 5B5 
F^A^Stfft. SflS»'\*(50inl)*ttl5l. ^^j§{i^B 
*L. Ifflftl^iU-pjJfe^a. 1N«»(22.5nl)*llD7L. fP 

»x^/Ki5omi) -pttsi l/c. aajj«^ia»^ti7kT'jjfe 

5m aE3B«LT«fai»*5WL» ttSL. HIB^b^ 
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VnZm&ftttik (3. 76g, W94K) t LTmko 
1H-NMR (CDCt3) 6 : 1. 20(3H, t, J=7. OHz), 1.47(9H.s). 
3.75(2H.q.J=7.0Hz), 7. 34 (2H, d, J=8. 6Hz), 8.08(2H,d. 
J=8. 6Hz). 

65b) 5-r4-(N-tert-7h*i/;rjjb7K-Jb-N-X?<l/7 = 

y)^>9VjUl7 7 = y-2-(4-^ h*->7xxjbW>x 

7;bdT>PHMTs 5-7 = 7-2- (4-* h*->7iZjb) 
'OX-T = ?V-,lK720mg) i:4-(N-7 
-N-I^Jl/75y)SB#^(836mg)ODMF (3 0m 10 
I) 5§5l$'V §ST->7/ ijym-Jnm (5 1 4 m 
g) <Dmf(2m\)-%fe*mz.tco 15#&K h 'JX^U75 
>(380mg)5-JP^ *blC18^^A^^-tf'/io JxfS&'N 
fF^l^;K300ml)<t:7k(300nl)^})Dx, tt&Lfco W*& 

fco METK>§&£g£ LT^7c?Mg*&)£7 5 -> a £ 

(1.24g. 1R$85W i LTlf fco 
mp 128-132°C 

7E^tttfr C28H3oN404 - 0.5H20i:LT 20 

(%) : C, 67.86; H, 6.31; N, 11.31 
HUffi (%) :C. 68.07; H, 6.26: N, 11.25 
iH-NMR(CDCl3)5 : 1. 13(3H, t. J=7. 2Hz), 1.48(9H,s), 
3.66(2H,q,J=7.2Hz), 3.77(3H,s), 6.81 (2H, d, J=8. 8H 
z), 7.19(2H.d,J=8.6Hz), 7.46(1H,brs), 7.77(2H,d,J= 
8.6Hz), 7.92(2H,d,J=8.8Hz), 7.94(1H,s), 8.60(1H. 
s). 

[0 15 2] #%#J6 6 
5-r3-(4-y h*->fl/l/*--JU7x-;U)7ae7t--jUl7* 
= y-2-(4-y h^->7x-JU)^>XY = >5fV-;b 30 

Ti^ymmnT. 5-7 = /-2-(4-7 h+->7n;n 

'<>Xl'5^^-;K360nig)<!:3-(4-y r-*->flJU*'x/l/ 
7 1 - M zfa Vg? (328mg) <DDMF (15ml) jg&'V g 
>£T->7 / 'J >U -7'x^;l/ (257ng) 03DMF (1. 5ml) 
iD^.fco 15^lCh'Jx^l/75V(190mg)^i)n^ £ 
6lc22^F^$$€/co J5lS$Kgfg?x^Kl50ml)<l: 
7jc (150ml )^SDAs ttifcL/c, £*SfI£;fEETl;:&1/5{*; 

b b b (550mg. iR$85«) <!: LT}#/£„ 

mp 213-215°C 40 

Timfttfi C25H23N304-0.5H20<t:LT 

l+WI (%) :C, 68.48; H, 5.52; N, 9.58 
USUI (%) :C, 68.38: H. 5.54; N, 9.70 
iH-NMR(DMS0-d6)S : 2. 68(2H, t, J=7. 6Hz), 3.03(2H,t.J 
=7.6Hz), 3.84(6H,s). 7. 10(2H,d. J=8.6Hz), 7.15-7.57 
(2H,br), 7.43(2H,d, J=8.2Hz). 7. 90 (2H. d, J=8. 2Hz) , 
7.85-8. 15 (1H.br), 8. 07 (2H, d. J=8. 6Hz), 9. 97 (1H.br 
s). 12. 62 (1H, s). 

[0 1 5 3] #%<9J6 7 
5-(4-X?Jb7~/^>9Vjl/)7 = y-2-(4->< h*->7 50 



ixju)^vx-r = ^v-ju 

###J 6 5 Tl#7c5-[4-(N-tert-7' h* VT^U* x;b-N- 
I^U7 = /)^>^'T;l/]75/-2-(4-/ h*->7H 
7U) ^> X-T H # V?- 7 1/(1 . Og) (Di^k* ^ L> > (20m I ) jg 
jg^h'J7;U^PffPlt(2ml)^}in^ ^;ST16^^$ 
* fc. S^aETl-S* LTilfc^te^x^ y- 
iWCjgjSU 8«x^y-;btt7> : E-7^}ia^.7JU* l J 

^l/i§^iiE;I8iU flTfcbW^lXU ISJiLT. M 
Bib£VDZ : ,m&&i' B O50mq, 95K) <!: LT^i7c„ 
7t3t#t/T C23 H22 N402-0. 25H20-0. 2AcOEt i: LT 
f+^fl (%) :C, 69.96; H, 5.95; N, 13.71 
USUI (%) :C, 69.94; H, 5.99; N, 13.67 
iH-NMR(DMS0-ds)6 : 1. 20(3H, t, J=7. 2Hz), 3.12(2H,dq, 
J=4.6 and 7.2Hz), 3.85(3H,s), 6.22(1H, t, J=4.6Hz), 
6.62(2H,d, J=8.8Hz), 7. 10 (2H, d, J=8. 8Hz), 7.37-7.59 
(2H,m), 7.81(2H,d,J=8.8Hz), 8. 10(2H,d, J=8.8Hz), 8. 
18(1H,s), 9.81(1H,s), 12.62(1H,s). 
[0 15 4] ###J6 8 

5-(4-x^i/7~y^>v>Vji/)7~y-2-(4-b Kn*-> 
7x-/i/)^>x-r^^v-;b 

#%#J6 7Tlifc5-(4-I^b7S/^V^'r;b)7 = / 
-2-(4-* h + ->7i-;U)^>X'rS^'v!'-;K387mg)(7) 
£{fc;>< f- U > (38. 7m I ) jgfc'V -60°C T'3. 5ME*<fc* 7 
^0tg<kP< U> (1 . 42m I ) £J]njL Ill&JgT^Otffr * $ 

iffc JxiS^KK-^j^flDTL ;*:iciSifQaw7j<^j)ns. 

i5/-)H47>€z7a^ 7;U73 l J1fl;:L 

hlcj;y If 1^ Lfdg, ^ ^ / bUSSa! L 
T, MIB^!fS3^»fe^B B B(244mg, iR^66«) t LT'& 
fc. 

mp 184-186°C 

7E^7*#r C22 H20 N4 O2 • 0. 5H2 0 • 1 . OMeOH tLT 
tmm (%) :C, 66.81; H, 6.09; N, 13.55 
UliJffl (%) :C, 66.90; H, 6.25; N, 13.51 
'H-NMR(DMS0-d6) 6 : 1. 19(3H, t, J=7. 1Hz). 3.11(2H,q,J 
=7.1Hz), 6.22(1H,t,J=5.3Hz), 6.62(2H,d,8.8Hz), 6.9 
1(2H,d,J=8.8Hz), 7.46(2H.d,J=8.8Hz), 7.81(2H,d,J= 
8.8Hz), 7.98(2H,d, J=8.8Hz), 8.15(1H,s), 9.79(1H, 
s), 9.9K1H.S), 12.52(1H,s). 

[0 15 5] #%#J6 9 
2-(4-y H»v7iX/l/)-5-r3-(4-r KD7xXjb)0U 

5-7 = /-2-(4-y r-*->7xXjU)A:>X'rc^y-;U 
(360mg) (DTHF (30m I ) - DMF (1 5m I ) S^Jg^*^ 
T-f V -> 7 >^4-X h □ 7 x - J U (250mg) OTHF (5m I ) >§ 
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iffco VffiiliLrdiSi'BZZmL. THF, I-x 

yUTIiaatm K*LT. BiEfb£**ftfe*SB(362 
mg, iR*60K)£LTi#7c„ 
mp 297-299T 

7E*5ttJT C21 Hi 7 Ns04 -HCI -0. 25H20-0. 75DMF«h LT 
tiUiU (%) :C, 55.94: H, 4.80; N, 16.13 
HSKI (%) :C, 56.13; H, 4.97; N, 16.19 
iH-NMR(DMS0-d6)6 : 3.91 (3H, s). 7. 28(2H, d. J=8. 8Hz). 
7.42(1H,dd,1.8 and 8.8Hz), 7.73(3H.d-like. J=9.2H 
z), 7.96(1H,s). 8.21(2H,d, J=8.8Hz), 8. 23 (2H, d, J=8. 10 
8Hz), 9.95(1H,s). 10.14(1H.s). 

[0156] mm7o 

5-r3-(4-y = y7x-JU)^b^Kl-2-(4-y h-*->7i 
##0J6 9 7f»ftKW h + ~>7i -;b)-5-[3-(4-" 

huyx-Mo^ wox-< = ?y->\,-imm(2o 

2mg) CDOMF (15ml ) BSBS'MOHy ^5 y'O^f (41mg) £1)0 

T;i*8LTiifc^g^^^y-;ufres^ B B B LT. e 20 

Kfb^ftS&felSfi (138mg, iR^74%) <h LT?ifc= 
mp>300°C(#f$) 

7C*»*It C21 H19 NsOa - HCI -0. 25H20i LT 

i+Wi (%) :C, 60.87; H, 4.99; N, 16.90 

H;lffl (%) :C, 60.86; H, 5.02; N, 16.88 

i H-NMR (DMSO-de) <5 : 3.87 (3H, s) , 6. 97 (2H, d, J=8. 8Hz) . 

7.19(2H,d,J=8.8Hz), 7. 20(1H, dd, 1.8Hz,8. 6Hz). 7.39 
(2H,d, J=8.8Hz), 7.57(1H,d. J=8.6Hz). 8. 01 (1H. d. J=1. 
8Hz), 8.15(2H,d,J=8.8Hz), 8.93(1H.s), 9.20(1H,s). 

[01 57] 7 1 30 

2-(4-y h»->^x-;U)-5-(4-b°P'Ji>V^>VV;b) 

##$J5 4T'flfc2-(4-;>< h + ->7iZJW-5-(4-ePU 
SV^V^-nW 7c y^VX-f c 2V-;K330mg) <7>TH 
F (20ml ) JgjR^. 8KI $ y -Jl/ttffi<b*3R (1 . 5m I ) Sin 

*fc*x-xJl/?*2ife3*L. laSLT, aiB1bdft$£il 
1f^*(320nig, iR¥82Jl)£LT»fc. 

TG^ftlft C25H24N402 -2HC|-0.1H20<tLT 

tt»<i (o/o) :C, 61.63; H, 5.42; N, 11.50 40 
HI'KI (%) :C, 61.54; H, 5.47; N, 11.42 
iH-NMR(DMSO-dfi) 6 : 2. 00 (4H, t, J=6. 2 
Hz), 3. 3 3 (4H, t, J =6. 2 H z) . 
3. 92 (3H. s) . 6. 62 (2H, d. J = 
8. 8H z) , 7. 3 0 (2H, d, J =9. OH 
z) , 7. 7 6 (1 H, d, J =8. 8 H z) , 

7. 9 1 (1 H, d d, J = 1 . 8 and 8. 8H 
z) . 7. 94 (2H, d, J=8. 8Hz) , 

8. 3 4 (2 H, d. J = 9. 0 H z) , 8.5 1 
(1H, d. J = 1. 8Hz) , 10. 24 (1H. 50 



s) . 

[0 15 8] ###J7 2 

5- (4-t 7 - j spy * My = y-2-r4-(4-7 = y^< 
y y-r;b) T 7 ; y 7 1 - M * w<yx<f = 

72a) 5--ha-(4-- hD^xryUy^J^^VX^-^ 

y— ju 

2-(4-~ hP7i-;U)Sffe£ (5.04 g) fcDMF (1» £T 
HF (40 ml) iCjgSU Wb*WJiU (3.92 ml) %S 
TLTSST'1. 5BSH#**trfc. *«*«EB£»THF 
(40 ml) C©j8?S*4-X hP-1,2-7iXU 

Vv>'7c> (3.06 g) £ h 'Jx^l/TS V (4.58 g) CD 
THFjgjS (150 ml) 0°ac^Jfl L&tfeSTF LT 

*£**iHlxT. *rttitt*3ffiLfc. p 
-HUi>XJb*>«-*«*(0.76 g) £*->UV (1 

oomi) tBiBL. vvsmmmmzuLho ?m&ME8 

5nfcll<*^-> ij ^yyb^j P7 h ^"57 -f -T'*l 
ISL. B^x^UTft&LT fflKfcSa*tBfef8* 
(1.99 g, 1R$33«) irLTiifco 
i H-NMR (DMS0-d6 ) 6 : 4. 45 (2H. s) , 7. 62-7. 66 (2H, m) , 7. 
68(1H.dJ=8.8Hz), 8.09(1H,dd, J=2.4 and 8.8Hz), 8.2 
2(2H,m), 8.43(1H,d,J=2.2Hz). 

72b) s-T~y-2-a-T~yyT-)i)>j^)^yx^=. 

#%0>J72a) T*me>ntzit£VD (1.49 g) £THF (100 m 
I) KJiOtL IOK/^v^B&I (0.30 g) £l)Da.T * 
*IJIimT65B3FEg*WT£fiijIrc£^fc. -fe5-f h*> 
i&K£^TfW®£P££Lfd£. »«*aES7*LT» H 
!Wb£tt*ite!»* (1.20 g, ^195) .hLTiifc. 
' H-NMR (DMSO-ds) 6 : 3.89 (2H,s), 4. 60-4. 90 (4H, m), 6. 
39-6.53(4H,m), 6. 91-7. 16(3H, m), 11.49-11. 60 (1H, m) . 
[0 15 9] 72c) 5-(4-_ hP^V'7<;l/)7 = y-2-r4 

-(4-zha^y;>r;H7£/7iz;H^fMvX^ 

##W2b) TSSnfcft^tt (320 mg) £HJx*Jb 
7 = > (326 mg) £DMF(10 ml) iCjgjSL, tg{b4-JZ h 
□^>y-f (540 mg) £flD.*-t\ g;ST-72Bf ^6^3: 

B5**3BtL. »B**1N zktMk^-h'J'JA (10 ml)- 
y^/-;U (30 ml) K>§8?LT SS?2BSia#*$ 
tffc„ SMI«a(EV£«. 7j< (30 ml) £1N imZDUx. 
TpH 9fcLfc&. tfttiViiZZmU *T->Jt;fLT, SIB 
{bd*«Stft«* (640 mg. IGR89K) <!: LT^fc 
iH-NMR(DMSO-de) 6 : 4. 17(2H.s). 7. 35 (2H, d. J=8. 4Hz), 
7.44-7.49(2H,m), 7. 74 (2H, d, J=8. 8Hz), 8.03-8.40(9 
H.m). 10.57(2H,m), 12.23(1H,br s). 
72d) 5- (4-7 = J 2r£ I U) T 7 ~ > -2- r4- (4-7^ = ^^ 
>^H/)75y7i-;Hy»Jl/^VX^5^-Jl/ 
3MS0972C) TSSnfdb^* (0.40 g) ^rDMF (10 ml) 
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mJi^-JOkixm (80 mg) *JPiT> * 

*&)£3SiJU >§«£«ES£U S/x^l/X-^UfcUQ 
tLT> *M)£31SU ^LT^ Mf5<b£*!a£;3&iife 

(190 mg. iRl£53K) £LTi#7Co 
mp 183-185°C 

TLMfttirM C28 H24 N6O2 -0. 5C4Hio 0-0. 8H20<t LT 
l+WI (%) :C, 68.24; H, 5.84; N, 15.92 10 
H1MI (%) :C, 68.24; H, 5.79; N, 15.76 
iH-NMR(DMS0-d6)6 : 4. 13(2H.br s), 5.74(4H,br s), 
6. 61 (4H, dd. J=2. 2 and 8.8Hz). 7.27(2H,d, J=8. 6Hz) . 
7.42(2H,s), 7. 70-7. 77 (6H. m). 8.03 (1H,s). 9.73(1H. 
s), 9.76(1H.s). 

[0 16 0] ##0IJ7 3 
5- (4~ Ka^V^Vjb)7 7 = y-2-r2-(4-- hP^>W 

73a) 3-><>s;^»->^»l/^-Jl/7£y^abr3t->W 
(i-y^-y (1.78 g) £4N TjC^b^h'J^A (5 ml) 20 

tUbawl/tffOV+S' (3.75 g) £4N tJcK 
fc*HJ$A (6 ml) *EJS3Sjaz#ffiStt*»}$rSJ: 
dlCOiClCfcSlLatfSlHIjL 0°CT-1 B3IHUb x **tffc. 
S^^X-xyUT-^m 1N igffifcSDjlTpH 2-3K 

b b b (4. 12 g, 1R$92«) <h LT?#fc„ 

1 H-NMR (CDC 1 3) <5 : 2. 39(2H, t, J=7. 0Hz). 3.20(2H,q,J= 

6.6Hz), 5.01(2H,s). 7. 30-7. 38 (5H, m) , 12. 21 (1H.br 

s). 

73b) 2r(lr*>Vl\,**~/1il\,X-l\,7ZSX*i\,)-S- 30 

#%0IJ73a) TWStlfdbSft (1.12 g) <hDMF 
=&THF (30 ml) fcS8»U CCtC^fll LfctfSttfb** 
+f'J;U (0.65 ml) ^5STLT> 0°CT'1. 5RP^$$tf 
7co ;gffi£XE3£& THF (10 ml) ICSSU C<D» 
j££4-X hP-1,2-7xXU>v7~ > (0.77 g) <h 
h'Jx^;l/7 = V (1.05 ml) OTHFigJS (50 ml) EfHCO 

tiosaiLfttfsarFLT, o-czmbsh, sstsbs 

TtT. «r***51iLfc. HSftfcHtttp- HHV 40 
X^*VK-*jBJ*!!l (0.95 g) £ Hl/X>(100 ml) K 

nfcSSto* -> 'J t> flltl 5 ^ <7 P 7 h- 7 -f - T« 

i«lt\ muitsvBZim&mikBmte a 21 g. nx$ 

71«)tLT?#7co 

iH-NMR(DMS0-d6)6 : 3. 06(2H, t, J=6. 8Hz), 3.51(2H,q,J 
=6.2Hz), 5.01 (2H, s). 7.32(5H,m), 7. 42-7. 48 (1H. m), 
7.63-7.68(1H.m), 8. 07(1H, dd, J=2. 2 and 9. 2Hz), 8.39 50 



(1H. m). 

[0161] 730 5-7;;-2-f2-7;yifib)^ 
sx-<~w-i\, 

#%#J73b) TiiSftfdb^ (0.60 g) 
(30mi) tcamu \auV7 s JVUim (0.1S g) «M 
7i<SPH»T50^P^AntTSto3i7t^?To7co * 

LTv SIB{b^^^fe*B B BffJiH* (0.32 g, 

1 H-NMR (DMS0-d6)6 : 2.73-2.80(2H,m), 2. 89-2. 96 (2H, 
m), 4.62(4H,br s), 6. 44(1H, dd, J=1. 8 and 8.4Hz), 6. 
60(1H, d, J=2. 2Hz) . 7. 12(1H, d, J=8. 4Hz). 
73d) 5-(4-x KD^:vvyYJl/)7 7 = y-2-r2-(4-X 

hQA:>9Vjb)7' = yx^ji /Mvx^ = ^'7-jb 

##0J73c) ?»&nfdb£ft (320 mg) .hh'Jx^b 
T-SV (440 mg) £DMF(15 ml) fcigflSU !Hb4-X h 
n^yJ-flU (670 mg) gST*67B§R3fr$$ 
tffc, jg«g«SE8£& ISSJfiWzlcfcjjefciiDjLTs w 

a»*5uu «s»*im Tkn^h-u^iv (5 mn- 
y^y-ju (30mi) ic?§s?lt. >arF2«nfr*$ 

tffco SiSS^ES^ 7jct1N i£&£j)D;iTpH 101C 
Lfc». *rtiitt*3ffiU **</-Jl/?sJfc»LT» SUB 

vc&Wcnm&sm (590 m g , ir*69 d t lt»^. 

mp 150-152°C 

7t^»«Hi C23HisN606 -H2 0<!:LT 
ftflfil (%) : C, 56.10; H, 4.09; N. 17.07 
S3H1 (%) : C, 56.27; H, 4.21; N, 16.99 
1 H-NMR (DMS0-d6 ) 6 : 3. 12(2H,t, J=7. 0Hz), 3.76(2H,q,J 
=6.8Hz), 7.45(1H,br s), 7.50(1H,br s), 8.06-8.10(3 
H.m). 8.21(2H,dJ=8.8Hz), 8. 32 (2H, d, J=9. 0Hz). 8.38 
(2H,dJ=8.8Hz), 9.04(1H,t, J=5.6Hz), 10.54(1H,br 
s), 12.32(1H,br s). 
[0 16 2] #%0J7 4 

5-(4-7 7 = y^:v'7-rji/)7 7 = y-2-r4-(4-7 7 ~y^:>v>' 

74a) S-^V^I/^-^^^Jl/.-KxjI/T 7 ~ Sl^MM 

s-y-y^nm (5.20 g ) ^4N ymiti-i-vvi* (13. 
5mi) izmmu mtbi\'$'<yy*z/ (8.33 g) ^4n 

XMiti-t-Vyl* (11.5 ml) S5(SSS5Stf7iU»'Jtt 

sniff *j:?»coTte>$aiLatf6iin7L, ot-e^BSia 

zj^^tf/c. SESjS^x-x/UT^m 1N JSKSJlP 
^TpH 2-31CLT, WHi»*5BlU I^JiLT. HIBIb 
^t^afe^S (10.13 g. 1R$91«) iLTJifco 
1 H-NMR (CDC 1 3) 6 : 1.56-1. 64 (4H,m). 2. 38(2H, t. J=7. OH 
z). 3.22(2H,q,J=6.6Hz), 4.78(1H.m). 5.10(2H,s). 7. 
34-7. 37 (5H. m). 

74b) 2-(4-^>-yj^^->^jumx^7 7 = y^;U)-5- 

*#«974a) T'tiSnfdb^ (5.03 g) £DMF (1») 
■&THF (100 ml) icJgfSU 0°C(C^inL^^6^bf 
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+f'J;U (2.61 ml) ^j&TLT. 0°CT' 1 mrSfrZZi* 
tc %m%K%£&. THF (10 ml) fc»»L. CfciS 
M4-rhD-U-7iil/>->7cV (3.06 g) <!: h 
'jI=^l/7 7 S> (2.44 g) OTHFjgiS (150 ml) WZOX 

icj&aiLatfsarFLT, o*c?2B5ibl £3?2B3h 

Jl/IV7.;l/*>tt— 7J<» (1.90 g) £ NHX150 m 
DKKSU 8RMl»jSBB3iELfc. S»I«»ES^ 
ttSlfittdctftttxf^l/fclH]**-. *«J|*#ttU 7k 10 
£fi»a*S*?3fc3§H,. tt*tttt7-MJ9i»?tHau 
«K*«ES* Lfc. !§6tlfc«B**-> 'J t>7>\,t>3 

JH»LT> SIB1k£fee»«e£Bl (2.85 g. iR$ 
39H)<tLT*§/i:= 

i H-NMR (DMS0-d6)<5 : 1.44-1. 56 (2H.m), 1. 72-1. 83(2H, 
m), 2.89(2H,t,J=7.2Hz).3.04(2H,q, J=6.8Hz), 5.00(2 
H,s), 7.33(5H,m). 7. 64 (1H, d. J=8. 8Hz). 8.07(1H.dd,J 
=2.2 and 8.8Hz), 8. 38(1H, d, J=1.8Hz). 

74c) 5-7 = j-2-(4-t~ sy+iU^yX't 20 

##0J74b) Tmentdt^Va (1. 41 g) £THF (30 ml) 
(70 m-DlCJMSU lOW^v^AreS (0. 
20 g) £jjn*T> **»H«T15«IB<)HtT«tt3i7c* 

**Ee£LT, n»bd*«3HlfilSA (0.52g. iR 
*67W £LT»fc. 

1 H-NMR (DMS0-d6 ) 6 : 1. 32-1.47 (2H. m) , 1 . 65-1 . 80 (2H, 
m), 2.56(2H,t.J=6.8Hz).2.67(2H.t.J=7.2Hz). 4.70(4 
H,br s), 6.42(1H.d. J=8.4Hz). 6.58(1H,s), 7.10(1H. 
d,J=8.4Hz). 30 
[0 16 3] 74d) 5-(4-_ hQA:vW^)7 7 ~y-2-r4 

- (4- _ h □ *v i u) t = y 7 i ui ^ > x* = # '7 - 
2k 

##W4c) T*£S*lfc{k£» (205 ng) <kh'JX*/U 
75 V (0.35 ml) £DMF (20 ml) fcjgjgU 0°ClZ}$ 
iPLSzyS^fW-- h □^CW-fVb (390 mg) £Jjn*. 
T, 0*C-P3«lilfr**tffc. »«K«*E8£& 
SWtK (30 ml) <t7k (30 ml) £flD*.T\ ttrtij^SlX 
U &gtfo£3N *»fWMJ9i» (2 m\)-*$S-)[, 
(10 ml) »c»J»LT. IST'lWfrJStffc, 40 
MES£^ * (30 ml) <t1N m&^liUATpmzLtz 

(410 mg, JR¥81») £ LTUfc. 
iH-NMR(DMS0-d6) 5 : 1.62-1. 66 (2H,m), 1. 81-1. 89(2H, 
m). 2.79-2.88(2H,m), 3. 18-3. 25(2H,m). 7. 38(1H, d. J= 
8.4Hz), 7.48(1H,d,J=8.2Hz). 7. 99-8. 09 (2H, s), 8. 20(2 
H.d,J=8.4Hz), 8.30(2H,d,J=9.2Hz). 8. 37 (2H, d, J=8. 6H 
z). 8.82(1H,m).10.47(1/3H,s), 10. 53(2/3H, s), 12.16 
(1H.s). 50 



74e) 5-(4-7 = y^>9VjU)7 7 ~y-2-r4-(4-7 = y^ 

##0J74d) ??#bftfdb£% (300 mg) */$/-)\, 
(10 ml) Kj§8?U IOKM^v^Ae^I (40 mg) £fiD*. 
T> **»BaiT18l«H]&»ltT«l!*3l7c*ff-3fc. -b5 
*h*ttfcJ:oTtttt£tt5£Lfc«» £«$ftE9£ 

^Hfe^elfiJiH* (140 mg. 1R$53«) £ LT^ifc. 
mp 160-162°C 

Ttm-Htm C25 H26 NsOz -0. 7C4H802 - 0. 6H20.!: LT 
Iffifil (%) :C, 64.84: H, 6.42; N, 16.32 

mmm (%) ;c, 64.78; h, 6.41; n, 16.42 

1 H-NMR (DMS0-d6 ) 6 : 1 . 55-1 . 59 (2H, m) , 1. 76-1. 80 (2H, 
m), 2.78-2.86(2H,m), 3. 15-3. 30(2H,m), 5.52-5.71(4 
H,m), 6.52(2H,d,J=8.4Hz), 6. 59 (2H, d, J=8. 8Hz). 7. 39 
(2H,s), 7.56(2H,d,J=8.4Hz), 7.72(2H,d, J=8.8Hz), 8. 
01(2H,m), 9.72(1H,s). 
[0 16 4] ##0J7 5 

75a) 2-(4-y h*->:7i-Jl/)-5-X h-n^y^-iy 

4-lhP-1,2-7iZl/V-/?iV (7.66 g) .kHJX 
^UT^SV (7.59ml)£THF (450 ml) O'ClZ 
3$SPL.Stf6Efk4-y h+Wyy^jb (9.80g) fcffll 
*."c\ 0"C?30#» aa-P2.S«IB]!J»*Stffc. jftttSX 
Eg£SL *<kaSa«»* (100 ml) fcSPjlT, tfrStitSl 
^5l!L/c„ (400 ml) *lCSg)SLs 

Sfitt (20 ml) *tnx.TimWtHt&frf**l£rc. 

ftLT. aE{k^»*iiieei»*(n.5o g. mas%) 

iH-NMR(DMS0-d6)6 :3.87(3H,s), 7. 16(2H.dt. J=3. 0 an 
d9.2Hz). 7.73(1H,d, J=8.8Hz). 8. 12(1H,dd. J=2.4 and 
9.2Hz), 8. 18(2H,dt, J=3.0 and 8.8Hz). 8.43(1H,dJ= 
2. 2Hz). 

75b) 5-7 7 ~y-2-(4-y h^->7iXjU)^VX-T = #9 
i#W5a) T*f#Sftfdk£% (3.00 g) 

d50mi) \z%mu m/^~/iLi%m (o.4o g ) £&n 

^1- *^SHST21B#Pa6HtTJSM5l7t*fTr3/c. t 
Lfc if SftfcBStoS > 'J 73 -501/73 5 A? □ ^7 h 73 

?4-?mmLT. atBik^tt«3tfi&ta^ (1.82 g , 

iR$68») tUTJifto 

'H-NMR(0MS0-d6)6 :3.82(3H,s), 4.85(2H,br s), 6.49 
(1H,dd,J=1.8 and 8.4Hz), 6.67(1H,br s), 7.05(2H,d, 
J=8.8Hz), 7.23(1H,d.J=8.4Hz), 8. 00 (2H, d, J=8. 8Hz). 
75c) 2-(4-y h^->7iZ ) b)-5-(4-lhP^y;Vib) 

7~y<yXJ~w->i, 
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#*«75b) T-mSntdtSm (717 mg) <th'Jx^b 
75V (324 mg) ^DMF(15 ml) lCj§ft¥U 0°ClC^Sn 
L*fi 5 5^b4-- hd'O^-Ob (566 mg) £1]P*.T. 

y-Jb7s!t»LT, BE<k#**efel»* (1.03 g. iR 
=P88W ,tLTi#7c„ 
mp 289-291 °C 

tlUMHI C21 Hie N404 -0. 3H20<>: LT 

ftSffl (%) :C. 64.05; H, 4.25; N, 14.23 10 

H»I (%) :C, 63.96; H. 4.22; N. 14.33 

1 H-NMR (DMS0-d6 ) 5 : 3. 85 (3H. s) , 7.13 (2H, d. J=8. 8Hz) , 

7.54-7.56(2H,m), 8. 12 (2H, d, J=9. 2Hz), 8.20-8.25(3 
H.m). 8.39(2H,d.J=8.8Hz). 10. 61 (1H. s). 

[0 16 5] ##0J7 6 
5-(4-7 7 ~y^>->VjL/)7' = y-2-(4-y h*->7iX 

#%W5c) ?»S*lfc<k£» (200 mg) £DMF (15 ml) 
iCjfflHL, 10%/^^^^aS* (40 mg) *ti\XT. 7k 
*SH*T14RM*»»tT»ltta7c*ff-3fc. -b^-Th^. 20 

6 ftfcJMMfc* v"J 73 A =7 U 1 a h >?=? 7 -f -T* 
ffii^U y^y-rtHrWx^jbtfSStSJlLT, SIB 
fk£»*afel»* (25 mg, iR*14X) t LT» fco 
JBRtftfrfil C21Hi8N4O2-O.5H2O.hLT 
fttMB (%) :C, 68.65; H, 5.21; N, 15.25 
HSJffl (%) :C. 68.35; H, 5.33; N, 15.46 
iH-NMR(DMSO-de) 6 :3.84(3H,s), 5.72(2H,br s). 6.61 
(2H,d,J=8.8Hz), 7.10(2H.d. J=9.2Hz). 7.50(2H,m). 7. 30 
74(2H,d,J=8.4Hz). 8. 09(2H. d. J=8. 8Hz). 8.18(1H.m). 
9.78(1H,br s). 12.60(1H,br s). 

[0 16 6] ##0J7 7 
2-(4-b KDt->7iZ)l>)-5-(4-I taty^MT 

#%#J75c) TtiStlfcfk^tt (100 mg) £tg{k*^b 
V (70 ml) ICBSL, -78°Gc;S*PL&tf6H^k«5 
m (0.51 ml) £}]P*.T. -78°CT15tt. MSTW^fr 
7jC7j<*l)D^.7c^ taf0SW7K^Iin^T7>l/73 
'JttlcLTfr6. «raa**5ffiU 7k<!:**/-/bT>5t 40 
>f>LT, fflKfk£1fe*jtfe*»* (510 mg. iR^76«) <!: L 
Tflfc. 
mp>300°C 

7t^»«Hl C2oHi4N404-0.3H20i:LT 
l+gfil (%) :C, 63.26; H, 3.88; N, 14.75 
H»M (%) :C, 63.43: H, 3.63; N, 14.68 
'H-NMRtDMSO-deJd : 6. 91 (2H, d, J=8. 8Hz), 7.42-7.60(2 
H.m), 7.96-8.20(3H,n),8.22(2H,d,J=9.2 Hz), 8.39(2 
H,d,J=8.8Hz), 9.93(1H,s), 10. 50(1/3H,br s), 10.60(2 
/3H,br s), 12.60(1H,m). 50 



[0 16 7] #%#J7 8 
5-(4-7 7 = y^>V>Vjb7' = y)-2-(4-b Kat->7iZ 

£*0J7 7T?»S*lfc{k£tt 050 mg) £*$/-;b 
(30 ml) lOK/^v^Aroiti (30 mg) £jjp*. 

T. 7k^|?HaT19^6HtTSftiS7c«ffofc. -b^ 
h3i^c«J:oTM«£l82iL7m jgfti&XEfmL 
T\ IIIB<k^^efe^ B B B (130 mg, iR$94%) <h LT 

mp 203-206°C 

tc^»*HB C2oHi6N402 -H20<!:LT 
tmm (%) :C, 66.29; H, 5.01; N, 15.46 
SII'M (%) :C, 66.41; H, 5.08; N, 15.29 
iH-NMR(DMS0-d6)6 :3.18(1H,s), 5.71(2H.s). 6.61(2 
H,d,J=8.6Hz), 6.89(2H,d,J=8.6Hz), 7.45(2H,br s), 
7.75(2H,d,J=8.8Hz), 7. 97 (2H, d, J=8. 6Hz), 8.10(1H,br 
s), 9.76(1H,s). 

[0 16 8] #%#J7 9 4-r4-r5-(4-~ hn^y^VJb) 
79a) 1-^CVv ; JU-2-(4-y h»->7i XJb)-5-X h 

vx< ^ y v-^ fejrTji-^v ->yi/-2-(4-^ ht->7i 

#%fiU75a) T»f»6tlfc<k*» (6.00 g) £THF (200 m 
I) iz^MU 0Xiz)$liiLr£tfi~>60%;mymitl-b>J 
OK (1.79 g) ^DP^Tv 0°CT'20»3b^$tffc o Mfk 
"CVSM (3.98 ml) *i«jLT, gSTIBSHIK ?6lC2 
2B3Bi)DJI&a3ftL7c. ***«fiPilfc«, ;8!§$XEV 

E§£ L /c. if 6 nTc^Ste* -> 'J 73 y J bfl 5 A <7 □ 7 
h^57-f-7?«WU fF^x^;l/-^+t>T^ B B B 
LT, MIB<k^%)©;g^%I^Sfe^^ (4. 26 g. iR$53 

1-^>v ? jU-2-(4-p< h + ->7HW-5-Z hP^>X-C 
5$V-Jb 

1 H-NMR (CDC 1 3) 6 :3.87(3H,s), 5.51(2H,s), 7.00(2H,d 
t,J=2.2 and 8.8Hz), 7. 06-7. 1 1 (2H, m) , 7.24(1H,d,J= 
9.0Hz), 7.33-7.38(3H,m), 7. 65(2H, dt, J=2. 2 and9. 2H 
z), 8.15(1H,dd,J=2.2 and 8.8Hz), 8. 74(1H, d, J=2. 2H 
z). 

1-^>i/;U-2-(4-^ t-+->7iZib)-6-ZhP-^>X 

-rs#y-;b 

'H-NMR (CDC 1 3) 6 : 3.87(3H,s), 5.54(2H,s), 7.00(2H,d 
t. J=2. 2 and 9.2Hz), 7.08-7. 13 (2H,m), 7. 33-7. 41 (3H, 
m), 7.63-7.70(2H,m), 7. 87(1H, d, J=8. 8Hz), 8.150H. 
d,J=2.2Hz), 8.23(1H,dd, J =2. 2 and 8.8Hz). 
79b) 1-^>v ; jU-2-(4-b KP^->7ii;l/)-5-IhQ 
^>X^ = ffy-Jb fc£lf l-^>v ; )b-2-(4-b: KP*-> 
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7 x_j|/)-6-- h P-a:>XV ~ ffy/'-Jl/ 
##«79a) Tl#6*XfcStti*©S^ (2.03 g) 
it*?ls> (40 ml) fc-JMSU 7 7 ;bdr>#aMT-78 0 C 
lC^aJLS3b^6=ft<bB5^ (1.07 ml) £3TFU -78 

j8?S+l«:**t»fPfiW**lin JtTtaStttc LfctL IP 
l£X:Fjl/£flD;lT. *»«J*3HI& *ifiUI*»I8U 

ft (2.00 g, <hLT}#fco 10 

>M^<D 1 H-NMR(DMS0-d6)6 : 5. 69 (2H. S) . 5.79(2H,s), 
6.91-8. 53(24H,n). 

[0169] 79c) 4-r4-(1-^Ov';l/-S-- h □ a;>X-T 
5^^-;b-WJU)7i-<U1^^->B»X^il/ te«fctf4 
-r4-(1-^>-»-6-- ha^>X-r^^'7-/l/-2-^/U) 

#%#j79b) Tiien^SttftOS^ (1.70 g) £DMF 

(20 ml) IC-SWU Ktt»U7^ (0.82 g) «tOiL 
T, 6rc?30#fr**tffc. 4-7'P : Elg|£x^l/(0. 77 
ml) fciPxT. 80lCT20eiBfl»**tffc. igffiSSES 20 

?D?h?77'i'-T-*f$yL7\ fllB<b««(DSd»« 
ftfeWtt«J© (1.81 g. !R*80K)<hLTii7c. 
4-[4-(1-^>-^l/-5-X h P'OX-f S $V-Jb-2-< 
;W 7xx;H **->181£x^;U 
iH-NHR(CDCl3)a : 1.26(3H,t.J=7.2Hz), 2. 11-2. 17(2H, 
m), 2.53(2H,t.J=7.2Hz). 4. 07 (2H. t. J=7. 2Hz). 4.17(2 
H.t. J=7.2Hz). 5.50(2H.s). 6. 97(2H,dt, J=2. 0 and 8. 8 30 
Hz). 7.06-7. 10 (2H.m). 7. 23 (1H, d, J=9. 0Hz) , 7.33-7.3 
7(3H,m), 7.63(2H,dt, J =2. 2 and 9.0Hz). 8.15(1H.dt,J 
=2.2 and 8.8Hz), 8. 72(1H, d. J=1. 8Hz). 
4-[4-(1-^>->"/U-6-x h P^VX-T 5 ^V-;b-2-'f 

1H-NMR(CDCI3) 6 : 1. 26(3H, t, J=7. 1Hz), 2. 14(2H,t.J= 
6.6Hz), 2.53(2H,t,J=7.1Hz), 4. 07 (2H, t. J=7. 2Hz). 4. 
17(2H,t. J=7.0Hz), 5.54(2H,s). 6. 98(2H. dt. J=2. 0 and 

8.8Hz). 7.08-7. 13 (2H.m), 7. 36-7. 39 (3H, m) . 7.66(2 
H,dt, J=8.8 and 2.0Hz), 7. 87(1H, d, J=8. 8Hz), 8.15(1 40 
H,d, J=1.8Hz), 8.24(1H,dd, J=2. 2 and8.8Hz). 

[0 17 0] 79d) 4-f4-(5-7 7 = /^>X-r ~#9-l\r- 
2-Y Jl/) 7 1 —JU1 *-*->BH&I?Jb 
#%#J79c) TWSftfcSttttOES* (1.00 g) £x 
(20 m\)-Wm^9)\y (20 ml) iCJBUjf U 10% 
J^Whrnm (150 mg) £J)D;iT\ 7K^»iimT45 0 C 

TttHSIBijSU j§j££MES£&, Ifflji^/MTSB 

Sa B aLT% BiB<b£ft£3»l&t»5lc (582mg, lR$79X) 

<!: LTii/c,, 50 



'H-NMR(0MS0-d6) 6 : 1. 19(3H, t, J=6. 8Hz), 1.97-2.04(2 
H,m), 2.44(2H,m), 4. 06 (2H. t. J=7. 0 Hz), 4.85(2H,br 
s), 6.49(1H,dd, J=1.8 and 8.4Hz), 6.66(1H,brs), 7.0 
3(2H,d,J=8.8Hz), 7. 22(1H, d, J=8. 8Hz), 7.98(2H,d,J= 
8.8Hz), 

79e) 4-r4-f5-(4-X KP^>-yVjU)7 7 = y^>X-< ~ 
M-l\r-2-4 \\A 7 1 -M **i/M®X*l\, 
#*W79d) TfiShfcfcdtt (500 mg) th'JX^U 
7SV (179 mg) £THF (20 ml)-DMF (10 ml) (Cjgft? 
U OTtC^L^eS^-X hP^>^-T;K273 m 
g) fciUxT* 0-CT3RMz>*Stffc. ;8JI«aES£ 

#U KSIU I«x*jUz*SStgflLT» HIBffcS* 
£S!fef»* (587 mg, iR*82«) t LTlfto 
mp 244-246T 

Ttmfttm C26 H24 N4 06-0. 3Hz OtLT 
ItWl (%) :C, 63.23; H, 5.02; N, 11.34 

mmm (%) :c, 63.24; h, 4.89; n. 11.49. 

'H-NMR(DMS0-d6)6 : 1. 20(3H, t, J=7. 0Hz), 2.02(2H,m), 
2.45(2H,m), 4. 04-4. 14(4H, m), 7.09(2H.d, J=8.8Hz), 

7.46-7.57(2H,m), 8.09(2H,d, J=8.8Hz), 8.16(1H,m), 

8.22(2H,d, J=9.2Hz), 8. 39 (2H, d, J=9. 0Hz), 10.55-10.6 

OOH.m), 12.70(1H,br s). 
[0171] ##<9J8 O 

4- u- \5r (4-p ~ / c< y 21 M T 5 1 C< > 5 9 7- 

^2-^)1/1 7 x - /Ul **~/WBVL*l\, 
##0»J79e) TUStlfctefctt (520 mg) £DMF (15 ml) 
lC-?§8?U IOK/^^ZxS* (80 mg) ^J)PxT> 7* 
*»H«T21«HfrltTtt«l3B7c*fT-37fc. 4z5fh3 

A^bH^BB L-T, SIB^b^^j^feta* (380 mg, iR 

¥78«iLT?f7c. 

mp 184-186T 

Jc^tttfHI C26H26N404 - 0.5H20<!:LT 
ItSfl (%) :C. 66.80; H, 5.82; N, 11.98 

mmm (%) :c, 67.10; h, 5. 84; n, n.63 

iH-NMR(DMS0-d6)6 : 1 . 2 0 (3H, t, J =7. 2 
Hz), 2. 0 2 (2 H, m) , 2.4 5 (2 H, 
m) , 4. 0 2-4. 1 4 (4H, m) , 5.7 2 

(2H, b r s) , 6. 6 1 (2H, d, J=8. 
8Hz), 7. 08 (2H, d, J=9. OHz), 
7. 38-7. 5 5 (2H, m) , 7. 74 (2 
H, d, J = 8. 4Hz) , 8. 05-8. 16 (3 
H, m), 9. 7 9 (1 H, m) , 12.61(1 
H, b r s) . 

[0 17 2] ##0J8 1 

5- T4- [5- (4-_ ha^<y9-fMy~.y^y 
x-c = ^±=Jk±^M 2 1 xfUl 7t-^->^m^x^ju 

81a) 5-r4-(1-A:v->-jU-5-X h P^yX-T = £2=Jlc2 
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-^Jb)7i-Jbl^^->^M^X»JL/ te f t:I> 5-r4-(1-^ 
y-/)U-6-~ h □ a;>x-T = gV-Jb-2--< JU) 7 x -)\A 

#*0J79b) ?»Stlfcgttft:©S£tt (1.03 g) £DMF 

do mi) icsMfu mmnwk (0.50 g ) ^odx 

60°CT30ttfr3-$-t?7c„ s-^nt^fgi?^ (0. 

52 ml) £JjD*.T. 80t?12B3ia*V**tffc o 
ES4«» aktBKx^UfclmilT* WJiJI^ttSXL, 
*£ffi»£ffi*?2ra* U »5*8Be^ h 'J "7AT*$£J£ 

Stt*tife»tttt (1.09 g. IR*77«) t LTiifc. £<D 

5-[4-(1-^Vv?;U-5-Z F- P^VX'T s $*V-jl/-2--f 

iH-NMR(CDCl3)6 : 1. 26(3H. t, 1=7. 2Hz), 1. 83-1. 87(4H. 
m). 2.39(2H,t,J=6.6H2). 4.02-4.03(2H,m), 4. 13 (2H, 
q,J=7.2Hz), 5.50(2H.s). 6. 96 (2H. d, J=8. 8Hz). 7.07- 
7.11(2H.m). 7. 21-7. 26(1H.m). 7.34-7.38(3H.m), 7.63 
(2H,d.J=8.8Hz), 8.15(1H.dd.J=8.8 and 2.2Hz), 8.74 20 
(1H,d, J=2.2 Hz). 

5-[4-(1-^Vv^l/-6-- h P^VX-r = W-Hr-l-j 

x^ju 

iH-NMR(CDCl3)<5 : 1. 26(3H, t, J=7.2Hz), 1.83-1. 87(4H. 
m), 2.40(2H,m), 4.03(2H.m), 4. 15(2H, q, J=7. 0Hz), 5. 
54(2H,s), 6.98(2H,dt, J=2.0 and 9.0Hz), 7.08-7.13(2 
H,m), 7.34-7.39(3H,m). 7.66(1H.dt, J=2. 1 and 9.0H 
z), 7.87(1H,d, J=8.8Hz). 7. 82 (1H, d, J=2. 0Hz), 8.24(1 
H,dd, J=2.2 and 8.8 Hz). 30 

[0 17 3] 81b) 5-\4-(5-7=.y<>X-<=.?9-l\,- 
2-^Jb)7 x=l\A**~/&SMJL*i\, 
mm&la) TfcStlfcSttttOjBSfc (580 mg) £x 
*/-Jb (15 mD-ff^X^yb (15 ml) 10K 
Ji^'JOlxmm (100 mg) £jjn*.T, *3ifJ@»T45°C 
T20^6HtT«Ms7t^T^fc„ *5<< hSilfcio 
TMISHISL. ;8fg£aEB£& Plif/l/ibSS 
Sb^LT, BIB<b£ft«3MBe£& (350mg. 1R*81«) 
<!: LTiifc. 

iH-NMR(DMS0-d6)6 : 1. 18(3H, t, J=7. 0Hz), 1.73(4H,m), 40 
2.38(2H,t,J=7.0Hz), 4. 04(2H, t, J=7. 0Hz), 4.90(2H,b 
r s), 6.47(1H,dd, J=1.8 and 8.4Hz), 6. 62(1H, d, J=1. 8 
Hz), 7.03(2H,d, J=8.8Hz), 7. 25 (1H, d, J=8. 8Hz), 7.96 
(2H,d,J=8.8Hz), 12.09(1H,br s). 
81c) 5- I A- IS- (A- ~ h □ y< y *J<f M 7 ~ 7 * y X Y = 
3V-JU-2-Y M 7 x ^M^±v^gltx±ik 
#%#J81b) ?flSnfdk£ft (300 mg) th'Jx^/U 
7~> (103 mg) £THF(20 ml) Ul;gfi?L, O'GC^SPL 
ftftZ^AtA-- ha^W'-fjU (158 mg) £SP;iT, 0 

£3?60BSIHI#*$tffc. ;8J££SES£ 50 



fcitfeft}* (370 mg. iR=£87K) iLTlfc. 
mp 255-257°C 

Ttmfttim C2?H26N406<!:LT 

l+WI (%) :C, 64.53; H, 5.21; N, 11.15 

mmm (%) :c, 64. 40; h, 5.05; n, 11.15. 

'H-NMR(DMS0-d6)6 : 1. 19(3H, t, 1=7. 0Hz), 1.75(4H,m), 
2.39(2H,m), 4.01-4.08(4H,m), 7. 09 (2H, d. J =8. 8Hz), 
7.50-7.57(2H,m), 8. 10(2H,m), 8.22(3H,m), 8.38(2H, 
d,J=8.8Hz), 10.60(1H,m), 12.65(1H,br s). 
[0 17 4] #%#J8 2 

5- r4- [fc (4-7 5 y ^ y 9* i\a t = j ^ v x-r ; 

7 x x;H 7|-»->^g^x^jU 
#%0J81c) ■ptiSnfdk^ft (350 mg) £DMF (10 ml) 
K>§f$?U 10«y\°5i/7^^ (50 mg) £})0*Tx 7k 

T>5fc>$LTv BiEftSttfcSftltt* (262mg, IR*80«) 

t Lzmtco 

mp 212-214°C 

5cS»SHi C27H28N4 04 - 0.3H2 0.hLT 
tmm (%) : C, 67.85; H, 6.03: N, 11.72 
H-Ml (%) :C, 67.86; H, 6.07; N, 11.52 
'H-NMR(DMS0-d6)6 : 1. 19 (3H, t, 1=7. 0Hz), 1.75(4H,m), 

2.39(2H,m), 4. 01-4. 12 (4H, m), 5.71 (2H, br s), 6.61 
(2H,d, J=8.8Hz), 7.08(2H,d, J=8.8Hz), 7. 39-7. 54 (2H, 
m), 7.74(2H,d. J=8.4Hz), 8.04-8. 17 (3H,m), 9.79(1H, 
m), 12.60(1H,br s). 

[0 17 5] ###J8 3 
4-fN-f2-f4-(4-y \~*z/t»\,#-l\,'<yV'n\,)7~S 

Tlsyfimtm*:/ (793 mg) £DMF ( 1 jjg) £THF 
(20 ml) fcSIBU mfc***f*))\t (0.42 ml) ZffiT 

6ftfc»H«B*. THF (10 ml) m»»L, C©»jRS# 
#Wb) Ti# Stlfcffc£» (449 mg) £ MJX?Jl/7£ 
> (448 mg) TODMFjgiS (10 ml) ^ ^0°ClC^4|] L&tf 
55STLT. 0°CT*2^ SST16BtP^*$-tf7co 

(850 mg, iR^77«) LT^7c„ 
mp>300°C 

7C^»«T{1 C31 H24 N406 - 0. 4H20<t LT 

(%) :c. 67.oo; h, 4.50; n, io.os 

HIM (%) :C. 67.13; H, 4.35; N, 10.30 
'H-NMR(DMS0-d6)6 : 3.91(6H,s), 7. 51-8. 24(15H,m), 1 
0.50(1H,m), 10.66(1H,s), 12.80(1H,br s). 
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[0 17 6] ##0J8 4 

#*fl83)T»»StlfdbS* (100 nig) (1 
0 ml) K&jiU -i-Y-VOk* h*->K (10 mg) $&D 
£3?18BtHfr*3:tffc. 1N 

U (HSU P<^/-;UT-)5fe;#LT. HIBfb^ttfcSfe 
*03fc (36 mg. iR$31«) <!: LTtifc. 10 
mp>300°C 

7eJR#*H1 C37H36N406-0.5H20<tLT 
It^f! (%) :C, 69.25; H. 5.81; N. 8.73 

mmm (%) :c, 69.30; h, 5.64; n. 8.97 

iH-NMR(DMS0-d6)6 : 0. 96(6H. t, J=7. 2Hz). 1.40-1.51(4 
H.m), 1 . 67-1 . 78 (4H, m) , 4. 33 (4H. t. J=6. 6Hz) , 7.51-8.2 
3(15H,m), 10. 46-10. 66(2H.m), 12.80(1H.br s). 
[0 17 7] #%0IJ8 5 

4- rN- r 2- r4- u- a > u # 3 -> => v ^ > > i) 7 = s z> x 

-ll/l^V^ = ^7-)[/l -5-^)l/l7'=y^jU-H'-j|/^ 20 

#%«)T-ii5*l7db£%l (200 mg) £2N *ttfls* h 
(2.5 ml) -p<2/-;U (15 ml) ICSJUU 80°C 
T15«&IHfr*S:tffc. «faj»*5UL, «*ILTx 813 
fc£ft£Stfi*»5fc (159 mg. iR$74 K) £LT»fc. 
mp>300°C 

5cJR»«ffil C29Hi7N4Na306-0.9H20<tLT 
ft*I (%) :C. 57.80; H, 3.14; N, 9.30 

mmm (%) ;c, 58.07; h. 3.4s; n. 9.26 

iH-NMR(DMSO-de) 6 : 6.90(1H. d. J=8.8Hz). 7.15-7.42(1 30 
OH, in), 7.64(2H,d,J=8.2Hz). 7. 70 (2H, d, J=8. 2Hz). 
[0 17 8] ##008 6 

5- (4-* h^->^VVV;b)7' = y-2-(4-y ht->7il 

;i/)^>?:v = 3V-ju 

#W5b) *?l§e*lfc{b£tt (250 mg) th'Jlf/l/ 
75V (127 mg) £DMF(10 ml) fcjgftSU O'CK/SJPL 
ftii«6te{b4-> h V-fib (178 mg) £flDxT\ 

t&fflliWTktTkfcjinxT. #rtb«£ 31XU 

u /-)\^-mm^)^sn^ B LT. mtuts ao 

^^Qfeffi^ (199 mg, iR$51 «) £ LTSfc. 
mp 226-228°C 

7C^»«H1 C22Hl9N303-0.3H20<hLT 

H-Sfii (%) :C, 69.75; H, 5.22; N, 11.09 
(%) :C, 69.67; H, 5.13; N, 10.97 
'H-NHMKOMSO-de) 6 :3.85(6H,s), 7.07(2H,d, J=9.2Hz), 

7.12(2H,d,J=9.6Hz), 7.52(2H,m), 8. 00 (2H, d, J=8. 8H 
z), 8.10(2H,d,J=8.8 Hz), 8.16(1H,s), 10. 12(1H, s). 

[0 17 9] ###J8 7 
4-rN-f2-(4-* H-iS? X-lM^yX'f - W-lb-S- 50 



T^y-Siim*; ^fiHXf;b (207 mg) <t DMF (1 
33) £THF (20 ml) iC%MU Mt*¥*f<Jl\s (0.1ml) 
fcaTFLT. SST*19^6^$tf7co -Pg^lES 
*LTlSS*lfcBS*B«THF (5 ml) KSIBU 

###J75b) YffSnfdb^tt (250 mg) <h h U 
If;l/7 = > (116 mg) (DDMFigjS (10 ml) tp\Z0°Clt 

j&aiLfttfsarFLT. o-ctso^ *sic3a?3 

■*Bfr**i?fc. j§4)i£;MEg£&, 

T> HIB{b£tt*ftfet»* (351 mg, IR^84%) £ LT 

mp 266-268T 

7t3ttttJT{I C23Hi9N3O4-O.IH2O.tLT 

f+*I (%) :C, 68.51; H, 4.80; N, 10.42 

mmm (%) :c, 68.45; h, 4.72; n, 10.38 

iH-NMR (DMS0-d6) 6 : 3. 53 (3H, s), 3. 6 
O (3H, s) , 6. 79 (2H, d, J = 9. 2H 
z) , 7. 1 7-7. 2 5 (2 H, m) , 7.7 6 
-7. 8 9 (7H. m) . 
[0 18 0] #%0J8 8 

2- (4-ter t-7'fJl/7ir)l/)-5-(4-ZhaA: 
V'/V/b)^- /^>3>f = 3V-Jb 88a) 2-(4-tert-7 

4-Zhn-1,2-7i-U>v i '7S> (3.00 g) i:HJl 
WSV (2.38 g)£THF (150 ml) IcBflfU (TClE 
^L&tfSffl{b4-tert-'7*J[/'OV'-rjU (3.85 g) 
^•STLT, 0°CT*30ih SsB?3RH6^$tffc. & 

ULfco ^ 6 ttfdStt <h p - H l/i V X; U* V*-*B 
ft (3.80 g) £HH>(200 ml) iCRjHU 
«BB3SL/c. »tt«»E9£& *£fi»M**injl 
T* «rm**5ffiU (aSLfc. f§5tlfc«S**5"J 

^£*lfe8)* (5. 55 g. IR$96«) t LTii fc„ 
'H-NMR(DMS0-d6) 6 : 1.35(9H,s), 7. 62 (2H, d, J=8.4Hz), 
7.75(1H,d,J=8.8Hz), 8. 10-8. 18(3H,n), 8.46(1H,s). 
88b) 5-7 = 7-2- (4-tert-7*Jl/7 x -M^yX-f = 

m&ma) T»snfc<b^* (3.20 g ) 

(200 ml) fclfla.* lOH/N^i/^^^ (0.40 g) ^1)PA 
Tx *^#HST18^3bSJ-T««!il7c*ffofc„ 

Tn IIIBib^^efeiSS B B B (3.00 g, SfiW) <tLT# 
7c„ 

'H-NMR(DMS0-d6)6 :l.32(9H,s), 4.94(2H,br s), 6.48 
-6.58(1H.m), 6.64-6.78(1H,m), 7. 15-7. 30(1H, m), 7.4 
8-7.54(3H,n), 7. 96-8. 04 (2H, m) , 12.18(1H,br s). 
88c) 2- (4-tert-^>;l/7 x _ ;U)-5- (4-z. h- □ C$2. 
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#%0*j88b) TmSntdtS® (1.17 g) <!:MJX^;U 
75 > (0.54 g) ZWfM^iU (100 ml) (CjgflSU 0 
"GC^SPL&tfbiM^--- hn^VW^U (0.82 g) £ 
H0ji.T» 0°CT'3B$P^*^$tf/i„ >§!«^;IEEig^ 

nfii/TieLi, me^^ses)* (1.39 g . 

iR^76«) tLTlSft. 7c*»«fil C24H22N403-H20<tL 
T 

l+W! (%) :C, 66.65; H, 5.59; N, 12.95 

HSMI (%) :C, 66.83; H, 5.74; N. 13.06 10 

iH-NMR(DMS0-d6)6 :1.34(9H,s). 7. 50-7. 65 (2H. m) . 7. 

57(2H,d,J=8.4Hz), 8.09(2H,d. J=8.0Hz). 8. 22(2H, d, J= 

8.8Hz), 8. 22(1H.m). 8. 39(2H, d. >8. 8Hz). 10.62(1H. 

m). 

[0181] #%#J8 9 
5-(4-/ = /^>y</l/)75/-2-(4-tert-7? 1 /U7x 
-M^yX-f-W-ll 
#*ffi|88c) TWStlfdt^ft (1.00 g) 
(50 ml)-* *y-,lU (100 ml) fcjgftSU 10K/«5v"7 

(0.14 g) Sin*.*;, **»HaT3«H4M*T 20 

Ls »«*SEEE9*LT, HIBft:£»*afel»* (0.92 
g, IR$99«) iLTifc 
mp 179-182°C 

jtm^m C24H24N40-0.5H20i:LT 

ItSffl (%) :C, 73.26; H, 6.40; N, 14.24 

MMA (%) :C, 73.30; H. 6. 10; N, 14.21 

iH-NMR(DMSO-ds) 6 :l.34(9H,s). 5.70(2H,br s), 6.61 

(2H.d, J=8.4Hz). 7.50(2H.m). 7. 56 (2H. d. J=8. 4Hz). 7. 

74(2H,d,J=8.4Hz), 8. 08 (2H. d. J=8. 4Hz). 8.16(1H.s), 30 

9. 79(1H.s). 

[0 18 2] ##<9J9 0 
5-(4-ZhP^>'^;l/)75y-2-(4-hU7)^n^ 

90a) 5-- hP-2-(4-h'J7Jl/^-py^U7x-;b)^> 

4-ZhP-1,2-7ill/»7 = > (3.06 g) <hMJX 
?JU7 = > (2.43 g)£THF (170 ml) fcjgfiSU 0°CIC 

£&Lfctf5£<W-HJ7JU*n*^JU^>v?'OU (4. 

17 g) ?iSTLT, <TC?30#ia, SST^BSHfr** 40 

a**5UL7c. »S*lfc@{*<fcp- Hl/X>3Jl/*V 
®— #iffl*&l (3.80 g) £HUX> (250 ml) iCfijfU 
l6R3ISIlnJftB3iELfc. *^iS»aW 

M->i;*yjl/A7AfD7 h^7-f-T*JtiaLTs 
HiBft^**«fet»* (5.91 g, iR^96 X) <t LT» 
7c. 

'H-NMR(CDCl3+DMS0-d6)6 : 7. 60(1H,m). 7.79(2H.d, J= 
8.8Hz), 8.21(1H,dd, J=2.0 and 8.8Hz), 8.37(2H,d,J= 50 



8.8Hz), 8.70(1H,m). 

90b) 5-7 7 5y-2-(4-h'J7Jl/^-a^^JU7xXjU)^> 
*M*ffll90a) TUbttTdk^ (3.00 g) £*£y-Jb 

d50mi) it»»u m/^z/Ohmm (0.33 g) 

LTx BiS{fc£tt*HSfeJRaJB£ LT£fc (2.74 g, 
£fttt)o 

1H-NMR(CDCI3)6 :3.80(2H,br s), 6. 72(1H, dd, J=2. 2 a 
nd8.4Hz), 6.84(1H,brs), 7.50(1H,d, J=8.4Hz), 7.69 
(2H,d,J=8.0Hz), 8.09(2H,d,J=8.0 Hz). 
90c) 5- (4- _ h □ a: yyy ^ ) U) 7 = J -2- (4- HJ 7 1 1* 

#%#J90b) ?f§Snfdfc£tt (0.85 g) fcMJX^jb 
7S> (0.37 g) £THF(70 ml) fcjgfRU OTK^SPL 
&tf6£-(c;4-X hd-W^-Ob (0.57 g) £j]D*.T\ 0 

(0.95 g. IR¥73») tLTmtco 
mp 267-268°C 

TralstfflHI CziHufoFiOstLT 
f-mfl (%) : C, 59.16; H, 3.07; N, 13.14 
nWM. (%) : C, 58.94; H, 3.17; N, 12.98 
'H-NMR(DMS0-d6) 5 : 7. 58-7. 67 (2H, m) , 7. 92(2H, d, J=8. 
4Hz), 8. 21-8. 41 (7H.m), 10. 63 (1H, s). 
[0 18 3] #3£#J9 1 

5-(4-7 7 = y^>'yVjU)75y-2-(4-h';7;u^-a^» 

i\,7*->\,)'<>x-<~#9->\, 

##0j9Oc) Tmsntcit^ (0.48 g) £I«i*;U 

(20 ml)-*$/-;b (20 ml) KjgfiSU 1054/\°7 v ; '7A 

&* (60 mg) *iiDa.7\ fcJRSHSlT 3 B&afrWTS 

B«*MES£LT. BIBfcdttStB&ftSjlflgatt (0. 
45 g, fcwm t LTfffc 
mp 288-289T 

7L^W^I C21 His N4F30-0.4H20.hLT 
f+Wtil (%) : C. 62.50; H. 3.95; N, 13.88 

mmm (%) ;c, 62.73; h, 3.7s; n, 13.58. 

'H-NMR(DMS0-d6)5 :5.73(2H,br s), 6. 62 (2H, d, J=8. 6H 
z). 7.50-7.61(2H.m). 7. 75 (2H. d, J=8. 6Hz) . 7.91(2H, 
d,J=8.6Hz), 8.23(1H.s) . 8. 36(2H, d. J=8. 0Hz), 9. 83(1 
H.s). 

[0 18 4] ##009 2 
2-(4--f V7°a^->7x-jU)-5-(4-- ha^y^y 

iDt ~ yox* = w->\, 

92a) 2- (4-T V 7d X* -> 7 x X HA -5-X h □ ^ V 7^ 
4--rv7P**->eSl§I? (3.78 g) <bDMF (Ijg) £T 
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HF (40 ml) icBflfU OTlC/SSP LK&Z&it* *'*f' J 
)\j (1.92 ml) £;&TL"c\ OTTIBm SST16^ 

(5 ml) iCjgfgU hn-1,2-7iZl/> 
•>7;> (3.06 g) <hr-Ux^U7SV (2.43 g) <DTH 
F>§^ (200 ml) *lC0 o Ctc^aiL^A' ; 6iaTLTv 0°C 

@<*£p- HUx>7s;U*>I?-7]offl^ (3.80 g) £ h 
;H>(200 ml) KHiliU 18^J)D^il3itL7ho 10 

-f-TffiSLT. MfB^^^^fei£a a a HJSH* (5.99 
g. £fiW) <hLT?i/ho 

1H-NMRCCDCI3) 5 : 1.34(3H.s). 1.37(3H,s), 4.62(1H, 
m), 6.97(2H,dt,J=2.2 and 9.2Hz), 7.60(1H,d, J=9.2H 
z), 8.04(2H.dt,J=2.2 and 9.0 Hz), 8. 16 (1H, dd. J=2. 2 
and 8.8Hz). 8.45(1H.d. J=1.8Hz). 
92b) 5-7;/ -2- (4- Y V fU X* > 7 x - M ^ > X Y 
= -SfV— /L. 20 
#%$J92a) Tl#6n/-dk^ (2.50 g) £**/-Jb 
(70 ml HCjgflSLs lOKM^^A^S (0.25 g) £}]Qx 
Tx 7j<^»H«;T15^P^6^ttT}g^^^7c„ 

Ts IIKfcS^SfellJIfBIIItt (2. 17 g. iR*96%) 
t LTfifc. 

1H-NMR(CDCI3)5 : 1.32(3H,s). 1.35(3H.s). 4.57(1H. 
m), 6.63(1H,dd,J=2.2 and 8.4Hz). 6.80(1H,d, J=1.8H 
z). 6.90(2H.dt. J=2.2 and 8.8Hz), 7. 41 (1H, d, J=8. 6H 
z) , 7. 92 (2H. dt, J=2. 8 and 8. 8Hz) . 30 
92c) 2-(4-<V7D^->7iZil/)-5-(4-Zhn^> 

#%W2b) Tifenrdk^ (1.00 g ) <hr-'jx^i/ 

7~> (0.45 g) £THF(50 ml)-lf&tX*/l/ (50 ml) tC 
(0.69 g) ^JlP/lT, 0°CT"30^ ^STS B^fr^-fcf 

ItSVaZmtiW* (1.37 g, 1R^88») t LT^7c„ 

mp 296-298°C 40 

Tt^^fil C23H20N404<!:LT 

ItSfil (%) :C, 66.34: H, 4.84; N, 13.45 
HEM (%) :C, 66.08; H. 4.96; N, 13.42 
iH-NMR(DMS0-d6)S : 1.30(3H.s). 1.33(3H,s), 4.73(1 
H,m), 7.07(2H,d, J=8.8Hz), 7. 48(1H, d, J=9. 2Hz), 7.55 
(1H,d, J=8.8Hz), 8.07(2H.d, J=8.8Hz), 8.16(1H,m), 8. 
22(2H,d, J=8.8Hz), 8. 41 (2H. d, J=8. 6Hz), 10. 58 (1H.br 
s). 12.65(1H,br s). 

[0 18 5] ###J9 3 
S-(4-75 y^>'^)l/)75 y^(wv^a^->7 50 



###J9 2c) ?*SSnfc{b£tt (0.60 g) *M«X 
(15 mD-y^y-^U (15 ml) KigSU 10«/\°5 
i? 1 ?^^ (0.08 g) SifflxT. **gHST 3 mmt? 

<* (0.45 g, 1R$80W LLTmtz . 
mp 157-159°C 

7t^»«Hi C23 H22 N402 -0. 5H20i LT 
l+Sfil (%) :C, 69.86; H, 5.86; N, 14.17 

mmm (%) :c. 69.70; h, 5.7s; n, 14.06 

iH-NMR(DMS0-d6)6 : 1.30(3H,s). 1.33(3H.s). 4.72(1 
H,m), 5.71(2H,br s), 6. 61 (2H. d, J=8. 8Hz) , 7.06(2H. 
d. J=9. 2Hz) , 7. 46 (2H, br s) , 7. 74 (2H, d, J=8. 8 Hz) , 8. 06 
(2H,d.J=8.4Hz), 8.10(1H,m), 9.76(1H,s). 12.60(1H,b 
r s). 

[0 18 6] #%#J9 4 

5- (4--?x?ji/7 "MM 7 ^/-2- (4-< v 7a 

##<9J92b) ?f§S*lfdk£» (0.54 g) fc4->*x?jl/ 
7 S (0.41g) £DMF (10 ml) ICJ8JBU 0°C 
K^L&tf6->7/ 'JAA^If/b (0.34 g) ODDMF 
jgft (2 ml) «aTFLTv 0"CT?1S»*i***-tffc. f#S 
HJX^/U7£> (0.24 g) fcilDiLT, S 
ST* 1 BIRIfrS *1ffc. * 6 IZA- 'J * =f-)\>T 5 / tT 'J v> 
V (0.26 g) £JP;LT. aaT16RIH^**tffc. 3Jg 
*»ES*ft. TktffFlfx^U^n^T. 

u u MJ9^-e« 

«U »«*sStEB*Lfc. »6nfc@(**S/U*^;b 

+>">^e^ B B B LTx HlB<r:^^gfe^H B B (0.30 g. 

iR*34W tLTmtc, 

TcilSiMhMl C27H3oN402 <!:LT 

f+Wfl (%) :C, 73.28; H, 6.83; N. 12.66 

HSM (%) :C, 73.43; H. 6.83; N, 12.58 

1 H-NMR(DMS0-d6) 6 : 1. 14(6H, t, J=7. 0Hz), 1.30(3H,s), 

1.33(3H.s), 3.43(4H,q,J=4.8Hz), 4.72(1H,m), 6.72 
(2H.d.J=9.2Hz), 7.07(2H.d,J=8.8Hz), 7. 38-7. 55 (2H, 
m). 7.87(2H.d.J=8.8Hz), 8. 03-8. 19(3H, nt), 9.85(1H, 
n). 12.53(1H,br s). 

[0 18 7] #%fflJ9 5 
2-(2-/- h^->7iUH-K4-ZhD^V^)l>)7; 

95a) 2-(2-^ h^->7xX;b)-5-X Kda:>xV~^7 

4--hD-1,2-7iZU>->7;> (3.06 g) .hhUX 
^U75> (2.43g)£THF (180 ml) lCjg»?U 0°CtC 
JWPL*#6*ft2-^ h+S/'OV'TiU (3.41g) ^iS 
TLT, 0°CT-30^ S5B?16«H^**tffc. 
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(3.80 g) £h;H> (200 ml) fc§§j§U 19^JPfi 

(5. 19 g, 1R5P97K) ^ LT*# fc. 
iH-NMR(DMS0-d6)6 : 4. 05(3/2H, s), 4. 08(3/2H, s). 7.1 
6(1H,m), 7.28(1H,m), 7. 53-7. 57(1H,m). 7. 80 (1H, m). 
8.12(1H.m). 8.37(1H.ra), 8.53(1H,m), 12.80(1H.br 
s). 

95b) 5-7 = y-2-(2-* h *->7 x _ M ^> XV ~ ^ 10 
=ik 

#%0J95a) -tfSStlfcft^ft (3.00 g) 

(100 ml)-fff^I^K200 ml) KSSSiU lOKM^v^ 

Aee^ (0.58 g) fclffljLT* *^BMT5^)bHtT 

?57«r-?flJ»LT» HiEft£»*Bllfe!83lE (2.55 
g. iR*96X) tLTtlfc. 

iH-NMR(DMS0-d6)6 :3.99(3H.s). 4.68(2/3H,br s), 4. 
92(4/3H,br s). 6. 49-8. 31 (7H.m). 11.55(1H.br s). 20 
95c) 2- (2-^ h»->7x _Jt/)-5-(4-- h-P^>V>Vj|/) 

#%(?j95b) rfssnrdk^tt (i.oog) <thux^;u 

7H> (0.51 g) STHF(100 ml) IC;§8?U O^K/SiD 
L^5tg^k4-- hP^W'fJl/ (0.78 g) ZMXT. 
0"C 71 RIB. SaT3R|lB*»**Hffc. ?S$t£MEg 

42 g, 1R$88K) <!: LTfifco 

mp 282-283"C 30 

jmrnm C21 hi6N404-o.2H20<llt 

i+MI (%) :C, 64.35; H. 4.22: N, 14.29 
Hlffl (%) :C, 64.37; H, 4.15; N, 14.15 
iH-NMR(DMS0-d6) 6 :4.04(3H,s), 7. 11 (1H. t. J=7. 8Hz). 

7.25(1H,d,J=8.8Hz), 7.40-7.64 (3H.m). 8.22 (2H.d. 
J=8.4Hz), 8. 13-8.40(2H,m), 8. 38(2H, d. J=8. 4Hz), 10. 
55-10. 61 OH, m), 12.16(1H,m). 

[0 18 8] #%0J9 6 
5-(4-7 7 = yA:>^Vj| / )^ = y-2-(2-y h^->7H 

ju)^>3>f = 40 
#%fJ95c) Tt§5nfdb£1* (0.50 g) SffflSl^U 
(50 ml)-p<^/-;U (100 ml) K>§8?U 10KM"7V^ 
±mm (70 mg) fcJO/lT. *^#HST4^P^3bStT 

ft (0.46 g. tiW) -tLTif/co 

Tt^tttfrfii C21 His N40z -0. 5H20-0. 2C4H802«h LT 

l+WI (%) :C. 68.01; H, 5.39; N. 14.55 

mmm (%) ;c. 68.19; h, 5.41; n, 14.42 

iH-NMR(0MS0-d6)6 :4.03(3H,s), 5.70(2H,br s), 6.62 50 



(2H,d,J=8.4Hz), 7.11(1H,t,J=7.4Hz), 7. 22 (1H, d. J=8. 
6Hz), 7.35-7.57(3H,m), 7. 75 (2H, d, J=8. 8Hz), 8.34(2 
H,m), 9.80(1H,m), 12.07(1H,m). 

[0 18 9] #3f®]9 7 
2-(3-y h»->7i-;U)-5-(4-- ha^V^Jb)7£ 

97a) 2-(3-y h*->7i_JU)-5-- hD^VX-fa^; 

3^yh*->SmSS? (3.20 g) <hDMF £THF (20 

ml) tc*»U (TClc^aiLfttfSttilrf-^lf'JiU O. 
92 ml) SSSTLT. OfMMh £S?3 BHfr**-tf 
fc. S«*«ES£LT»5ftfc@f**THF (10 ml) K 
j§j}SL* IOM?4-_ ha-1,2-7iZl/>i/75V 
(3.06 g) t MJX^;U7*5> (2.43 g)CDTHFJg& (180 
ml) ^KO^K^inL&tfb&TLT, 0°C730#Rg* 

ssB-pi.5«H^*«tffc. j§«*MES£^ iaaa 
«r*£**iii*.T» «ria**5iiLfc. H5*ifcBtt£ 

p-h;H>Xil/*>«-*Sl» (3.80 g) * MUXV 
(200 ml) KB5HU 4BSffllinRffi3llLfc. 3K«SE 

»LT» atB<k^«l*a«fel»* (5.27 g. iR*98K) 
t LTUfc. 

'H-NMR(DMS0-d6)6 : 3.89(3H,s), 7. 12-7. 17 OH, m), 7. 
520H,t, J=7.6Hz), 7.76-7.83(3H,n), 8. 15(1H,dd, J=2. 
2 and 9.2Hz), 8. 49 OH, d, J=1.8Hz). 
97b) S-7~y-2-(3-y h^->7i_JU)^>%-< = ^^ 

=Jk 

#%0"j97a) Tf#5ftfc<b£1& (2.50 g) 

(75 mD-ff^l^l/ (75 ml) icHiSL, lOK/^v^ 

Kft (0. 38 g) ^m?LT. **»H*T17RHfl»WT» 

(2.22 g, SflW) tLT^fc 
'H-NMR (DMSO-de) 6 :3.84(3H,s), 6. 53(1H, dd, J=2. 0 an 
d 8.4Hz), 6.68 OH.brs), 6. 95-7. 00 OH, m), 7.280H, 
d.J=8.8Hz), 7.40(1H,t,J=8.0Hz), 7. 63-7. 67 (2H, m) , 1 
2.20(1H,br s). 

97c) 2-(3-* h^->7x-jU)-5-(4-_ hn^VVMjl/) 

mmm ?t§snrdbs* (o.so g ) t m;i*ju 

T^V (0.41 g) £THF(70ml) lC-^fi?L. 0°ClC^iPL 
^6^4-- F-P^V^-rjU (0.62 g) £llP*.T^ 0 

£*&1}U*T. «riB*B£31*L. ia»U ffFS?x^;U7 
;ft>$LT. aie<k-&tl=&llfe«)5); (1.06g, iR^82«) 

mp>300°C 

TC^^/rffl C21 H16 N404 -0. 2C4H802 £ LT 
ftWI (%) :C, 64.49; H, 4.37; N, 13.80 
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§180(1 (%) :C, 64.58: H, 4.28: N, 13.83 
iH-NMR(DMS0-d6)6 :3.88(3H.s), 7. 06(1H, d. J=8. 4Hz). 

7.43-7.75(5H,n), 8. 16-8. 25(3H,m). 8. 35 (2H. d. J=8. 8 
Hz), 10.60(1H,n). 

[0 19 0] #%0J9 8 
5- (4-7 = J *M )l) 7 ~ J -2- (3-y h 7 1 _ 

M^yX-j~ 

#%W7c) ?*§S*ifdfc#* (0.53 g) *BH8l*JU 
(20 ml)-p«^/-;l/ (30 ml) KSSL. lOH/^v^A 

(70 mg) £1)D;LT. 7k^PHS;T2. ttfSMfZm 10 
ttJBTcSffofc. ■b5-rh*ilKJ:oTlMl*l**U 

sb»*hes*lt* mmt^mm&m^wM^ (o. 

46 g, iR^94«) t LTi#7c„ 
ixM^nm C21 His N4O2 -0. 5H2 0<!: LT 
tmm (%) :C. 68.65: H, 5.21; N, 15.25 

mmm (%) :c. 68. 6o: h, 5.34; n. 15.03 

iH-NMR(DMS0-d6)6 : 3.87(3H,s), 5.72 (2H, br s), 6.62 
(2H.d,J=8.6Hz), 7.01-7. 07(1H. m). 7.41-7. 52 (3H,m), 
7.72-7.77(4H,m), 8.18(1H,m). 9.80(1H.s). 

[0191] #^0J9 9 20 
5-(4-_ hp/S>y<;b)75/-2-(3-H , J 7/^*7* 

99a) 5- ~ h- D-2- (3- HJ 7 Jl/=fr □ * ^ Jt/7 x X lb) K> 

4-- hP-1,2-7x-U>y7H> (1.91 g) £MJl 
*;b75> (1.26 g)£THF (120 ml) fcjgfiSL. 0°CtC 
/SSPLfctf S£(fc3- h <jyivta^^i^y^-<ii tt. 
61 g) fciSTLT. 0 o CT10#, S-£T*15B3Rgjb^3:tr 
f=o j§&£;€ES£&> !S«BW*£**liO;iT, tfrtB 
^^^IXUTto ?#6tifc@(ti:p- HH>7Jl/*VK 30 
(2.25 g) £HUX> (180 ml) fcjgjSL. 16 

£->Ufl^Ufl5A7a^h?'57-<-T*f^LT. ^ 
IB(k-&%l^llfe*8* (3.82 g, <h LTii tc 

iH-NMR(0MS0-d6) 6 : 7.81-7.98(3H,m), 8. 17(1H,dd, J= 
2.2 and 8.8Hz), 8.51-8. 56 (3H,m). 
99b) 5-75y-KM>'J7Mn^fJb7iZ)l>)^> 

#%0J99a) ?»Stlfc{fc£* (2.50 g) £y$./-;U 40 
(120 ml) tCjgBSL, mJi^-JOhmm (0.30 g) Z1)Q 
*T. **»HST3ieHftStT8Mia7c*15^f=. -b 

LT* BI5<k£ft£l&lie*!.iiH§S{* (2.34 g, £ffi 
«) .hLTii/-;:,, 

1H-NMR(CDCI3) 6 :3.86(2H,br s), 6.72(1H,dd. J=2.2 a 
nd8.4Hz), 6.85(1H,brs), 7. 48-7. 67 (3H, m) . 8.16-8.2 
4(2H,m). 

99c) 5-(4-_ hwOMMT ~ /-2-(3- h 'J Zik2 

□ ^^;l/7x-Jb)^>X-r = y^-Jb 50 



##0J99b) T»6nfdk^«J (0.86 g) £ HJlfJb 
7 = V (0.38 g) £THF(70ml) KjgfcJL. 0 o ClC^SlL 
fctfSi&^-x hP^V^f Jl/ (0.57 g) £JHJ*.T. 0 
°CT105h S5gT14«IBi^**tffc. 8«*MEES* 

u -7QP*ji/A-y^y-j^es^B B B LTv ais(k 

^**Hiefel»* (1-01 g. iR$77W £LTi§fc. 
mp 282-284°C 

7C^##HI C21 Hu N4F3O3 -0. 3H20<h LT 
l+Wl (%) :C, 58.42; H, 3.17; N, 12.98 
UMI (%) :C. 58.55; H, 2.99: N, 12.99 
!H-NMR(DMS0-d6) 6 : 7. 51-7.84(4H,m). 8. 22(2H, d, J=8. 
8Hz), 8.27(1H,d,J=1.4Hz), 8. 40 (2H, d, J=8. 8Hz), 8.44 
-8.50(2H,m), 10. 60(1H.n). 
[0 19 2] ##(?J1 0 0 

5-(4-75/^>v<;b)7S/-2-(3-h';7;u<rp/f 

#%0J99c) Tiibftfdb^ (0.85 g) £Ifl!X:F;U 
(20 ml)-y$/-;U (20 ml) iCjgfgL. mi^WU 
0?^ (0.12 g) ^JlP^T. **»BST3BSiai&H7TS 

5S«i*aEff* LT. aiB<b^»*«6f»5l5 (0.80 g, 

<kLT»fc. 
mp 148-1 50°C 

7Lif#i/Hil C21 H15 N4F30-0. IC4H8O2 -0.4H20<t LT 
ft»(i (%) :C, 62.33; H, 4.06; N, 13.59 
51-iKI (%) :C, 62.27; H, 4.19; N, 13.45 
iH-NMR(DMS0-d&) 6 :3.40(2H,br s), 6. 63(2H, d, J=8.4H 
z), 7.51-7. 62(2H.m). 7.74-7.87(4H,m), 8.23(1H,s) , 

8.44-8.50(2H,m), 9.85(1H,s). 

[0 19 3] #%#J1 0 1 
2-(4-y»yU7x-Jb)-5-(4-_ hn^:v-7<;u)7~y 

101a) 2-(4-/-^;l/7x-;b)-5-- hn^vXYS^ 

4-~ hP-1,2-7iZL/>v r '7;> (3.06 g) <th'JX 
^75 > (2.43 g)£THF (130 ml) \Z%mU 0°CIC 
5$SPL&#6£(fc4-y^U'*>V/'f';b (3.09 g) fciTF 
LT. 0°CT30#. 25375 BSIHfrSttffc. )§«£M 
ES*«, §SWfiW7jc<t7j<^J)D^T. tta*<55UL 
7c„ }#6n/tmt*(hp- hyuxvx;b*>Bt-7jc?ati 

(3.80 g) ^h;UX> (200 ml) lC5i-SL, 4^SDf^ 

t, «fa»*5i»L, KJiLfco 5nfcin*=&->';77 

y;l/S7A9P7h^77-f-T'SSLT SHa(k^ 
^^fe!e H B a (4.25 g. IR$84«) i LTi#/c„ 
1 H-NMR (DMS0-d6) 6 :2.41(3H,s), 7. 42 (2H, d, J=8. 0Hz), 
7.75(1H,d,J=9.2Hz), 8. 10-8. 16(3H.m). 8.46(1H,br 
s). 

ioib) 5-7~y-2-(4-y^ju^xxjU)^>x-r~>^7 
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#%#jioia) -cmentzitsm (2.25 g) **$s-)\, 

(70 ml)-ft&x^l/(70 ml) KSgilU 10«/\°^v^i* 

mm (0.30 g) *mxz. *mm®%T16?$?£t>HtTm 

», »«*«EH£LT» 3IB<b&ft%JiMi&4!!E B i |}BS 
ft (2.10 g. SIM) <LLTf#fc<, 
1 H-NMR (DMS0-d6)6 :2.36(3H,s), 4. 94 (2H.br s). 6.5 
1 (1H. dd J=2. 2 and 8.8Hz), 6. 65(1H, d. J=1. 0Hz). 7.26 
-7.32(3H.m), 7. 95 (2H, d. J=7. 8Hz). 12. 18(1H,s). 10 
[0 19 4] 101c) 2-(4-^^JL/7x-;l/)-5-(4-_ hD 

#%0J1O1b) ■^fSn/'dr:^ (0.62 g) <LHJx^;U 
75 V (0.34 g) £THF (50 ml) lC?g8?U CClC^id 
Ltz&Zt&itA-- r-D^V^-TJb (0.52 g) ^fiPjLT. 
0°C?-30#. S;ST-3^^$$tf/c„ -/gj®£MEg£ 

(0.82 g, IR$80«) i: LTiffco 
mp>300°C 20 
TraSttfttrfS C2iHi6N403<hLT 
tiW-m (%) :C. 67.73; H, 4.33; N, 15.05 
£M1 (%) :C, 67.70; H, 4.30; N, 14.70 
iH-NMR(DMS0-d6) 6 :2.39(3H.s). 7. 36 (2H, d. J=8. 2Hz) . 

7.47-7.67(2H.m), 8. 03-8. 25 (4H, m) , 8. 39 (2H, d, J=8. 8 
Hz), 10.55(1/3H,s), 10.63(2/3H,s), 12.80(1H,br s). 

[0 19 5] ##0IJ1 0 2 
5-(4-7 = y^>yVn,)7 = y-2-(4-y*Jl/7iXJl,) 

#%«IJ101c) -pffStlfclkft* (0.50g) £y$y-/U 30 
(50 ml) IdgjSU lOHV^v^Ag?^ (0.10 g) £})[] 

* * /-;1/-K!eI*/I/-'\*^ VT>jfc;f> LT, MMtS 
**eei»* (0.40g, lK$87!fl <LLT^/-;:„ 
mp 160-164°C 

TL^t/fil C21 His N40-0. 6H2 0<!: LT 

ftWI (%) :C, 71.41; H, 5.48; N, 15.86 

USUI (%) :C, 71.34; H, 5.29; N, 15.83 

1 H-NMR (DMS0-d6 ) 6 : 2. 38 (3H. s) , 5. 73 (2H, s) . 6. 61 (2 40 

H.d. J=8.4Hz), 7.35(2H.d, J=8.0Hz), 7. 39-7. 58 (2H, m) . 

7.74(2H,d, J=8.8Hz), 8. 03(1H, d. J=8. 4Hz), 8.02-8.06 
(1H,m). 8.19(1H,s), 9.81(1H,m), 12.82(1H.m). 

[0 19 6] ###J1 0 3 

5-(4-i>x^u7 = yA:>9Vii/)7 7 = y-2-(4-y^ji/7 

##0J1O1b) T~'getltzit£VB (0.45 g) &4-3?X?j|, 
75yfijaStt (0.41g) £DMF (5 ml) fcBflSU 0°C 
K^JPL&tfbi^y »JA,ttS>X*;b (0.34 g) <DDMF 
$;& (2 ml) S5STLT, O-CT'lSttfr^tfTc, }#S 50 



tlSS^&U: MJX^;l/7 = V (0.35 ml) ^JJDiLTx 

mffifr^Siftc, *6lc4-vp<^;b7 = y tT'J 
->*> (0.26 g) *1)U?lT. SST'4 BF^!b^^-tffc„ 5S 

SLT, fiIBftd»*5tfel»* (0.62 g. iR$78%) i 
mp 157-160°C 

TcSittt/HI C2 5 H26N40-0.5H20<!:LT 

(%) :C, 73.68; H, 6.68; N, 13.75 

nmm (%) ;c, 73.92; h. 6.48; n, 13.59 

iH-NMR(DMS0-d6)6 : 1. 14(6H, t, J=7.0Hz). 2.39(3H,s), 
3.42(4H,q, J=7.0Hz), 6. 72(2H, d, J=9. 2Hz), 7.35(2H, 

d.J=8.0Hz), 7.44(1H,m), 7. 55(1H,d, J=8.4Hz), 7.86(2 

H,d,J=8.8Hz), 8.04(1H,d,J=8.2Hz), 8. 08(1/2H, s), 8. 

20(1/2H,s), 9.79(1/3H,s), 9. 86 (2/3H, s) . 
[0 19 7] #%#J1 0 4 

2- (3. 4-y =J- U 7 1 _ Jb) -5- f4- - h □ /<> '7 

-<;b)7cy^>3>r~ffy-;b 

104a) 2-(3.4-y5 1 U>v ; ^»->7iXj|/)-5-Xl-aA: 

3,4-y^U>v**->S.tS^ (3.32 g) <!:DMF (158) 
£THF (100 ml) KSASU (TCfcfcjSL&tf SSMb* 
*'¥'J/b (1.92 ml) £5STLT. S»T»4B$|Hfr** 
-tffco *«*»ES£LTllSftfcBtt*THF (30 ml) 
KiMEU C©5§>S«4-X hP-1>7i2l/V->75 

> (3.06 g) th';x^;U75V (2.43 g)tf)THF)§5Bi 
(180 ml) ^iCOXlC^giL^^ejiSTLTx 0°CT*30 

tp- h;bX>7.>b*>6i— *?D» (3.80 g) £HbX 

> (200ml) KBJBU 20B#F^llOSiji3i£L/c. jgffiSX 

(4. 59 g, JRIP81K) ^ LT*#/c„ 
!H-NMR(DMS0-d6)6 :6.16(2H,s), 7. 15(1H, d, J=8. 2Hz), 

7.70-7.75(2H,m), 7. 79(1H, dd, J=8. 2 and 1.8Hz), 8.1 
2(1H,dd, J=2.2 and 8.8Hz), 8. 43(1H, d, J=1. 8Hz). 
104b) 5-7~y-2-(3.4-y^b>S>;f^->7xXjb)A: 

##0JlO4a) T*?#6*l7c{b£ft (2.50 g) £y*y-Jb 
(50 inl)-fff^X^j|/(50 ml) KSjSU lOH/^v^L, 
B?m (0.30 g) *ttl*.T» *«»H«T20RIH]!)HtT» 

»«£SES£LT. HRfb^^Kfe» B B B mil«5 
(2.44 g. £ffi6<)) tLTiifc. 
'H-NMR(DMS0-d6)6 :4.92(2H,br s), 6.09(2H.s). 6.49 
(1H.dd. J=2.2 and 8.8Hz). 6.63(1H.d. J=1.8Hz). 7.03 
(1H,d. J=8.6Hz), 7.26(1H,d.J=8.4Hz), 7. 56-7. 61 (2H, 
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n), 12.08(lH,br s). 

[0 19 8] 104c) 2-(3.4-yfl/>^»y7iI)l/) 
-5-(4-~ ^Q^yVJ >l)T = y<yX-< ~ W-)b 
##0J1O4b) Tiibtlfdfc£%) (0.76 g) ihUl^l/ 
7SV (0.36 g) £THF (60 ml) IC^U 0°CtC^JP 
Lt^ibmtA-- hP'O^'Hl/ (0.56 g) 
0°C?30 MST-3«P^A^$tf/c„ S&S&Eg 

U ^/-/U-ft&x^jUT'JjfctLT. HIBffc^tt* 
ftfe*»* (0.93 g, JR*77H) LLT%t^ 10 
mp>290°C 

T^ttftfHl C21 Hh N405 -0. 2H20«h LT 
fWffi (%) :C. 62.13: H, 3.58; N. 13.80 
USUI (%) :C, 62.25: H. 3.58: N, 13.53 
iH-NMR(DMS0-d6)6 :6.13(2H.s), 7.09(1H.d. J=8.0Hz). 
7.45-7.75(4H,m). 8. 22 (2H. d. J=8. OHz), 8.10-8.22(1 
H,n), 8.39(2H.d,J=8.8Hz), 10.62(1H,m), 12.70(1H, 
m). 

[0 19 9] ##<?J1 0 5 
5- (4-7 = J K V »yV )\A 7 = J -2- (3. 4- * =f- \s > * 20 

##wo4c) Tiienfdk^ (0.50 g) £y-*/-;u 

(70 ml) K^SU 10Ky\7->'^A^ (100 mg) £SD 
*.T, Tk^PHMT^^feHtTJSftijiTC^ff^Tco DM 

tfclfcSIXU fP^x^;U-p<^/-;l/^6SjSB B BLTs 
SUBffcS^fifett)* (0.20g. 1R$44«) <!: LTti 

fro 

mp 237-239°C 30 
7EfgttffH§ C2iHi6N403-0.5H20i:LT 
l+gfl (%) :C, 66.13: H, 4.49; N, 14.69 

mmm (%) ;c, 66. 41; h, 4.57; n. h.63 

TH-NMRtDMSO-ds) 5 : 5. 72 (2H.br s). 6. 12(2H,s). 6.61 
(2H,d, J=8.8Hz). 7.09(1H,d. J=8.0Hz). 7.50(2H,m), 7. 
66-7.76(4H,m), 8.17(1H,m). 9.79(1H.br s), 12.60(1 
H,br s). 

[0 2 0 0] #%<?J1 0 6 
5-(4-i/'X»j|/7;y^V9V;l/)7 = y-2-(3.4-y^L 
>is**is7x->\,)'OX'< = W->\, 40 
#%#J104b) TnStitcit-BVlB (0.41 g) <h4--/X^U 
T-y&SSMM (0.41g) £DMF (5 ml) lZ®mL. OX 
K/S&L&tfbS'TVyA^vX^/U (0.34 g) 0DMF 
(2 ml) £3£~FL"c\ 0°C?}5ftfrT*$i?tc. ^5 
tl% : ,%£ffiz h l JX^Jb75> (0.35 ml) £}JD/lT\ 
§ST1 ^*^$-tf7co *6lC4-v/-^l/7 = / tf'J 
v> (0.26 g) £})D*.-C\ gST'4B^^*^tf/c„ ^ 

Ji^MEsm *<tfffKx^;i/^iin^T. mm,®*?* 

^^iS^feflf* (0.41 g, iR^4894) t LT?ifc 0 50 



mp 152-1 54°C 

7L^tttJHI C25 H24 N4 03 ■ 1 . OHz 0 1 L T 
HMO. (%) :C, 67.25; H, 5.87; N, 12.55 
HiKI (%) :C, 67.10: H, 5.89; N, 12.60. 
'H-NMR(0HS0-d6)6 : 1. 14(6H, t. J=7. OHz). 3.42(4H,q,J 
=7. OHz), 6.12(2H,s), 6. 71 (2H, d, J=8. 8Hz), 7.07(1H, 
d,J=8.0Hz), 7.38-7.58(2H,m), 7.66-7.72(2H,m),7.86 
(2H,d,J=8.8Hz), 8.19(2/3H,s), 9. 85(2/3H, s), 9.78(1 
/3H,s), 8.05(1/3H,s), 12.60(1H,m). 
[020 1] #3T#J1 0 7 

2- [2-(4-^ ^->7i-|b)lf|b]-5-(4-ZhD^V-; 
<;l/)7^/^v X-r^^V-^ 

107a) 2-T2-(4-y h^->7iXJl/)X^Jbl-5-X h 

3- (4-2<h+->7iZ;l/)yQW>S (3.60 g) <tDMF 
(1iS) £THF (30 mOKiiSSU OTIC^JP L&tf 6« 
{fc**'+f'U;l/ (1.92 ml) ZfaTLZs ^720^^ 
1*£Vtc, S&£;SSEg£LTi#bft7i:[IK*£THF (20 
ml) KJgfSU JlOS>S^4-xhP-1,2-7xXU>v' 
75 > (3.06 g) t h U X^;l/7 c > (2.43 g) OTHF 
jg» (100 ml) ^KO-CK/SJPL&tfS-STLT. 0°C7J- 
30#fig. gST-4^F^6^^tf7c: 0 

lafttp- t->ix>z)\,*>m-7myi) o.so g) *h 
;n> (150 mi) immu ummmms%iLtco 

U SaiLfc ^#6+^/^:lll^t:^r->'J^^;t/^^A■^7□V 

(5.25 g, iR$88W«!:LT^fc 0 
iH-NMR(CDCl3+OM50-d6) 6 :3.18(4H,m), 3.78(3H,s), 
6.82(2H,d, J=8.4Hz), 7. 14(2H, d, J=8. 4Hz), 7.58(1H, 
m), 8. 13(1H,dd,J=9.0 and 1.4Hz), 8.46(1H,br s). 
107b) 5-73V-2-r2-(4-* r-*->7xX;l/)l^H^ 

#%<?J107a) ?»Sftfc<b£tt (2.53 g) «**/-Jl/ 
(40 ml) IC>§8?U lOX/x^v^Ai^t (0.25 g) £J)Q 
^.T7K^I?limT17^6Ht TSft4ii^;^'fl -3 7c., t7 

T. IlfSit^fcllfeflJIffJSt*: (2. 25 g, SMW) <!: 

'H-NMR(CDCb)6 : 3.09(4H,m), 3.77(3H,s), 3.90(2H,b 
r s), 6.61(1H,dd,J=2.2and 8.4Hz), 6. 74(1H. d, J=2. 6H 
z), 6.80(2H,d,J=8.8Hz), 7.07(2H,d, J=8.8Hz),7.32(1 
H,d,J=8. 4Hz). 

[0 2 0 2] 107c) 2-T2-(4->< h^->7i-Jb)X»Jl/l 
-5-(4-X h 7 5 / ^ VX-T 5 ^7-;U 

#^<?J107b) Titenrdt^ (0.64g) <th'JX^U 
7 = > (0.29 g) £THF (50 ml) tC-^L, CCIC^SP 
Lfctfe>£fc4-X hP^V^-f^U (0.44 g) ^J)D^.T0 
°CT30 §ST'3^A^^tf/co i§!«^;MEg£ 
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-T'ffiKU fF^i^JW6^a B B LT^ HEik^** 
ft&*»3fc (0.65 g, iR$65X) <k LT*§fc„ 
mp 202-204°C 

7T^#ftHI C23 H20 N404 -0. 2H20<!: LT 
tmm (%) :C. 65.77; H, 4.90; N, 13.34 
HMffi (%) :C, 65.77; H, 4.77; N, 13.12 
iH-NMR(DMSO-de) 6 : 3. 06 (4H, m) . 3.71(3H,s). 6.83(2 
H.d. J=8.6Hz). 7. 17(2H,d,J=8.4Hz). 7. 39(1H, d. J=8.4H 10 
z), 7.49(1H,d,J=8.2Hz), 8. 00(1/3H, s), 8.08(2/3H, 
s), 8.21(2H,d.J=8.8Hz). 8. 38 (2H. d. J=8. 8Hz). 10.49 
(1/3H.br s), 10.54(2/3H,br s). 12. 20 (1H.br s). 
[0 2 0 3] #%#|1 0 8 
5-(4-7~/^V^-fjt/)7~/-2 -r2-(4-^ hf->7i 

#%0JlO7c) ?«Sftfcfc£tt (0.52 g) 

(15 Bl)-Bttl^U(15 ml) IC3SSU 109</\°5-77A 
Befit (60 mg) ZMHT. *JISSH«T17B3H#ttTS 
«ffl7C*ff-3fc. * 5 -fr-Sfflfcio TttJS*!** U 20 

□ 7 h^7-f-T!M!!LT, Stated* 6&& B B H JJ$ 
®# (0.36 g, 1R$75«) i: LTfifc. 
mp 110-113°C 

C23 H22 N402 -0. 2C4H802 -0. 5H20il LT 
ItWI (%) :C. 69.20; H, 6.00; N, 13.56 
5t;HI (%) :C, 69.44; H. 5.95; N. 13.31 
iH-NMR(DMSO-de) 6 :3.04(4H,s), 3.71(3H,s), 5.70(2 
H,m), 6.60(2H,d, J=8.8Hz). 6.83(2H.d. J=8.8Hz). 7.16 
(2H,d, J=8.8Hz). 7.31-7.48(2H,m), 7.72(2H.d. J=8.8H 30 
z), 7.93(1/3H.s). 8.04(2/3H.s). 9.67(1/3H,s), 9.72 
(2/3H,s), 12.09(1H,br s). 
[0 2 0 4] ###J1 0 9 
5-(4-vX^Jb7 7 = y^yyVjU)7 7 = y-2-r2-(4-^ h 

##fj107b) ■pfiShfdfc^a (0.27 g) i:4->-IfJl/ 
7* 5 (0.20g) £DMF (10 ml) lC»|»U 0°C 

(C*iiPLStf6->7/y/u&yi^U (0. 17g) CDDMF>§ 
ft (2 ml) £58TLT\ 0°CT15ttfr* Stffco »Sft 
^S^ftlCh ■JX^UT'cV (0.12 g) ^JQ^T. £S 40 
T*1 BSRajb^S-tffco T*-5lC4->Vf L ;l/75/kf'>)v'> 
(0.13 g) £in*.T, SST?40l5ia#**tffc. 

^VfrSSlSJILT, HEfbStt*»«fe*9* (0.22 
g, iK$50X) <tLT?i7c. 
mp 185-187°C 

Timmm cn hso N4 02 1 l t so 



l+Sfit (%) : C, 73.28; H, 6.83; N, 12.66 

mmm (%) ;c, 73.17; h, 6.86; n. 12.62 

iH-NMR(DMS0-d6) 6 : 1. 13(6H, t. J=7. 0Hz). 3.04(4H,br 
s). 3.41(4H,q, J=7.0Hz), 3.71(3H.s). 6. 71 (2H, d, J=8. 
8Hz), 6.83(2H,d,J=8.8Hz), 7. 16(2H, d, J=8. 4Hz). 7.30 
-7.45(2H.m), 7. 84(2H, d, J=8. 8Hz), 7. 95(1/3H, s), 8.0 
5(2/3H.s), 9.71(1/3H,br s), 9.80(2/3H,br s), 12.07 
(1H.br s). 

[0 2 0 5] #3|filJ1 1 0 
5-(4-* h*->^>^VJl/)7=y-2-(4-* h^->7il 

110a) 2.4-yX l-P-N-;*?Jb7-U V 
2.4-7X hP7X'JV (3.66 g) £DMF (50 ml) icjgfi? 
L. O-ClC^iPLSzySeOKjittzk^k^-r-'J^A (0.80 
g) fcJDxT. 0fP30»t>*$tffc. »5ft«S£j« 
fc37<k*^l/ (1.25 ml) ^ITLT, 0TT30»H. 

£g£L, *SU:#*iB*T, «rttl»*5ULT. BIB 
fkSttSltfelSfl (3.88 g. JJX=£99K) <!:LT*#/co 
1H-NMR(CDCI3)6 : 3. 15(3/2H,s), 3. 17(3/2H, s), 6.93 
(IH.d. J=9.4Hz), 8.31(1H,dd, 1=2.6 and 9.4Hz), 8.60 
(1H.br s), 9.16(1H,d,J=3.0 Hz). 

nob) s-7=y-2-(4-y h^->7x_jb)-i-y^jb^> 
= >3V- ji/ fe J: 5- (4-* h *->^v ^rOk) 7 5 y 

#*«110a) HiSftfcfkfc* (1.00 g) SIWx^U 
(30 ml) IdaSSU WUVjV*JUWIk (110mg) £1)D 
XT. *IS#BI^T2^P56HtTjSttS7C*ff-3 7i, C 

;U7 = > (1.23g) Ztia*.. *6lctg<k4-^ h+->^> 
V^-f JU (1.73 g) ^STLT, 0"C T'30ttlHU SST*3 
■SHi^Stffc. DMF (50 ml) £})P*.T, ^ajf&^'PgP 

T ffiaWnZZWlLfi:. ?f 6n/cH«:^x^/-;l/ (70 
ml) fcRSL* 3£B (3 ml) £*P*.T15Bf KJjPSiil 
•StLfco j8tg££ES£& 7jc<!:tafflS^7K^)]PxT^ 

i-b'J VkTti,#Ltc. t§SftfcSBtt*S"J i3 / fl\/i3 
^^P^h^^'f-Tft^LT. 5-7cy-2-(4-^ 
h*->7i-/W-1-^fM>X-1'5 # ^-Jl/fcjgfej* 
TO (0.24 g, iK*19W <bLT£7i:5-(4-;>< h*^;/ 
V?f yU)7£y-2-(4-.?< h*->7ix;U)-1-p<^yU's:> 
X-f5^!/-;bSafet»* (0.54 g, HX^27M) <h LT 

5-(4-p< h*->^>V'-<JU)7 = /-2-(4-^ h*->7iX 

mp 210-211°C 

TC^/ifil C23H21 N303 ^LT 
l+M (%) :C, 71.30; H, 5.46; N, 10.85 
(%) :C, 71.04; H, 5.34; N. 10.84 
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iH-NMR(CDCl3)6 : 3.85(3H.s), 3.86(6H,s), 7.06(2H. 
d.J=8.8Hz). 7.13(2H,d.J=9.0Hz), 7. 53(1H, d, J=8. 8H 
z), 7.63(1H,dd. J=1.8 and 8.8Hz), 7. 81 (2H. d, J=8.8H 
z), 8.00(2H,d, J=8.8Hz), 8. 11 (1H,d. J=1.4Hz). 10.18 
(1H.br s). 

5-7 7 = y-2-(4-^ (•+->7HJl/)-HfjKVX'1'5 

1H-NMR(CDCI3)6 : 3.40(2H,br s). 3.75(3H,s). 3.85(3 
H.s), 6.71(1H,dd.J=8.4and 2.2Hz). 7.00(2H.dt.J=2.2 

and8.8Hz), 7.08-7. 14 (2H,m), 7. 66 (2H. dt, J=9. 2 and 10 

2. 2Hz). 

[0 2 0 6] ##flJ1 1 1 
2-(4-y h^v^i-Jb)-1-y^;U-5-(4-- hg/Q'; 
<<l\A7=.J'<.-sX<<s.W->\, 
##fj110b) ^#bn7c5-7 7 = y-2-(4-^ r-*->7x" 
;U)-1-^^l/'<>X-r = ^V-;U (0.36 g) t\*>JT.? 
JUT'HV (0.17 g) £THF (50 ml) KJSBSU 0°ClC>& 
£PL£tfbilfk4-= hP^W-CJb (0.26 g) £jDx 
Ts 0°CT-30 SS?2BSHfr*3:tffc. 5§&*ME 

ssa, ffl«s»*i:**iiiixT. sfa»*5«iu & 20 

«U fF^x^iUT^LT. HIE<b£tt*ft&f»5lE 
(0. 52 g. JR$91K) <!: LTiifco 
mp 265-266°C 

7LjR#*fHi C22H18N404-0. 1H20<tLT 

t+Sffl (%) :C, 65.37; H, 4.54; N, 13.86 
H;IJffi (%) :C, 65.26: H, 4.59; N, 13.74 
1 H-NMR(0MS0-d6)6 : 3.87(3H,s), 3.90(3H.s), 7.14(2 
H,d, J=9.2Hz), 7.58(1H,d,J=8.8Hz), 7. 66 (1H, dd, J=1. 8 
and 8.8Hz), 7.82(2H.d. J=8.8Hz). 8. 15(1H.d, J=1.6H 
z), 8.23(2H,d.J=8.8Hz). 8. 39 (2H, d, J=8. 8Hz), 10.59 30 
(1H.s). 

[0207] ##0J 1 1 2 
5-(4-y = y^V9VjU)7 7 = y-2-(4-y h*->7xX 

#*fl111Tl§5ftfcfl:£» (0.40 g) £y.$/-;l/ (3 
0 ml)-DMF (30 ml) KSjSU 10«/\°7 VOUxM (50 
mg) ^UPAT. **SHST84l$FJjbH*TSttil7G*fT 

*;i/-**y-jUfr5fSl£fiLT. B!B<b£4fe&aei» 40 

* (0.33 g, JR$89X) iLTlfc. 
mp 223-225°C 

7c^iMfHI C22 H20 N4O2 -H20<!: LT 
f+Sffi (%) :C. 67.68: H, 5.68; N, 14.35 
H«l (%) :C, 67.67: H, 5.71; N, 14.36 
iH-NMR(DMS0-d6)6 : 3.85(3H,s), 3.86(3H,s). 5.71(2 
H.br s), 6.61(2H,d,J=8.8Hz), 7. 13(2H, d, J=8. 8Hz). 
7.50(1H,d.J=8.4Hz). 7. 61 (1H.dd. J=1. 8 and 8.8Hz), 
7.75(2H,d.J=8.8Hz), 7. 81 (2H,d. J=9. 2Hz). 8.09(1H,d. 
J=1.4Hz), 9. 77 (1H.br s). 50 



[0 2 0 8] #%«U1 1 3 

s-(4-i>'i^jb7 7 = y^>yvji/)7 7 ~y-2-(4-y h*-> 

7x-j|/)-1-y-^Jl/^>^ = >5fV'-Jb 
###J110b) T-}|6n7c5-7 7 = y-2-(4-y h*->7H 
Jl/M-y-^il/^VX-r (0.24 g) £4--?x 
5 L ;l/7 , 5yS*SK (0.19 g) £DMF (10 m\)\z%M 
U 0' > Clc^iPL%zy6v7/ »JA/»5?I*/l (0.16 g) 
ODMF*a (2 ml) *»TLT» 0"C-pi5»Hfi»**tf 
fc„ ffStliS^StKUl^UT'SV (0.17 ml) £ 
JjDaT, SSTM BSF^fr *£-t£fc. £5lC4-S?*^;l/7 
= ytT'J->->(0.12 g) £JQ*.T. 3S?3BHfr*3:tf 
fe. «8*aES*«. Tjc^&x^U^DiLT, Wtil 
I^UL, *tlMlft*a* - Ps!t»L. a&MJifflW-HJ 

sstsfl lt» aiB<b£tt«-»*ieiSA 

(0.24 g, 1R$60«) drLTfifc, 
mp 161-163°C 

5c*iMJHI C26H28N402 <!:LT 
l+M (%) :C, 72.87; H, 6.59; N, 13.07 
HUfil (%) :C, 72.69; H, 6.33; N, 12.97 
iH-NMR(DMS0-d6)6 : 1. 14 (6H, t, J=7. 0Hz), 3.42(4H,q,J 
=7.0Hz), 3.86(6H,s). 6.72(2H,d, J=9.2Hz), 7.13(2H, 
d.J=8.8Hz), 7.51(1H,d, J=8.8Hz), 7. 63(1H, dd, J=1. 8 a 
nd 8.8Hz), 7. 81 (2H, dt, J=8. 8 and 1.8Hz), 7.86(2H,d, 
J=9.2Hz), 8.11(1H,d,J=1.4Hz), 9.83(1H,br s). 
[0209] 1 1 4 

6-(4-v'I»Jl/7 = /^V'7-<;U)7 7 = /-2-(4-y h*-> 

7izin-i-yfMvx^;<f';-ji> 

114a) 6-7>~7-2-(4-* h*->7x ~jU)-1-y ^jl/'O 

##0J75a) H§6*lfdb£* (0.54 g) £DMF (10 ml) 
IC58ISU OTlC^id LfttfSMKjWfckilSfb*- I* 'J O 
1a (0.09 g) 7\ 0TT30 iHHfrtr^-tffc. i§6 

tl^-S^iSlC 3-7^^1/ (0.13 ml) £J]D*.T\ ^zS 

*TStt*£3SKU 98*Lfc. fiSti^S****/-^ 
(10 niD-ffHfcl^/U (10 ml) fc&SU lOMn^v^ 
^eefft (60 mg) £}jn*.T\ 7k^#HmT4^P^AHtT 

T\ HE<bdft*Jt6ll& (0.15g, lR$30X) £LT» 

'H-NMR(CDCU)5 :3.75(3H,s). 3.80(2H,br s), 3.88(3 
H.s), 6.64(1H,d, J=1.4Hz). 6. 70 (1H, dd, J=2. 2 and 8.4 
Hz). 7.02(2H,d,J=9.2Hz), 7. 57(1H, d, J =8. 4Hz), 7. 67(2 
H.d.J=9. 2Hz). 

114b) 6-(4-v>X^JUy = V^JU)/ 7 = y-2-(4-> 

r-^->7xrju)-i-y^^vx-<~>y^-ju 
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##0"j114a) T**#Sftftfb£* (0.10 g) «fc4-v>X^;l/ 
7;/$Iffi (0.08g) £DMF (10 ml) fcjgflSU 0°C 
lc^JnL^^6.->7yU/u^v ? x^;U (0.07g) ©DMFjg 
% (2 ml) *3TFLT» 0"C-pi5#IH#¥*tffc. *#6 
tlS-S^jSlCh'Jl^;l/75> (0.07 ml) ^fiOAT. 
^ST* 1 f^fr^ 3: tfft. * 6 fc4->?* ?;b7 = / fcf U 
->*> (0.05 g) £SnxT\ £2?60l$nfr3$1ffc. J§ 
ffi££ES£& *£B»l*7l/*llDxT*i«ffl«H« 

«u ssji^aiESaSLfc. sstifcattes/'JAyju 10 

^VftSS^aLI, MiBlbS^itfo^al. (0.07 g. 
|R*41« <bLT»ft. 
mp 215-217°C 

Ttmaim C26 H28 no 02 -o. 1H20^ lt 

%mm (%) :C. 72.57; H. 6.61; N. 13.02 
MMM (%) :C, 72.54; H. 6.74; N, 12.96 
1 H-NMR (CDC 1 3 ) 6 : 1 . 20 (6H. t . J =7. 2Hz) . 3. 41 (4H, q, J= 
7.0Hz). 3.81(3H.s), 3.88(3H,s). 6. 67(2H. d. J=9. 2H 
z), 7.01-7.07(3H,m). 7. 67-7. 72 (3H, m) . 7. 81 (2H, d. J= 20 
8.8Hz), 8.06(1H,br s), 8. 36(1H,d. J=1. 8Hz). 
[0 2 10] #%#J1 1 5 

3- r5-(4->x^;i/7 7 = y^>^ji/)7 = y^>x-r~ 
ffv?-j|/-2--<Jl/l-N-7ixjl/7pb:°j|/ ft-n~y-- h 
115a) 3-(5-_ h- P^>X-f 5 gV-Jl/-2-<;l/) 7°P b° 
* > &xyjl/ 

4- ~ hD-1,2-7i-l/>^7;> (7.66 g) <hHJX 
^/U7S> (6.07 g)£THF (300 ml) KigftSU 0°CIC 
)e*PL&fi«5tS<bCtt<»l^iU (8.23 g) ^STFL 

T, 0iCT30»M. MST*3^3b^$tffto 30 

ft. fienftStttp- hJl/x>x;l/*>K-*»ft 
(9.51 g) £HUXV (300 ml) (C&iSU lOB^P^ 

aatLft. »ffi«aES£& ?k tawsw*. §t&x 

t^U^JjDAT. *»»*3»J», SlSWSiMXU *t 

«£ME@£ L ft, if 6 nft gift * -> '^fJW7Af 
□ ?h^77-f -T-ffiK L, fffflx^U-^-f v 7°p t° 

(6.65 g. iR$51X) t LTfifto 40 
1 H-NMR(0MS0-d6)6 : 1. 16(3H, t, J=7. 0Hz). 2.91(2H,t,J 
=7.0Hz), 3.15(2H,t, J=7.0Hz), 4.06(2H,q, J=7.0Hz). 
7.66(1H,d,J=8.8Hz), 8. 07 (1H, dd, J=2. 2 and 8.8Hz), 
8.39(1H,d,J=2.2Hz ). 

115b) 3-(5-?;y^>x^ ~ ^2=Jk=2-^M t°p e 
*>ttx»ji/ 

##0j115a) T''&5tltcib&Vl (1.38 g) 
(40 ml) fc;gft?U 10«/\°5v ; Okmm (0. 14 g) £j)D 

5- f h5»ic«J:-3Tll*a*l«*Lft». »«*3«E9* 50 



LT> aSB<b£ft£fl&;Atttt (1.22 g, SfifK)) £L 

Tiffto 

iH-NMR(DMS0-d6)6 : 1. 17(3H, t, J=7.0Hz). 2.79(2H,t,J 
=6.8Hz). 2.96(2H,t, J=6.8Hz), 4. 05 (2H, q, J=7.0Hz). 
6.43(1H,dd,J=1.8 and 8.4Hz), 6. 58(1H, d, J=1.8Hz), 
7. 11 (1H, d,J=8.4Hz). 

[021 1 ] use) 3-r5-(4-v-'x^;i/7 = y^>v>-rju 

2k 

##0J115b) ■p»6ftfdb^* (1.22 g) ^-v'X^b 
7S/S.t§I? (1.06g) £DMF (10 ml) fcjgfiSU 0°C 
K>$SILft#S5>5VyA,tt5>I*/b (0.90g) fl)DMFj§ 
58 (2 ml) ^r^tTFLTv 0"CT , 15#Hlift 4 **tffc. 
n*S^»JEh'Jx^yb75V (0.64 g) ZtBAT* § 

> (0.67 g) fcJjn^T. S5aT3.5HHfl»*Stfft. » 
JKfcSEEESfctL *£t»x*j|/«il]a.T*ittJi*»l* 

ttv^sseflLT. aisibdtt«a££ B % (1.51 g . 

tt*7lX) <bLT?ift. 

iH-NMR(DMS0-d6)6 : 1. 21 (6H, t ,J=7. 0Hz), 1.26(3H,t.J 
=7.4Hz), 2.86(2H,t, J=6.8Hz), 3. 20 (2H, t, J=6.8Hz), 
3.43(4H,q.J=7.0Hz), 4. 18 (2H, q, J=7. 0Hz), 6. 69 (2H, d, 
J=8.8Hz), 7.00(1H,br s), 7.58(1H,br s), 7.79(2H,d, 
J=9.0Hz). 7.85(1H,br s), 10. 20 (1H.br s). 
115d) 5-(4-v ; X^;U7 = y^VWjU)7 = y-2-(3-ll 
K □ =fc -> 7°P \dl U) ^ V X ■< 5 3" 9 - 1 1/ 
###J115c) -P»6tlft{b^* (0.55 g) =&THF (20 m 
I) KjSJBU *SSfbB-3SS , J* , ?/» (90 X; 0.09 g) 
^JjD^Tx 30 o CT-7^*^$^fto ;gfi&XE9£ 

WS^i/'J^^U^^Iv^P^ h^77-f-T*»iL 
T. IIIB1b^to=&^fe^ (0. 10 g. iR*20X) t L 
T^ffto 

'H-NMR (CDC 1 3) 6 : 1. 20(6H, t, J=7. 1Hz), 1.95-2. 04(2H, 
m), 2.96(2H,t, J=6.8Hz). 3. 42 (4H, q, J=7. 0Hz), 3.73(2 
H.t, J=5.8Hz), 6.67(2H,d,J=9.0Hz), 7.06-7. 11 (1H,m), 
7.42(1H.d.J=8.6Hz). 7. 80 (2H. d, J=9. 0Hz), 8.02(2H,b 
r s). 

115e) 3-f5-(4-vX^;b75yA:v'7>fji / )7 = y^:> 
#%ffJ115d) T*?i6tlfc{b^ft (0.13 g) ^THF (30 m 

i) ic-;gfi?u o°cic^aiL^* ,; 67ixjU'rv->7^- 

h (0.04 ml) *m?LTs 0°CT*2^ S5g-p64«H6 x 
*$tfft„ i/'J^y/l/^^ix^PT r-^^-f-T'^IS 
LT> aiB<b^^;^fe» B B B rTJIl«: (90 mg. C$51 
«) <bLT^fto 
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mp 114-1 18°C 

7i,mii^m C28 Hsi N5O3 -0. 2C4Hs02 1 LT 
tiWm (%) :C, 68.74; H, 6.53; N, 13.92 
HUffl (%) :C. 68.81; H, 6.59; N, 13.78 
iH-NMR(CDCl3)6 : 1. 18(6H, t, J=7. 2Hz). 2.08(2H,m), 
2.83(2H,t, J=7.3Hz), 3.39(4H,q, J=7.0Hz). 4. 11 (2H, 
m), 6.64(2H,d.J=9.2Hz). 7. 00-7. 39 (8H. m) . 7. 81 (2H, 
d,J=9.2Hz), 7.96(1H,br s), 8.14(1H,br s). 
[0 2 12] #%0J1 1 6 

5-(4-v i 'x^ju7 7 = y^:>^>rjb)7'~y-2-(4-b°'jv ; 10 

116a) 5-_ h P-2-(4-H°'J >%W>XV = W->\, 
4-ZhP-1,2-7iZL/>->7c> (3.06 g) £MJX 
?li>7~y (4.45 g)£DMF (50 ml) KJgfSU 0°ClC>& 
iPL^e^k-TV-a^V^K^ (3.56g) %1MtL 

t. o°ct-3o^^. m^Timfflfrzzurc %mzm 

Wtp- h;bX>Xyb^V^-7k?p!Rzi (7.61 g) £ HU 
X> (200 ml) (C^jSU IS^Mfa^tLTto 
MES5S&. 7k,hiaffi«^7j<^}iD^Tt/TiUtl^51SL. 20 
i/i)tl J f)\'tl : 7k'7n^b'7z>7 4-T*m%kLT. HIB 
^mSil^lt^fe^* (3.42 g. 71 «) <hLTi§/c„ 
iH-NMR(DMSO-de) 6 : 7. 85 (1H, d, J =8. 8Hz). 8.13-8.22(3 
H,n), 8.57(1H,d, J=2.0Hz), 8.82(1H,d, J=1.4Hz), 8.84 
(1H,d, J=1.4Hz). 

116b) 5-T 7 = y-2-(4-bi°U -JM^yX* ~ 
##W16a) r^enfdk^ (1.20 g) £DMF (50 m 
I) Itj^SL. lOK/^v^gjil (0.20 g) £j}n*.T\ 

7K^iiiimT65^*HtTJg^^^^fc„ -fc^ h 
zmz£?Tmmvk ; tkLtc&. -sas^MEgisu -> 30 

svuzm&mi'BBmi* (0.65 g . ir^62« llt'& 

iH-NMR(CDCl3) 6 : 5. 11 (2H.br s), 6. 59(1H. dd. J=8. 8 a 
nd 2.0Hz), 6.67(1H,d, J=2.0Hz), 7. 36(1H. d. J=8. 8Hz). 
7. 96 (2H, d. J=6. 2Hz) . 8. 66 (2H, d, J=6. 2Hz) . 
116c) 5-(4-v ; X^^7 7 = y^>VVjU)7 7 = y-2-(4-e 

###j116b) T-mStltcit^ (0.65 g) <t4->*I*;l/ 
7 S (0.63g) =&0MF (20 ml) KJSfSU 0°C 40 
iC^jpLzj^e^^y Uiylfil/ (0.53g) <7)DMF>§ 
(2 ml) ^-STLT. 0 o CT-15^^$$€/c<, lib 
tl^S^lC h'Jx^;b7 = > (0.38 g) £JjP*.TSS 
T-50^^*$tf/co iSil^Egi^ *^fiP?lT. 

7r-^7<-T-fliyU fF^x^;U^6^a B aLT. 
MlB<b£*&l£$*i&@tt (0.53g, iR$45)0 tLT^ 
fc, 

mp 248-250°C 

Tzmfttm C23 H23 Ns 0 £ L T 50 



f+Wfl (%) :C, 71.67; H, 6.01; N, 18.17 
HWI (%) :C, 71.78; H, 5.94; N, 17.97 
'H-NMR(CDCl3)6 : 1. 20(6H, t, J=7. 0Hz), 3.41(4H,q,J= 
7.0Hz), 6.64(2H,d, J=9.2Hz), 6.98(1H,m). 7.66(1H, 
in), 7.80(2H,d,J=9.2Hz), 7.86(2H,m), 8. 16 (1H, m), 8. 4 
5(2H,m). 8.57(1H,br s), 12. 40 (1H.br s). 

[0 2 13] #%#J1 1 7 
5-(4-ylfJl7 = y^MMT = /-2-(2. 3-i/H K 
□ ^ >9 7 3 V-5--T I U) ''O XV 5 V?-) b 
117a) 2. 3— > bl Ka^VV/'75>-5-^Jb7}t'7 , JUxll K 
x— • t°— • t>T6©-»-t)l/ • • /f-f->t 
yU-^r-Xr-'J-, 36, 3700, 1993^ (Monte. A. P. e 
t. al., J. Med. Chem., 1993, 36, 3700) (CIEMW7d 
SKftoT^jSL/co 2,3-v ! t Kn^v^75> (3.00 

g) £i£<t*^U> (50 ml) lz%MU 0°Clc^iPLti 
^SQ^k-r-r' (9.76 g) £J)PtL, g^Tv^PP*^ 
;M?-Jl/X-xJl/ (2.26 ml) ^lOtf^jbHtT^TU 0 

ajffc&jiiu iwett. ta«&i&7j<©iii-rft#u 

&7jcWil2^HJ9A?1SjiU j§^;MEg£L7c 0 *i 
ffi^LT. MlB{k^%)^^fe)4«!|4) (1.07 g, iR^29W 

t Lzntco 

1 H-NMR(CDCl3)6 : 3. 28(2H, t, J=8. 6Hz), 4.70(2H,t,J= 
8.8Hz), 6.88(1H,d, J=8.0Hz), 7. 67(1H, dd, J=1. 8 and 
8.0Hz), 7.76(1H,d, J=1.0Hz), 9.84(1H,s). 
117b) 2.3-i/t KP^>yy7-7>-5-^jb^>^ 
X>y?- • A^ecCKNxP+M^UX, 3J, 219, 1992$ 
(Hara, H. et. al., Heterocycles, 1992, 33, 219) It 
IStE07D»lc^oT^L/c„ ##0j117a) T'fiSft/c 
it^iB (0.15 g) ^-pMYy (150 ml) lc>§8?U SB* 
BSbSt^v^A (0.82 g) *61C1K ®V> 

■fiym-hvou^mii mi) ?stl so°ct3^ 
ft^s-tffco *%VD%m£u in 

ii&£J)P*.TpH1 IC LTfr 6fFS?x^/l/-TS)tB U ISfQ 

ilEeafiLTv HiBftV&^afeffl* (0.14 g, HX$84 
%) tLT'^fc 

iH-NMR(CDCh)6 : 3. 27(2H, t, J=8. 8Hz), 4.68(2H,t,J= 
8.8Hz). 6.82(1H,d.J=8.8Hz), 7. 93-7. 96 (2H, m) . 

[0 2 14] 117c) 2- (2. 3- b K P ^ V -7 7 5 >-5--f 
jU)-5-_ r-P^>X^3V-;b 
#%filJ117b) Tl#6n/"dk^!t53 (0.14 g) <tDMF ( 1 5S) 

^THF (10 ml) iZ^mU ^b^*"+f''J;U (0.08 ml) 
=&>iSTLT, SST'12B#F^6^^tf7co i§«£;MEg£ 
LT^e-n/ciEaW^I^THF (3 ml) lCi§PL, d<D>§>S 
?4-Iha-1^7iII/>v7cV (0.13 g) ^ h 'J 
IW = > (0.10 g) (DTHFJgiS (15ml) *tt0°C^ 
aiLSzye-JSTLT. O'CT^Ott, SST*1. 5B$P^frtS 
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k— (0.16 g) ^h;n> (so mi) itmmu 

Tk^JD^T. «Ttfc*£3KL, 3£JgLT*iStl7c@i*£ 

•>u*f;w7A^P7h^7-f- T-mm LT, HIS 

<b^»*ilfel»* (0. 17 g, IR=P72K) £ LTiiTio 
iH-NMR(DMS0-d6)6 : 3. 30 (2H, t, J=8. 8Hz). 4.65(2H.t.J 
=8.4Hz). 6.97(1H,d,J=8.4Hz), 7. 64-7. 78(1 H.m). 7.99 
(1H,d, J=8.4Hz), 8.11(2H,m). 8.47(1H,m). 
117d) S-7 7 ~y-2-(2.3-v i b: Ka ^> ';'75>5-C )U) 10 

#%0j117c) -ptSSftfdbS* (0.16 g) z*$;-ii> 
(30 ml) tcS&SL* lONA^'O^ro* (0.03 g) £1)0. 

LTn BfB{b£«g&*l&S{* (0. 14 g. 1R^94«) £ L 
Tfifc. 

1 H-NMR (CDC 1 3 ) 5 : 3. 09(2H. t. J=8. 8Hz) , 3.60(2H.br 

s). 4.56(2H.t.J=8.8Hz),6.62(1H.dd. J=2.2 and 8.4H 

z). 6.74(1H,d,J=8.4Hz), 6.77(1H.s), 7. 39(1H. d. J=8. 20 

4Hz). 7.71(1H.d, J=8.4Hz), 7.88(1H.s). 

117e) 5-(4-v'x?jl/7 = J WjU) 7 ~ /-2-(2. 3- 

i?t Kn/<>!;73>-w ju)^vx-rs^yy-;u 

#Sf09l17d) T**iSftfcfb£ft (0.13g) <t4-vl^;U 
75/Sm»K (0.10g) £DMF (10 ml) fc»»U 0°C 
l^aiLS^e-^/y/uffi-^l^b (0.08g) CDDMFS 
» (2 ml) *5TFLT. 0"CT15tfH#**tffc. *i5 
ftSS^fcfc h'Jx^;U7S> (0.06 g) £J)D;LT> ^ 

ST- 1 QH£r«Sti%. * 6 K4-s>* ^;U7 = y f u ->* 

> (0.06 g) £JjD;lT. SST'60^^*Stffc. 30 

»5A^PVh^7-<--pWI»LT, Hia{b£»*a 
ftftj* (0.12 g, iR$54«tLT^7co 
mp 161-165°C 

7c^»«Tffl C26H26N402-0.6H20<!:LT 

1+SiI (%) :C. 71.41; H, 6.27; N, 12.81 

UMI (%) :C. 71.26; H, 6.09; N, 12.75 

1 H-NMR (CDC 1 3) 5 : 1. 19(6H, t. J=6. 9Hz), 3.03(2H,t.J= 40 

8.4Hz), 3.41(4H,q, J=7.0Hz), 4. 53 (2H, t, J=8. 3Hz), 6. 

61-6.70(3H,m), 7. 06(1H, d, J=8. 0Hz), 7. 55 (1H, d, J=8. 0 

Hz), 7.74-7.85(3H,n), 8.05(1H,s), 8.34(1H.br s). 

[0215] #%#ji 1 8 

5-(4->X^Jb7~y^>9ViU)7 = y-2-(4-^ F-*-> 

118a) 2- (4-* h*v7iXJl/*^Jl/)-5-X h-D^yX 

K4-^h*->7ii;l/)|« (3.32 g) <bDMF (1JB) 
£THF (20 ml) Kj§8?U tgfb#=WJ Jl/ (1.92 ml) 50 



LTf#5ftfc4t»£THF (15 ml) KSSfiSL. CICOJgjS 
£4-X ha-1,2-7HU>->7c> (3.06 g) <t h 'J 
x^;l/7 = > (2.43 g) ©THFigig (150ml) NICOTIC 
^SnL&tfbiiSTLT, 0°CT30#, £371.5663*** 

(3.06 g) £MbX> (150 ml) fc®jS 

l, isBiain&asLfc. si^aESii> *<»:§&» 

SLT, HIB<k^^^feffi B B B »IH* (5.56 g, HX^94 
50 <hLTi§fc„ 

1 H-NMR (CDC 1 3) 6 : 3.78(3H,s), 4.27(2H,s), 6.88(2H, 
d.J=8.8Hz), 7.22(2H,d,J=8.8Hz), 7.52(1H,br s), 8.1 
6(1H,dd, J=2.0 and 8.8Hz), 8.44(1H,br s). 
118b) 5-7g/-2-(4-p< ht->7i-/Mf;W^>X 

##0J118a) ?»Sftfdb£tt (2.00 g) 
(70 ml) fc;gft?L> lOWOy'O^f (0.25 g) £DD. 

LT> Hi3ft:£tt*«fel»* (1.79 g, EMW) £ LT 

> H-NMR (DMSO-de) 6 : 3. 71 (3H, s) , 3.97(2H,s), 4.80(2 
H,br s), 6.43(1H,dd,J=1.8 and 8.4Hz), 6.57(1H.m), 
6.85(2H,d,J=8.4Hz), 7. 12(1H, d, J=8. 0Hz). 7.21(2H.d, 
J=8.8Hz). 

[0 2 16] 118c) 5-(4-v ; X^;l/7 = yA:v^^jU)7 

= y-2-(4-^ i-t->7i2)^fji/)^>x^ = ^;- 

2k 

##0Jl18b) TiiSn/dbS^ (1.00 g) £4-3>x*jU 
75/£.l§6t (0.80g) £DMF (15 ml) IC>§8¥L. 0°C 
lEJ$aJL&tf6->7/yA,»^l^;b (0.68g) <DDMF>§ 
ft (2 ml) fcaSTLT. 0°C715»Rg#*3:-tffc. 
tlSS^ftfc h')If;l/7=> (0.48 g) £}]Q*.T, £ 
ST* 1 BSBfr * * fc. * 6 lC4-» ^;U7 S / tf'J 5/ 
V (0.51 g) Ztox-T. SST*20^6^*-tffto 
taEB*», *<hfFltx^jU^J]I]xT. £8IJI«ftlK 

;l/*5A^D^h^57<-TiflSU fF^x^;U-^ 
^y-;l/^6S^ B B B LT. HE<b£tt*l9fel8* (0.68 
g. iR?40« i:LT?ift. 
mp 172-174X 

TtmMfim C26 H28 N402 -0. 2H20<h LT 
f+Wfil (%) :C. 72.27; H, 6.62; N, 12.97 
H$HI (%) :C. 72.20; H. 6.45; N, 12.93 
1H-NMR (CDCI3) 6 : 1. 20(6H, t, J=7. 0Hz), 3.41 (4H, q, J= 
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7.0Hz), 3.78(3H,s), 4. 17(2H,s), 6. 66 (2H, d, 1=9. 2H 
z), 6.84(2H,dt,J=8.8 and 2.2Hz), 7. 18(2H. d, J=8. 8H 
z), 7.50(1H,m), 7.76(2H,d,J=9.2Hz), 7.85(1H,s), 8. 
08(1H,br s). 
[0 2 17] ###J1 1 9 

5- (4- vif i U7 7 ~ y ^ y yy-r j u) t* = y -2- (4- hj 7 ;u 
^-□^ h^>/7x-/u)A:vx-r5yv > '-/u 

119a) 5-- hD-2-(4-h'J7;l/7t-gy h»->7i-Jl/) 

4-h<)7fr*oy- r-*->£.t§&$ (2.06 g) <hDMF (1 10 
$) £THF (15 ml) KjgjSU mt*$-V<)ll> (0.96 m 
I) £arFLT££-T20B3Hfr**irfc. sffi^ass 
*LT»6tlfc5*tt»*THF (15 ml) lc-»BU COS 
JR^4-- hP-1,2-7iZl/>i/'7 = V (1.53 g) <h h 
'JI^;U7£> (1.21 g) ©THFjgjfc (150 ml) efUCO'C 
ic^SPL^e-STLT. 0°CT30^ SS7*3B3Rafr 

T> «TtHto*3ULfc. SStifcHttep-HUva 
;1/*>IS— *?0* (1.90 g) 5h;H> (150 ml) te@ 

au is^iaiipjBfflaELfc. ;&ffi«XEfl£& Tkita 20 
-r-T^SLT. jaia^k^ft^sffeia* (2.93 g . is« 

91« iLTiift. 

1 H-NMR(DMS0-d6) 6 : 7.62(2H,d, J=8.4Hz), 7.79(1H,d,J 
=8.8Hz), 8.16(1H.dd, J =2. 2 and 9.2Hz), 8.35(2H,d,J= 
8.8Hz), 8. 50(1H.br s). 

119b) s-7~y-2-(4-h<)7i\,*ny x-ii) 

##0J119a) Tl# eft/Mb^ (1.50 g) *y$y-)\, 30 
(70 ml) (C;§ft?U m/i^-JOkmm (0.17 g) £i)D 
*S#H^T17^*StTSM»7c*S^7c. -tr 

lt, Mnt£to*Bt&maamto (1.30 g. ir^96«) 

i H-NMR (CDC l3)<5 : 6. 69(1H. dd, J=2. 0 and 8.8Hz). 6.81 
(1H,m), 7.22(2H.d,J=9.6Hz), 7. 46 (1H. d, J=8.4Hz). 8. 
02(2H,dt, J=8.8 and 2.2Hz). 

119c) 5-(4-v > X?-Jb7 7 S y^WV)l/)7S y -2- (4- h 
>J7>i,*g* h*->7i-Jl/)A;>XY = 3V-Jl, 40 
#%0Jl19b) HfSftfcifc^tt (0.70g) £4-S?x*ll/ 
T'S/SSSK (0.48g) £DMF (10 ml) fcjgftSU 0°C 
fc^LfctfSWVyA/K^l^/l/ (0.41g) ODMFii 
« (2 ml) ^iSTLT, 0iC-pi5»ffl^*Stffc o l#6 
tt^g^jSlC h'JX?Jl/7 = > (0.29 g) ^fiPAT, £ 
ST- 1 B^fr* £ if fc„ * 6 iZA-'jy *jl/7 ~y¥<J v 
V (0.31 g) £J)P;i7\ SS-pi9RBB^**tffc. Jg« 

(0. 50 g. iR$459t) t LT'&fco 50 



mp 217-219T 

7C*tt#HI C25H23N4F302 -H20<!:LT 

ItWfi (%) :C, 61.72; H, 5.18; N, 11.52 

mmm (%) ;c. 61.88; h, 5.16; n, 11.57 

'H-NMR(DMS0-d6)6 : 1. 14(6H, t, J=6. 9Hz). 3.43(4H,q,J 
=7.0Hz), 6.72(2H,d, J=9.0Hz). 7. 45-7. 62 (4H, m) , 7.86 
(2H.d.J=9.0Hz). 8.14-8.31(3H,m). 9.82-9.90(1H,m). 
[0 2 18] #%0J1 2 0 
5- (4-v ; X^Jb7 7 ~ y ^> V>V Jb) T 7 ~ y-2- (4-* 

120a) 2-(4-y-^;i/»7t-7ixjb)-5-x hn^v^; 

4->^;b^*S*§K (0.84 g) <hDMF (1 3S) =&THF 
(10 ml) QTCfcXmLlttfittibtWJto 
(0.48 ml) fc-STLT. Sa?14RIBfr**tffc. >§!« 
*«ES£L.T*§Sftfc@i**THF (5 ml) fc-SflSU 
CCM^-zhP-U^iil/VyZSV (0.77 g) 
<tHJl*Jb7£> (0.61 g) (DTHFjgjg (100 ml) * 
(CO-CK^JUL&tfbj&TLT, o°CT*1^, 

RMA^ttffc. ;8«*»EB£tL 
DD^T. «Ta»*%l2Lfc. ffSn/c^ttip-HUx 
>^;l/*>K— *fPft (0.95 g) *KHV (100 ml) 
KSSU 30^JPSffil3itLf£:. ;8tt&»Eff£& 7k 

57-r-T'«^LT. HIB<b&ft%Jtei»£ (1.02 g, 
<K*71%) iLIilfc. 

i H-NMR (DMS0-d6 ) 6 : 2. 58 (3H, s) , 7. 48 (2H, d, J=8. 6Hz) , 
7.75(1H.d.J=8.8Hz), 8. 11-8. 18(3H,m), 8.46(1H,br 
s). 

120b) 5-7 = y-2-(4-y?>\,T*7 jl-MsOX* ~ 

###Jl20a) ?»Stlfdb£* (0.50 g) tmSS-t 
fr*fP» (1.98 g)£x*y-M> (50 ml) fcjgjBU 
65°CT 3 ^ft^S-tf ft. fia*QfiW**l)PjlTpH8lCi@ 

K&tx^;U^Jjp^T, W«Ji*»BlU *tfi«fi** 

^LT. Jife&IIJfjmtt (0.50g, ^iW) tLTif 
7c„ 

1 H-NMR (CDC 1 3) 6 :2.53(3H,s), 4.94(2H,br s), 6.52(1 
H,dJ=8.4Hz), 6.64(1H,s), 7. 27 (1H, d, J=7. 6Hz), 7.36 
(2H,d,J=8.4Hz), 7.99(2H,d,J=8.4Hz), 12. 21 (1H.br 

s). 

[0 2 19] 120c) 5-(4-->'X?jU7 7 = /^>yy-f 1^)7 

~y-2-(4-y=f-)\,**7x->\,)'<>xj = *f>j-i\, 

#%«"Jl20b) TliStlfcftA* (0.45 g) i4-vX^;U 
7£yfiAStt (0.36g) £DMF (15 ml) iZf&HtU 0°C 
ic^iPLJ&^e^T 7 / Ul-^lfJl/ (0.30g) CODMFJg 
jg (2 ml) SSTFLT, 0°CT*15^/)^^tffto }#b 



(64) 



#^2000-095767 



n^S^lch'Jx^l/^-V (0.21 g) £J]D;*.Tv ^ 
ST'1 85F^$Sif/co 3-5^4-^^1/75/tf'J^ 
> (0.23 g) SS7M8BSia#**tffc. 
*«ES4»» **l)ll*.Ttfratt£31*U fSSftfcH 

HIBte£**afe*»* (0.42 g, iR^55«) tLTW 
ft. 

mp 148-152°C 

7Sli»*(Hi C25H26N4OS-O.3H2O.tLT 
l+Wfil (%) :C, 68.87; H. 6.15; N, 12.85 10 
HiOffl (%) :C, 68.73; H. 6.12 N. 12.60 
iH-NMR(DMSO-de) 6 : 1 . 14 (6H, t, J=7. 1 
Hz) , 2. 5 5 (3H, s) . 3. 42 (4H. 
q, J =6. 8 Hz), 6. 73 (2H, d, J = 
9. 2Hz) . 7. 4 1 (2H, d, J=8. 8H 
z) . 7. 43-7. 54 (2H, m) , 7. 86 

(2 H, d, J =9. 2 H z) . 8. 0 8 (2 H, 
d, J=9. OHz) . 8. 20 (1 H, m) . 
9. 8 3 (1 H, b r s) . 1 2. 7 2 (1 H. b 
r s) . 20 

[0 2 2 0] #%flJ1 2 1 

5 - ( 4 - *Jx?i\,7 5 / ^> y-f /I/) 7^/-2- {A-/ 
y /I/X/U7 x -;U7 x _ M ^ VX-f S 
•*ffiH20c) Tiien/cfk^ (0.12 g) £?pq*/1/ 

A (20 ml) UlS&SU OtlC^aiL^em-^PniiS 
.tfttt (0.10 g) ©^PPdWl/AjgiS (2 mDfciSTL 

t> ^F^#s^fc, 3g««atE&£& taw 

*3tE9*u fienftiM-> | Jiftb*7i i ^P7 30 
^77^ L"c\ sSB<kS»«$«&«»£ (0. 

06 g. iR¥48H) <!: LTtf ft. 
mp 157-158°C 

7imtttfm C25H26N402S-1.0H20<!:LT 
UUB (%) :C, 64.63; H, 6.07; N, 12.06 
USUI (%) :C, 64.94; H, 5.83; N, 11.74 
'H-NMR (CDC 1 3) 5 : 1. 14(6H. t, J=6. 9Hz). 2.62(3H,s), 
3.34(4H,q,J=6.9Hz). 6. 54 (2H, d. J=8. 8Hz). 7.12(1H.d. 
J=8.8Hz), 7.38-7.56(3H,m), 7. 77 (2H, d. J=8. 8Hz) , 8.0 
8(2H,d,J=8.4Hz). 8. 18-8.25(1H.m), 8.55(1H.s). 40 
[022 1] #%#J1 2 2 

2-d-A:>v>j| / ^-»->^;U/-n-;i/b:^ l J -Jy-A—OD-i- 
(4-v-x^jby = y ^>^jt/)p = y tyx* = fcZ= 
zk 

122a) 1-^>yjb^-^->^Jl/,-tt-<b-4-b°^'Jv>^;l/ 

fVX^P^VSf (6.46 g) £4M TkgHfc* r- U 9 A* 
mm (12.5 ml) fcjfflSIU O'CK^aiLfttfSWk^V 
vjl/**->*j;l/#X/U (9.38g) <h4M *^b^" r- U O 
ATkJgiS (15 ml) SSffijgaiFBtttCftSftl^^K 50 



UD^T. ££T*1 B^jb^lMfft. Eft 

jS*x-x;UT*;jt;tm. L£tf65N i£S?£p 

H2-3lc&&J:5K}lD*.ft&> ffffix^/l/TtttkL. tKT- 

LT> ftK&tttt (12.87 g. iR*9Wl) t LT^ft. 

' H-NMR (CDC h) 6 : 1. 59-1. 77(2H,m), 1. 90-1. 96(2H, m), 

2.47-2. 58 (1H,m), 2. 89-3. 02 (2H, m) , 4. 07-4. 14 (2H, 
m), 5. 13(2H,br s), 7. 35 (5H.br s). 
122b) 2-Cl-*yVll,**z/l3)\,#- Jl/H'^'J Vy-4r4 
)\,)-S--^ns<>XJ = #9->\, 
£*0j122a) ?»6ftfc{kStt (2.63 g) » DMF (1») 

£ Hl/X> (30 bI)IE-»|IU i&ittt-to (0.77 m 

i) ^jp^Tv 6o"c-p2era^*«tfft. »»«ses 
thf do mi) izmmu sasatEa* lt»s 

hfc@#*THF(10 ml) fcSKIU COSKSS^Zhn- 
1,2-7iZl/>->7;> (1.53 g) ^ r- >J X^UT 7 = V 
(1.21 g) ©THF>§i$ (100 ml) ^KOTK/SiP L&tf 5 
STFLT, 0"C?2S||Sk gST2^frtStffc„ $ 
»«SE9£& laBfiW** *£iffla.T. «ras»*5 
ULfto fiSftftHWip - hJUxvx;b*VK-7j<W 
%| (0.38 g) (150 ml) IC&SU 15^iQ 

l&SSSLft. $»&KE9£3L *. mm 

i^;u*1jd*t\ «Tia»*59J«. m&m*ftwu # 

<kia?aA^7KT'>ft;*L, JSTkBSK^ hUOATl£*£U 

D?h^77-f-7*ilLT > SfE<k€*£lt&sa B B B ffJ 

Hi* (1.43 g, lRa£38«) tLTtift. 

1 H-NMR (CDC 1 3 ) 6 : 1 . 75-2. 1 8 (4H, m) , 2. 97-3. 24 (3H, m) , 

4.31-4.38(2H,m), 5.17(2H.s), 7.35(5H,m), 7.45(1/2 
H.d,J=8.8Hz), 7.76(1/2H,d, J=9.2Hz), 8. 19 (1H. dd, J= 
2.2 and 9.0Hz), 8. 36 0/2H, d, J=2. 2Hz), 8.63(1/2H,d, 
J=2.2Hz), 9.84(1/2H,br s), 10. 10(1/2H,br s). 

[0 2 2 2] 122c) 5-7 ~ I -2- * -> ft J 1/ 

#%0J122b) T»5*ifdk£» (0.38 g) *y$y-)\, 
(30 ml) fcjgflSU ^kx-><r;l/ (44 mg) ^JP^.T^ 
5*^kl5"5*±hU9A (0.19 g) ^fiDxT. SiBT 
3RHfr**tfft. -b^-f hiiliU *»*«E9* 
Lv tKx WmiLTlW IN ^^JlPxTtffflLTA^bW 

yj^-psatu s^jaEaigLT, insfk^^n 

fe» B B B H5IH* (0.33 g, iR$95«) <»: LT^ifto 
'H-NMR (CDC h) 6 : 1.71-1. 92(2H,m), 2. 05-2. 11 (2H, m), 
2.91-3.03(3H,m). 3.60(2H,br s), 4. 26-4. 32(2H,m), 
5.15(2H,s), 6.64(1H,dd, J=2.2 and 8.6Hz), 6.79(1H,b 
r s), 7.33-7.38(6H,m). 

122d) 2-(1-^Vv>';l/^-^->^Jl//-lfx;|/^'Jv ; >-4-< 
##»J122c) T*{iS*lftfk£% (0.33 g) tA-i/'H^)l 
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(0.19g) £DMF (10 ml) lc»fl?U 0°C 
UiPLStf bv7/ 'J/bi^'lf Jb (0.16g) tDDMFig 
& (2 ml) fcjSTLT, OXT'lSftrStCZZiZtco i#6 
tl3;g£$[;:HJX^I,7S> (0.11 g) ^DP^T. S 

V (0.12 g) £iJD*T. SST65RPa^*«tffc. 

*7^P7h^7-f-THBI«LT» Hiaik^tt*» 10 

(0. 34 g. iR*69« <!:LTiifto 
tESMMWI C3iH35N 5 03-0.5H2 0i:LT 
l+Wl (%) :C, 69.64; H. 6.79; N, 13.10 
HM1 (%) :C. 69.83; H, 6.68: N. 12.84 
iH-NMR(CDCh)5 : 1.26(6H,t.J=7.0Hz), 1.67-1. 97(4H, 
m), 2.89-2.96(3H,m), 3.41(4H,q. J=7.0Hz). 4.20(2H, 
m), 5.10(2H,s). 6.78(2H.d,J=8.8Hz). 6. 90-7. 00(1H,b 
r s). 7.33(5H,m), 7. 50-7. 60 (1H, br s). 7.80(2H.dJ= 
9.0Hz), 7.93(1H.m). 10.80(1H,br s). 

[0 2 2 3] #%#J1 2 3 20 
5-(4-vX?yU7~/^>V>VJb)7 = /-2-(4--:/X?iU 

123a) 2- (4z^£x±2kZ 5 > 7 1 x;U) -5- - fc X 

4-yi^il/75/S.ftSK (3.86 g) <hDMF £Jg 
it?*-l\s (3 ml) IE*»U §S716^P^*Stf 
ft. »«*»E«*LT»6tlft«S**4-= hP-1.2 
-7iXU>v>'7S> (3.06 g) <!: h U X?;l/7S > 
(4.45 g) £>THF>§}£(150 ml) tfUCOtlc^SlLfttf SUB 
xl. 0TC-P30»H, SSTMSBtfigtfSStffc. 30 

fto ?ie.nftH«s<»:p-F-yUx>7.;l/*>^-*?a ! t!!!) (7. 
60 g) ftHHV (200 ml) ICiiSL< 20RMIin!&S3iE 

Lfto igjg$£Efi£& 7K<tia?afiW7j<^j)nxT, « 

3)5(4.87 g, iR$78K) ^ LT^fc 
1 H-NMR(DMS0-d6)6 : 1. 15(6H, t, J=6. 8Hz), 3.44(4H,q.J 
=6.9Hz). 6.82(2H,d, J=9.2Hz), 7.50(1H,br s), 8.01(2 
H,d,J=9.2Hz), 8.07(1H,dd,J=2.4 and 9.0Hz). 8.40(1 40 
H,br s). 

123b) 5-7 = y-2-(4->'X^Jb7 7 = ;7i X/b) 

##0yi23aT'*iftfc£t&l (2.87 g) £DMF (100 ml) tC 
SgftSU 10 « /\7y'OivKf (0.33 g) £ira*.T, * 

fFSfx^;U£JjnxT\ *j8»*I8£U WSUIfctflX 



(2.15 g. iR$83»)«!:LTiffto 

'H-NMR(DMS0-d6)6 : 1. 13(6H, t, J=6. 9Hz), 3.39(4H,q,J 
=7.0Hz), 4.80(2H,br s). 6.45(1H,dd. J=1.8 and 8.8H 
z), 6. 63 (1H.br s). 6. 73 (2H, d, J=9. 2Hz). 7.17(1H.d,J 
=7.6Hz), 7.85(1H,d. J=8.8Hz), 11.85(1H,br s). 
[0 2 2 4] 123c) 5-(4-^X?jU7 = /^>y>y;b)7 
= /-2-(4-^lf;b7' = /7i-^)^VX<^';- 

2k 

#%ftH23bTllft{b^a (0.28g) <!:4-v ; x^;U75/ 
(0.20 g) £DMF (10 ml) KigflSU 0°C(C^ 
iPL3&6>6->7>"J>Kv > 'x^U (0.17 g) QDMFjgft 
(2 ml) SiTFLT. <rCT15»ISfr*Stffc. 
S^iSlu KUX^yl/7cV (0.12 g) fclJDxT, MST* 
1 fcHfr * Sttffto * S K 4 - ^;b7 ~J V 
(0.13 g) fcJjQjiT, S3?36BSIHfr**tffc. jgftg£ 

> 'J 7D fbft Z> A<7 P7 r- V=j 7 -f -TfllS! U 
MH^I/frSSISfl LT, HEili^** fifel»*(0. 2 
1g. iR$46K)<!:LTfifco 
mp 197-200°C 

7tig»«rffi C2sH33N5O-O.5H2O.hLT 
f+WI (%) :C, 72.38; H, 7.38; N, 15.07 
SfM (%) :C, 72.37; H, 7.44; N, 15.04 
'H-NMR(DMS0-d6) 6 : 1. 14(12H, t, J=6. 7Hz), 3.42(8H,q, 
J=7. 0Hz) , 6.72(2H.d,J=9.2Hz), 6. 77 (2H, d, J=9. 2Hz), 
7.44(2H.ro), 7. 86 (2H, d, J=8. 8Hz). 7. 93(2H, d, J=8. 8H 
z). 8. 11 OH, m). 9.80(1H,br s), 12.37(1H,br s). 

[02 2 5] ##0J 1 2 4 
5- (4- -^x» )\,7 = / /<> 9 ■< )\A T = y-2- (4- u 
;H^vX^£g';-;l/ 

##<?J122d) T>*#Sft/-db#* (1.27 g) 

(50 ml) fcjgflSU lOK/^v^Ase^ (0.20 g) £J0 
*T\ **»HaT64l§|ffl<)HtT«tta7C*f7-3ft. b 

LT, etBfb^tt%Sil9teffltB%)BS« (0.62 g, iK$65 
%) tLT^ft. 
mp 156-160T 

7G^#«HI C23H29N503 -0.3H20(!:LT 
ftWfl (%) :C, 69.60; H, 7.52; N, 17.64 
(%) :C, 69.84; H, 7.45; N, 17.60 
'H-NMR(CDCh)6 : 1. 20(6H, t. J=7. 0Hz), 1. 72-1. 99(4H, 
m), 2.61-2.73(2H,m), 2. 89-3. 02(1 H, m), 3.10-3.16(2 
H,m), 3.45(4H,q, J=7.0Hz), 6. 68 (2H, d, J=8. 8Hz),7. 08 
(1H.br s), 7. 53 OH, m), 7. 82 (2H, d, J=9. 0Hz), 8.00(1 
H,s), 8.26(1H,br s). 

[0 2 2 6] ###11 2 5 
2- v;U-4-b:^ U v-V ) -5- (4- -yif JU7 ~ 7 ^ 

>y-r;i/)7~y^>xv~-y^'-;b 

#%flJ124)Til5ftftffc£%) (0.25 g) ^DMF (3ml) 
tcjgflSU mmU'JOL (0.10 g) ^JnAT. 60°CT20 
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#Mfr#3:tffc. s-as?tt»a. ^k^v-^/i/ (o.os 

ml) £}]PxT. SS?36B3IHfr*£irfc. SMMrXE 
S3t«, 7k£J)P;tT. «ai**5«lU ^JiLT, BIB 
<b^**afeffl* (0.23 g. iR*76«i:LTi§fc. 
mp 130-133°C 

7C^»tfrfii C3oH35NsO-0.2H2 0^LT 
H-Sffl (%) :C. 74.26; H, 7.35; N, 14.43 
HI!HI (%) :C. 74.43: H, 7.14; N, 14.50 
1H-NHR(CDCI3)6 : 1. 21 (6H, t. J=7. 0Hz), 1. 84-2. 13(6H. 
m), 2.85-2.96(3H,m). 3. 43 (4H, q, J=7. 0Hz). 3. 51 (2H. 10 
s), 6.68(2H,d.J=9.2Hz). 7. 26-7. 32(6H.m), 7.52(1H.b 
r s), 7.79(2H,d.J=8.8Hz), 7.89(1H,br s). 
[022 7] 1 2 6 

2-(1-y-fe^[/-4-faf^'J->V)-5-(4-vX^;l/7 = y^ 
>7YJb)7 7 = y^>7.V~-y^'-;l/ 
#%0yi24)?f3Snfcte£« (0.25 g) £THF (50 ml) 
iCSSIKU OTICySiPL&tfb MJx?/U7 = > (0.14 
g) tm&SMt (0.09 ml) ^JlPxT, SSTMBSfflfr* 
S-tffc. ££«i*E&£& *£fi«Stt!k*llDa.7\ 
«fill**5BlU SStiLTs BIBfb^**afe*»* (0. 20 
27 g, iR=P98K) t LTfffco 
mp 160-164°C 

7tSi#*MI C25 Hsi N5O2 -0. 3H20<h LT 
l+WI (%) :C, 68.41; H, 7.26; N, 15.95 
(%) :C, 68.59; H, 7.58; N, 15.90 
1 H-NMR (CDC 13)6 : 1.20(6H,t,J=7. 1Hz), 1. 70-2. 10(4H, 
m), 2.03(3H,s), 2. 60-2. 71 (1H. m). 3.04-3. 16(2H,m), 
3.42(4H,q, J=7.0Hz), 3.80-3.87(1H,m), 4. 54-4.61 (1H, 
m), 6.68(2H,d.J=9.2Hz), 7.07(1H.br s). 7.49(1H.br 
s), 7.81(2H.d,J=8.8Hz). 8. 03(1H. s). 8. 22 (1H.br s). 30 
[0 2 2 8] ###J1 2 7 

4- rN-f2-(4-y h*v7xX;U)^yX-r = 4V-;U-5- 

*Tj|/iaj|/;frE^l/gJftgtt 

##»J8 7Tlffc4-[N-[2-(4-^ h+->7iZJl/)^>X 
•Y 5 £V— ;l/-5— (* MtuVi^-j il/] SUSBS^^I/O. 
31g) tW^mitt r- 'J^AdemDO^^y-JKlOOml) 
»»*9BSII]i]llJ!!ffla[Lfc. 5ft»«»E9l8U HS 
aK**iD7L. 1Mffi»(16nil)T«*>«Lf=. «fBl»S5IS 
L» *jfcU *a»LTHIBfk^**«eHf*(3.2g. iR 
¥91*)^?ffc„ 40 
mp>300°C 

Ttmmm C22Hi?N304-2.2H20i:LT 
ttWI (%) :C, 61.88; H, 5.05; N, 9.84 
H;WI (%) :C, 61.95; H, 4.80; N, 9.88 
iH-NMR(DMS0-d6)6 :3.85(3H,s), 7. 11 (2H, d, J=8. 8Hz). 

7.53(2H,m), 8. 04-8. 18(7H,m), 10.38(1H.s). 

[0 2 2 9] #%0J1 2 8 

5- r4-(N.N-vX^U7 = y)7W^JU^>V'VJt/l7 

= 7-2-(4-* \^£22JL=J}Ar<ZZdLL22=]i> 

###J 1 2 7 ??§fdb#tt (0. 58g) <h -7l^ Jl/7 = > (0. 50 



18ml) CDDMF (5m I ) J§5&'\7J<>pT~> 7 J V hMrJJ&h (0. 
26ml)£j)P;L. 15«H4l»*$trfca, r-'JX^jl/7 = > 
(0. 24ml ) £4-;?* ^Jl/7 S / tf 'J v>> (0. 21g) £J]P*. 
ftp KlS*«£irP*5fc23B3IH!6r-*S'trfcSL **HD 

7 1- -TttH U THFfr SSISfl LTHIB<k^**fl8fe 
ttt* if B (0. 34g, IR$51K) t Llifc. 
mp 251-252 °C 

5c*#*HB C26H26N403i:LT 
f+«I (%) :C, 70.57; H, 5.92; N, 12.66 
HUffl (%) :C, 70.30; H, 5.93; N, 12.44 
iH-NMR(DMS0-d6)6 : 1 . 1 1 (6 H, m) , 3. 1 
8-3. 21 (2H, m), 3. 44-3. 49 (2 
H, m) , 3.8 5 (3H, s) , 7.11(2 
H. d, J = 9. OHz) , 7. 40-7. 60 (4 
H, m) , 8. O 2-8. 1 9 (5 H, m) , 1 
O. 3 6 (1 H, b r) . 
[0 2 3 0] ###J1 2 9 

2. 2-^'^»JU-4-rN'-f2-(4-y h-*->7iXJl/)A;> 

X-r^^-;U-5-<yUl 7 ^;b/\' ; E< ;bl^^Xb:K7v ; 

J£ 

mm\ 1 2 7 ?mdt£M0. 58g) fcl. 1->V*;Uk: K 
7V>>(0. 13nl)©DMF(5ral)S5«^j!k>feT->7/' 'J A,8->" 
X^;M0.26ml)£j)P;L, 155tffflfr*£tffc&, r-'Jxf- 
;l/75 V(0. 24ml) tA-'J^li/TB. S tf'J -> V (0. 21g) 
£»0*.7i:. ElMfcSirP* SlC3Bnj!f*8:-B'fc»» 

r*^" : 57<-T*f|gU *2/-Jl/-BtS?x^;|/frS|f 
£ B B B L7\ MlE<b£%£&fem* B B B (0.41g, iR*63Wt 

mp>300 "C 

TtmmfiiM C24H23N503 -0.3H20<!:LT 

imm (%) :C, 66.29; H, 5.47; N, 16.10 
M%M (%) :C, 66.24; H, 5.35; N, 16.07 
iH-NMR(DMS0-d6)5 : 2.63(6H.s). 3.85(3H.s). 7.11(2 
H.d.J=8.8Hz), 7.46(1H,d, J=8.8Hz). 7. 58(1H. d, J=8. 8H 
z). 7.92(2H,d.J=8.4Hz), 8. 04-8. 21 (5H, m) , 9.58(1H, 
s), 10.32-10.39(1H.m). 

[02 3 1 ] ##0J1 3 O 
5-(4-7 = y^>->-Jl/)7 = /-2-f4-J< r-*->7xXj|/) 

130a) l-tert-7 h*->ftJl/7KXJl/-2-(4-* h*v7x 
-)i,)-S-- Kd'OX-fSlV-Jl/ fc cfc t>' 1-tert-7 h 

*->ftjl/<K-jl/-2-(4-y h*->7xxji/)-6-x h-g^v 

##^J75a)T?i/c2-(4-> h*->7xXj|/)-5-X hQ^ 
>X< = (3. 67g) (DTHF (100ml) S&'N^&f v>- 

tert-7'^;K6. 86g) £4-5?* ^75/ tf U v ; >(20mg) 
fclffliL. SST*3B3B3» * 6lC60XT*4BSRgfr*3:-t?/co 
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iS»<fe tl 1-tert-^ h*v^;b*'-yb-2-(4-> h*->7 

i-jW-5-- hP^vX-rs^^-yu^Hfe^a (2.34 

g. iR^47K)<»:LTi#7i:„ 

'H-NMR(CDCl3)6 : 1.54(9H.s). 3.89(3H.s), 7.02(2H.d 
t, J=9.2 and 2.2Hz), 7. 66 (2H. dt. J=2. 2 and 8.8Hz), 
7.82(1H,d, J=8.8Hz), 8. 30(1H. dd, J=2. 2 arid 8.8Hz), 
8. 95 (1H, d, J=2.6Hz). 10 

$ tc. w,-mft& y 1-tert-?' h*->»;u*-;u-2-(4- 

&SH (1.72g. 1R$349() t LTW 7c„ 
'H-NMR(CDCl3)5 :i.48(9H.s). 3.89(3H,s). 7.02(2H.d 
t.J=8.8 and 2.2Hz). 7. 62 (2H. dt. J=2. 0 and 8.8Hz). 
8. 11(1H.d. J=9.2Hz), 8.29(1H.dd. J=2. 2 and 8.8Hz), 
8. 63(1H.d. J=2.2Hz) 

130b) 5-7' = y-1-tert-7>»->ajl/;n-;b-2-(4-* 

#%flWl30a)Tiift1-tert-^r>*->»;l/^r;U-2-(4-^ 20 
h*->7 x - ;b) -5-~ h n^>X-< 5 ^ry-JKl. 0g)(D 
ffFftl^U (30m I ) - * $ y (30m I ) S^ig&'MO*!/ \° 

7v ? ^AK^(i5omg)^})D^T^ ->mmm%T^?&mi 

Hf2{b£to£M^fe£f|IJKIIItt;(0. 91 g. iR$99«) £: LT 

1 H-NMR(CDCl3) 5 :i.42(9H,s), 3. 81 (2H. brs). 3.86(3 
H,s), 6.74(1H,dd,J=2.2and 8.6Hz). 6.96(2H.dt. J=9.2 

and 2.2Hz), 7. 35(1H, d, J=2. 2Hz), 7. 50-7. 57 (3H. m) . 

[0 2 3 2] 130c) 1-tert-7 h^->^jUm- jl/-2-(4- 30 

^^•>7i -M-s- (4-_ h n^> t = y^yx 

##$Jl30b)Tl#/-db£%(700mg), £{b4-- h-d^Vv 
jK354mg) t h U 1^1/7 = > (1. 06g) OfE&l^l/(20m 
I ) ;§-;g£90 o C T-3 B H * $ /to JSESjS'VK <t taws 

Tit fcfatftt* -> y ft brt v □ r- ^ 7 -< - lc 
cfcyiWSLT. HIBfk^^Hfe^dlOnig. iR^IIK) 
<t LTif/io 40 
'H-NMR(CDCl3)6 : 1.35(9H,s), 3.86(3H.s). 4.40(1H,b 
rs). 4.57(2H,s), 6. 68(1H, dd, J=2. 2 and 8.8Hz), 6.95 
(2H,dt,J=8.8 and 2.2Hz), 7. 22 (1H, d, J=2. 0Hz), 7. 50- 
7.60(5H,rn), 8. 21 (2H, d, J =8. 8Hz). 
130d) 5-(4-7~y^>-> , ;U)7 7 = y-1-tert-:7>*v 

ii)^-)0-2-(4-y ht->7ii)i/)^^;y;- 
zk 

#%#J130c) zmtdt^Vn (100ng) ©I $ y -;U (20m I ) - 

THF (1 5m I ) m£%mz$kitm- - * ;U (10mg) fcflDjl 

T. 0°ClC%>%lLteft£>7kmit\Z?m-t MJ7.k(246iiig) 50 



^»P^.T0°CT30^. *e.lCg;ST15B#F^A^$-tf 

MumzmTLT. mmmztiWL, Tk^g&fa&tgTK? 

£LT, SH2<b£^£i!feftt*(100mg. £mft)<!:LT 

'H-NMR(CDCl3)6 : 1.42(9H,s), 3. 65(2H, brs), 3.85(3 
H,s), 4.26(2H,s), 6. 66-6. 71 (3H, m), 6. 95 (2H, d, J=8. 8 
Hz), 7.19(2H,d,J=8.0Hz), 7. 26-7. 28 (2H, m) , 7.50-7.5 
7(2H,m). 

130e) 5-(4-7^/^Vv i »7g/-2-(4-^ h^->7 

x-ju)A:>x-r = ^'y-ji/ 

#%0J13Od) Tmtcit^iB (lOOmg) ^4Ntg<b7k^£DfftlX 
mp 207-210 °C 

Tbmftttm C2iH20N40-3HCI-1.8H20.tLT 
l+Sffi (%) :C, 51.88; H, 5.51; N, 11.52 
(%) :C, 51.98; H, 5.42; N, 11.40 
'H-NMR(DMS0-d6) 6 : 3.88(3H,s), 4.41 (2H, s), 6.63(1 
H,d,J=1.8Hz), 6.96(1H,dd,J=2.0 and 8.8Hz), 7.23(2 
H,d,J=9.2Hz), 7.35(2H,d, J=8.4Hz), 7. 50 (2H, d, J=8. 8H 
z), 7. 34-7. 53 (1H, m), 8. 20 (2H, d, J=8. 8Hz). 
[0 2 3 3] #%0J1 3 1 
5- (4- v*I^Jl/7 ~ J ^ IP) T Z J -I- (5-^ > '7 7 

131a) s<yv73y-5-t>iuxy® 

##ffJl17bTiffdb^ (0.85 g) . N^'D^JIIjKI! 
•f = K (0.92 g) t5£m.2'-79£Z (-rv7^D- 

hy;U) (0.09 g) fc^v-tiv (70 ml) KSSSU 10 
mShnmmZiiLKo >§$£!£;lEEg£^ TfcfcJjnxT. 70 
°CT-10»^fr$^-tf/c^ ]»^LTt/riMto£3IKU £ 
jgLT, IIfeib£»£jfe*tt*(0.67 g,iK$79«<!:LT 

1 H-NMR (CDCI3) 6 : 7.09(1H,dd, J=0. 8 and 2.2Hz), 7.6 
9(1H,t,J=8.6Hz), 7.94(1H,dd,J=1.7 and 8.7Hz), 8.11 
(1H, d, J=2. 2 Hz) , 8. 31 (1H, d, J=1. 4Hz) . 
131b) 2- is-^y-jy 'J -jl/)-5-_ h □ a;>7>t 5 7 

#%#Jl31aT-*§7db£*!!) (0.67 g,) <hDMF (158) £THF 
(30 ml) 1£?§8?U ^b^-^'JJl/ (0.40 ml) «»T 

lt. gST-isB^fr^tfTc,, ^m^m^Lzm 

Stltc^miW (5 ml) KJgfSU Z<D%%LZ4-- 
hP-1,2-7x-U>v7~ > (0.63 g.) <h h 'J iTJl/ 
7 = > (0.50 g) CTJTHFJgjg (70 ml)*lCO°ClC^inL,^ 
#6-;i§TLT\ 0°CT'30»^ gST'4^*^$tf 

VB&zwLtco msntcmwtp-t-imyxfrfrym- 

TjcfflW (0.79 g.) fchiUiy (80 ml) KSISU 24^ 
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HttHgtaftLfc. mm*ME%£&. utmamw*.* 

UPjiT. «raj**58lU ta*LT*§6tlfc@<**->U 

(0.93 g. 4X*81X)£lTftfc. 
iH-NMR(DMS0-d6)6 : 7. 15(1H,d, J=1. 4Hz). 7.72(1/2H. 
d,J=8.8Hz), 7.82(3/2H,d, J=8.8Hz), 8. 13(1H. d. J=2. 2H 
z), 8.12-8.23(2H,m). 8. 38(1/2H.m), 8. 55 (3/2H. m) . 
[0 2 3 4] 131c) 5-7 ' = /-2-(5-^>';7'J-Jl/) ^ 

#Sfl|131bTl§fcffc£* (0.30 g.) £**y->U (20 10 
mL)-ffFl?x^;|/ (20 ml) icjgKL. 10 % i^-JOUm 

m (0.04 g) ^sp^Ts frmmmnTimmmfTrnM 

(0.26 g. iR$99X) £ LTiffc. 

iH-NMR(CDCl3)6 : 6. 70(1H, dd, J=2. 0 and 8.6Hz). 6.83 
(1H,m). 6.88(1H.m). 7.49(1H,d, J=8.4Hz), 7.59(1H,d. 
J=8.4Hz), 7.68(1H,d.J=2.6Hz), 7. 94(1H. dd, J=1. 8 and 
8.8Hz). 8.24(1H.n). 

131d) 2-(5-^>9^U-/L/)-5-(4-yx^JU7 7 = yA:> 20 

v£fik] 7 sy^vx-c ~ £2=ik 

##ffl|131c?»fc{fc£» (0.67 g) ,5:4-^X^1/7 5 y 
£Mtt (0.22 g) £DMF (10 ml) (C*»L. 0°CtC^ 
SPL&tfSv^y UVK5?x^;b (0.18 g) WDMFjgjR 
(2 ml) *3TFLT* 0"C?15#l«fr**tffc. }f 6tl5 
jl^jftlc h'JX^/U75> (0.13 g. 1.3 mmol) £l)Q;l 
T, IST'lW*$tfft. J5lC4->7Wi 
ytf'Jv^ (0.14 g) fclJD^T. £S?17B3Hfr**i? 
fc„ »iK«»ES^ *£R»x*;l/*im*.T, £Ji 
R*#1*U U ajfekafflW-MJ^ 30 

*«jte*ftilJBStt (0.16g. iR*35«£LTHfc. 
mp 155-160°C. 

7t*5JttffiC26 H24 N4O2 -0. 8H20i: LT 

ItSffl (%) : C, 71.15; H, 5.88; N, 12.76 

mmm (%) : c. 71.11; h, 5.87; n, 12.50 

1 H— NMR (CDC 1 3) 6 : 1. 18(6H, 1. 1=7. 4Hz), 3.48(4H,qJ= 
7.2Hz), 6.51(1H,d. J=1.4Hz), 6. 60(2H. d, J=9. 2Hz), 7. 
04(1H,d, J=7.6Hz), 7. 38(1H, d, J=8. 8Hz). 7.55(1H,d.J= 40 
2.2Hz), 7.62(1H,d. J=8.4Hz), 7. 80 (2H, d, J=9. 2Hz), 7. 
99(1H,dd, J=2.0 and 8.6Hz), 8.05(1H,s), 8.22(1H,d,J 
=1.4Hz), 8.48(1H,br s). 
[0 2 3 5] ###J1 3 2 

2- (2-^7 □ n-5-fcf 'J ->;b) -5- (4- >>'x^ JUT 7 = y ^> 2 
-rjb)7 = y^>3>r~iv-jb 

132a) 2-(2-^Pa-5-li°'Jv ; JU)-5-XhaA:>X-< = ^ 

WOPZ^fVi (4.73 g) £?PD*;l/Z» (70 ml) 
tcj&jSU mt?*-)l< (2.63 ml) fcfcQjtT, 5m?3 50 



F (20ral) fcigflSU C«M4-;hD-1,2-7iZ 
U>v>'75>(4.59 g) <!: HJX^U7 = V (7.29 g) 
©DMFjgjg (100 ml) [mcOXlC^L&tfS-STLT* 
l-ST*13l$Fa3b^$tf7co ;8i!«3EJEg£& i&ffifiW 
*<>:*£J)P;LT, tfraJttfcSlXLfc. «6ftfc@i*ip- 
hiH>XiU*>B-*«!ft (5.71 g) ?hJH> (20 

o mi) kbjbu lmatia^ssmLrc -stssxESS 

Tfi 5 tlfclHtfc -> 'J * y/U* 5 Av? □ h 2*5 7 -f - 
T«BLT> HEfb^«*e6l9* (2.29 g, iR^28K) 

t ltwc 

1 H-NMR(DMS0-d6) 6 : 7. 80(1H, d, J=8. 4Hz), 7.83(1H,d,J 
=7.4Hz), 8.18(1H,dd,J=2.2 and 9.0Hz), 8.54(1H,br 
s), 8.59(1H,dd. J=2.6 and 8.4Hz), 9. 21 (1H, d, J=2. OH 
z). 

132b) 5-7 g /-2-(2-? □ D-5-bf ' ) v»^>X< 5 ? 
2=Jk 

##<9Jl32aTlifdk^ (0.50 g) *y*/-;U (30 m 

i) icmmu mitm--vT)\s (o.o4g) tmmta 

5mi-^'JOK (0.53 gl) £iD.*-c\ MST'l^A" 

«*«ES*LT. lWERT^fllU IflP^I/TttiiJ 
U U fUMSK^HJ-JATHS 

J£U jWf*S*E«*LT. MXZitGmm®®* (0. 
38 g, iR*85K)i:LTflfc. 

!H-NMR(DMS0-d6)6 : 6. 58(1H, dd, J=2. 0 and 8.6Hz), 6. 
71(1H,d, J=1.8Hz), 7.34(1H,d, J=8.6Hz), 7.67(1H,d,J= 
9.2Hz), 8.43(1H,dd,J=2.5 and 8.3Hz), 9.05(1H,d,J= 
2. 6Hz). 

[0 2 3 6] 132c) 2- (2-? nn-5-fcf ' ) ->Jl/)-5-(4->>' 

x^u7 = /^yy^i/)75yA;>x^ = >yy-ji/ 

##ffi|132bT-»fc<b«* (0.30 g.) <h4-vX^U7 = 
/SUSffi (0.25 g,)£DMF (15 ml) KSfifU 0°ClC 
/SJflL&tfbi^y 'J VKv^x^yU (0.21 g) (DDMFjgjS 
(2 ml) *STLT\ 0"C-pi5»IHfr**tffc. £Sn 
SS£»fch'Ji^l/75> (0.15 g) ^JD^TSST- 
61«Pa«'**tfft. *£ft»l*iU 

&*H«?-h 'J U 5S«*aES*Lfc. H 

e nfc^s^ -> 'J 73 <r;i/^ 5 l. v □ 7 k ?=? -7 * - t* 

HSL, ff^x^;U-'\++7->^6^a B BLT, ^IB<k 
^»*Stfe»*(0.07 g, iR*14«)i:LT»fc. 
mp 151-155°C 

7C^»«r<i C23H22N5CI0-0.5H20<!:LT 
l+g<@ (%) :C, 64.41; H, 5.40; N, 16.33 
HSdffi (%) :C, 64.30; H, 5.50; N, 16.29 
'H-NMR(CDCl3)6 : 1. 17(6H, t, J=7. 0Hz), 3.36(4H,q,J= 
7.4Hz). 6.56(2H,d, J=8.8Hz), 6. 98-7. 03(1H,m), 7.14 
(1H,d, J=8. 8Hz) , 7.51-7.59(1H,m), 7. 70(2H, d, J=9. 2H 



(69) 



^^§2000-095767 



z), 8.10(1H,s), 8.20(1H,dd, J=2.3 and 8.4Hz). 8.31- 
8. 37(1H,m). 9.00(1H.d, J=2.2 Hz). 
[0 2 3 7] #%#J1 3 3 

5-(A-J2L^-i\,T~y^y^^)[,)T = y-2-(2-^jL-- 

133a) 5-_ hn-2-(3-^I--jl/)A:>7:^ ~ 3*V>-;1/ 
3-^*7 (1.28 g) <tDMF (1jg) £THF 
(20 ml) mttXWto (0.96 ml) *STF 

LT» S3?14ll§ISfr*$tffc 0 -»«*«ES5fiL7» 
StlfcSBttfcTHF (15 ml) fcjgfllU C©»jft*4-r 10 
hP-1,2-7i-U>v>'7'5> (1.53 g) th'Jl^U 
7 = > (1.21 g) 09THFJKK (100 mDtKO'CK^iPL 
%#558TLT\ 0°CT30»P5s MST*4B#fig!b x * £tf 
fc ;8SgS£E9£& fi»SW*£**llll?i.T» fttt 
M^ffiLfe. i#e>ttfc5Ig*!!]<tp- HUVXjl/fcVK 
— *«» (1.90 g) £r-Jl/X> (150 ml) KSSiSU 15 
^iD^^Lfc i8««»E9^ *£ta»Sfl* 

^^a&l»*(2.30 g. IR*94«) tLTilfto 20 
iH-NMR(DMS0-d6) 6 : 7.73-7.85(2H.m), 8. 13(1H. dd, J= 
2.2 and 8.8Hz). 8.40(1H.dd, J=2.6 and 1.6Hz). 8.46 
(1H.br s). 

133b) 5-7 5 y-2- (3-»X - -fl/MvXY = 
»*«133a?»fc<b£tt (1.00 g) £y$y-JU (100 
ml) izmmU 10 H/^v^L-K* (0.15 g) £1)11*. 
T. **»H«T13«|IB*»ttT»)|jffl7C*t7-3fc s iz5 

T- HIBfbS**Jliet»*(0.76 g. W*86WtLTli 
fc 30 
iH-NMR(DMS0-d6)6 : 4. 70(1/2H,br s). 4.93(3/2H.br 
s), 6.50(3/4H,dd, J=2. 2and 8.4Hz), 6. 55(1/4H, dd. J= 
2.2 and 8.4Hz), 6. 63(3/4H. dd, J=1. 8Hz) . 6.76(1/4H,d 
d.J=1.8Hz). 7.16(1/4H,dd,J=8.4Hz). 7. 26(3/4H. d. J= 
8.4Hz), 7.63-7.72(2H.m), 8. 03 (3/4H, m) . 8.10(1/4H. 
m), 12.15(3/4H,br s), 12. 30(1/4H. br s). 
[0 2 3 8] 133c) 5-(4->'l^)b7;y^>-;V)l/)7 

= y-2-(3-^xr-ji/)^>X^;^v-jb 

##GJl33bT'f#fdb£!|3!l (0.43 g) tA-i?JL?)\,T 5y 
£JE§& (0.41 g) £DMF (15 ml) (C^flSL, 0°CIC^ 40 
^LfctfSi^yUV&S-Txf-jl/ (0.34g) ODMFjgjg 
(2 ml) *3TFLT, 0t?1S#HI4l»*Strfc. «6tl* 
££jftlcMJl*rt,7S> (0.24 g) fcfiQjLT* SST' 
1 HSISItf** tffc. * 6 4 - ^1/75 y fcf 'J >*> 
(0.26 g) S-ftOiLT, £2?868nfr»£lffc. 
3«ES*«» *£f|«l?-;l/*liDjlT, £liS£ttl5t 

**t>ttSS£flLT, SIBfb^ft^afefi)* (0.25 50 



g, iR$32«) i: LT?f fc. 
mp 258-260°C 

JHIKMJHI C22 H22 N40S-0. 5C4H802 -0. 1H20<h LT 
IfSffi (%) :C, 66.06; H, 6.05; N, 12.84 
HIKI (%) :C, 66.14; H, 6.14; N, 12.94 
'H-NMR(CDCl3) 6 : 1. 19(6H, t, J=6. 8Hz), 3.41(4H,q.J= 
7.2Hz). 6.64(2H,d.J=9.0Hz), 7.05(1H,m), 7.24-7.28 
(1H,m), 7.53(1H,d,J=9.0Hz), 7. 65(1H, dd. J=1. 3 and 
5.1Hz). 7.80(2H,d,J=9.0Hz), 8.12(1H.s). 8.20(1H. 
in). 

[0 2 3 9] #%0J1 3 4 
5-(4-vx?;U7 = y^y^Jl/)7 = y-2-(3-7UJl/) 

134a) 2-(3-7 UjU)-S-XhP^V7:^ = ^9-Jl/ 
3-75>»;U<ff>ffi (1.12 g) <tDMF (1jg) £THF (20 
ml) icmmU Wc***fV)\> (0.96 ml) *3STL 

iv Ssa-pi5«paib^«tffc ssasaEES^LTtge 

+lfc?$S4i!!)^THF (10 ml) IC»|BU C£0>§jS£4-X h 
□-1,2-7ill/>->7i> (1.53 g) <h h 'J x^ ;l/7 
= > (1.21 g) ©THFJ^JS (100 ml) 4"lC0°CI;:>£i|] 
zySsBTLT. 0"CT*30#|S. gjgT'17^ft^Stf 
fc ;8jg£»Ef a l £& 6SffiSW*<t7j<£J)n^T, «f(U 
t&l£3]KL.fc tf6tlfcHi*<t:p-r-;l/XV^b*>K— 
(1.90 g) £Hl>X> (150 ml) ICSI-SU 15B# 

iMMNraLfc. j^!i£;«Eg*^, ^tawM** 
-'\*^>fr6s^ B B B LT. aiBtb^ft^setsa (0.5 

6 g, lR*25«)tLT?ifc 

iH-NMR (DMSO-de) 6 : 7. 13(1H, dd, J=0. 7 and 1.8Hz), 7. 
73(1H,d.J=9.2Hz), 7. 92(1H, t, J=1. 7Hz), 8.13(1H,dd.J 
=2.2 and 8.8Hz), 8. 44 (1H, d, J=1. 8Hz), 8. 51 (IH.m). 
134b) 5-7 = y-2-(3-7 'J/UWvX-f = 
#%^Jl34aTlffdb^ (0.46 g) £y-*y-Jl/ (30 m 
I) fcSIBU 10 X I^WLmk (0.05 g) *Jpjt 
Tx *^SfflMT2^6StTjg<ffi»7c£ffofc 
-f h5iBlcj:-3T««*H.aiLfcft» L 
T« BIBfc£»*JIfel»* (0.38 g, IR$95K) <h L-T 

'H-NMR(DMS0-d6)6 : 6. 68(1H, dd, J=2. 2 and 8.4Hz), 6. 
83(1H.m), e^KlH.nO^KlH.m), 7. 51 (1H, t, J=2. OH 
z), 8.05(1H,s). 
[0 2 4 0] 134c) 5-(4-7x?;U7 = ys;>V>Vjl/)7 
~y-2-(3-7UjUW>7^r = 3V-Jl/ 
£%0lJl34bT*?#fdb£4&l (0.30g) <h4-vX^yU75 y 
$111 (0.31 g,)£DMF (15 ml) lC;g8?U 0°C(C/$ 
flL&tf6->7y';>S!vX^U (0.26 gXDDMFjgft 
(2 ml) £iSTLTx 0XIT*15#SSfr$3:tffc iibft* 
S^iSlCr-iJX^/UT'SV (0.18 g) £iP*Tv SST' 

1 RHii»* if tf fc * s ic 4 - v>y = y tf 'J v 
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(0.19 g) SJiDxT. SS?61BSISI#*$tffc. 
BESSSL *fcif»x*jl/*lillii.Tx *i8g!£7JS5 

*-9-V^6H«aLT, HiBfc^**efel»*(0.37 g. 
HX^66«)i:LTiifc„ 
mp 167-169°C 

7C«7JtiTffl C22H22N402-0.4 C4H802<bLT 

f+*B (%) :C, 69.19: H, 6.20; N, 13.68 10 

H-flJffl (%) :C, 68.89: H, 6.42; N. 13.37 

1 H-NMR (CDC 1 3 ) 5 : 1 . 1 9 (6H. t , J=7. 2Hz) , 3. 40 (4H. q. J= 

7.2Hz), 6.64(2H,d. J=9.2Hz). 6.87(1H,m), 7.08OM. 

J=7.6Hz), 7.36(1H.t.J=1.7Hz), 7. 48(1H. d, J=8. 4Hz), 

7.81(2H.d,J=8.6Hz). 7.99(1H.s). 8. 07 (1H.br s). 8.1 

8(1H,s). 

[0 24 1] ###J1 3 5 
5- [3r (4- \v? = / 7 * x;U) 7 ? □ 7 5 / 
-2-(4-y Y-^yjL-ii,)^yX^~^-ib 

135a) 3- (4-s;xy /U7 ^ / 7 x - /I/) 7» U JUS*? 20 
Zk 

(7.40 g)4)THF (70 ml) 
•*SK, 7;U J>»H*T, 0T?6W»tt*llHW- h U 
(1.32 g) ^*DxT307JP^* x *$-tffco O^T\ 4- 
•sX?l\,7S/'OXTl['Tt K (5.32 g) <DTHF (40 
ml) >§&£0°CTi3TU O*CT30»M» KMT15RH 
j8tt«XEV^ SlfiWCItttnMrttl*. 

*«Eff*LT, HIBfb#»*ltfea«* (7.52g, j£ 30 

1 H-NMR (CDC 1 3) 5 : 1. 1 8 (6H. t. J = 7. 
2H z) , 1 . 3 2 (3 H. t. J =7. 1 H z 

) . 3. 39 (4H. q, J = 7. 1Hz). 

4. 2 3 (2H, q, J =7. 2 H z) . 6. 
1 9 (1 H, d, J = 1 5. 8H z) . 6.6 2 
(2H, d, J = 9. 2Hz) , 7. 40 (2 
H, d, J = 8. 8Hz) . 7. 6 1 (1 H. 
d, J = 1 5. 6 H z) . 

[0242] 135b) 5-r3-(4-S>X^Jb7' = /7x 40 
XJl/)7*'JPf;l/l757-2-(4-jt h*->7i-;U)^ 

#*«|135a)TSfdb^a (1.00 g) £2N*»{k* h 'J 
■?^*»5R (4.0 ml)£x2/-/U (10 ml) KjgflSU 
Ssa-P1RB» 50-60t:T?2BSISfr*Stffc. SMI«X 
ES£&. fSSWciNltlt (8.0 ml) £J)DxT*«L. 
ft:„ BSftfcTHF (30 ml) K»M 

U DMF (15S) trnt+t-lO (0.32 ml)^D^.TS 
•ST?12PSIH#**tffc. *«S«ES*». »S**TH 
F (30 ml) IcHSLfc. {§6n3»}ffi&«. ##W5b) 50 



T'iifc5-7 H /-2- (4-* h x x;b) <yX<< = # 
V>'-;l/ (0.97 g) t h'JX^U75V (0.99 g) ©THF 
(50 ml)-DMF (50 ml) 5g;$$U:7k/SL&tf 0°C 

6*l£[att£-> V t>?l\>t> =7 W? P? h $7 7 •< -7*1 
HU Mif)W6B8 8 B B LT, HIBfkSft£l§&t» 
* (0.69 g, iR$39 H) tL7ift. 
mp 251-253°C 

te^tM/HI C27 H28 N4O2 • 0. 2H2O £ LT 
ItSffi (%) :C, 73.02; H, 6.45; N. 12.61 
UMB (%) :C, 73.06; H, 6.57; N, 12.35 
i H-NMR (DMSO-ds + CF3 C00H) 6 : 1.12(6H, t, J=6.7Hz), 
3.43(4H, q, J=6.8Hz),3.92(3H, s), 6.61 (1H, d, J=1 
5.4Hz), 6. 81-6. 84 (2H, m), 7.3K2H, d, J=8.8Hz), 7. 
48-7.63(4H, m), 7.780H, d, J=8.8Hz), 8.16(2H, d, 
J=8.8Hz), 8.550H, d, J=1.6Hz), 10.47(1H, br s). 

[0 2 4 3] #%#J1 3 6 
2-(4-yIf)l/7 ^7i-;b)-5-(1-iy;b-H>K 

136a) 1-X^JUY V t£ = jk = 5 = 7JikjE^M 
-r>K-;U-5-*Jl/#>S? (4.20 g) <DDMF (50 ml) j§ 

(2.22 g) £jDjLT30ttfr*£-»£7i:„ a 1 ? 
fbX^Jl/ (4.36 ml) *lrajlTailT14RMfr**tf 
fc. 58«*»ES£&. »S»lc*tiHlx^/l/*llllA 
I, W«JB«»»Lft. £»J!£ffi»diS*T*sJfcjtkU 
toMffiK*hy?^732J£U ?§!!g£;JSEg£L-T. % 
«tt*l§fc. *JlfclNffi»£tt]*.T't>»L.fca, 
BSx^UTttHJ Lfc. J4Hl»*fifa*a*T?3fc»Lv 

S**ft»x*/U7»iefl LT. afftk£Ml«a&£ B l 
(2.27 g. 1R^46 X) t LT?# S*Sll©ejS*«flE 

*S£tt*1N *IWk^-h'J , 7A*»?S (60 ml). X* 
/-JU (60 ml) fc«fcI/THF(30 ml) ©Jg^jSfcjgflJU 

S£ft. JSS^ICIN Stt (60 ml) fcflPxT. ISl? 

fcSfeffi* (2.37 g, iR$48 «)<!:LTt#fc„ HEfk^ 
l)05^I+i|Xftl*. 4.64 g (iR$94«) ?&-z>tz„ 
mp 182-183°C 

'H-NMR (CDC I3) 6 :i.50(3H, t. J=7.1Hz), 4.2K2H. q, 
J=7.1Hz), 6.630H, dd, J=0. 7 and 3.3Hz). 7.20 (1 

H. A. J=3.0Hz). 7.38 0H, d, J= 8.8Hz), 7.99(1H, d 

t. J=1.4 and 8.8Hz), 8.50(1H, m). 
[0 2 4 4] 136b) 2- (4- 2x± )\>7 ~ J 2 £ X Jb) -5- 

(1-x^j|/-5-r>KU;l/)7i<l/,-K-j|/7~y^>X^ = 
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#^J136a)T#/-db^ (0.40 g) £##fl|123b)?» 
fc<fc£» (0.56 g) <t£DMF (15 ml) fcjgflSLfc. *§6 

ni.-s^ic, 7 7 ;u=r>#amT. o°cTv7y u>k->" 
iwi/ (0.34 g) £»n*T\ is»M*»**€r=a, mj 

X*/W5V (0.24 g) £J]D*.T. SjaTlRBBfr** 
tf» iZK.A-'Jtf-lbT-S&J'Jy (0.26 g) fclffl*. 

U «7kJW»^ h 'J ^^TSaft U >§&£MEg£ L 10 

Hi. mm^i\y-^^/-i^em^ B LT. stut 

-S^mm}*. (0.61 g, JK3268 X) iLTfifc. 
7C*#*H1 C28 H29 NsO • H2O <h LT 
l+Hfil (%) :C. 71.62: H, 6.65; N, 14.91 

mmm (%) :c. 71.74: h. 6.62; n, 14.70 

'H-NMR(CDCl3)<5 :1.15(6H, t. J=6. 8Hz) . 1.40(3H. t. 

J=7.0Hz), 3.42(4H. q,J=6.8Hz). 4.27(2H, q, J=7.2H 
z), 6.60OH. d. J=2.8Hz), 6.79(2H. d, J=9.2Hz). 7. 
44-7. 61 (4H. m), 7.82(1H, d, J=10.2Hz). 7.95(2H, d, 20 

J=8.8Hz). 8.16(1H, s), 8.30(1H, d. J=2.6Hz), 10.1 
K1H. s). 

[0 2 4 5] ##0J1 3 7 
2-(4-v>'X^JL/7 7 ~y7i-/l/)-5-(1-X»Jl/-5->f>K 

**fll136b)?»fcfl;£» (0.30 g) <DX$/-l\, (20 
ml) mmz. 28XX*/-;H4t£S? (5 ml) £J]Q*.. S 
£T*10#Rafr*$tffc. S^%»Htt. «rm**5K 
LT, HIB<b£tt$itei&S (0.28 g. iR$77 %) <h L 
Ttifco 30 
7t^»ffffa C28 H29 NsO • 3HC I • 0. 7H2 0 t LT 
f+Sfl (%) :C, 58.63: H, 5.87; N, 12.21 
USUI (%) :C, 58.89; H, 6.17; N, 12.02 
iH-NMR(DMS0-d6)6 : 1.17(6H, t. J=6.8Hz). 1.39(3H, 
t, J=6.8Hz), 3. 43-3. 52 (4H, m), 4.28(2H. q. J=7.0H 
z), 6.62 0H, d, J=3.2Hz), 6.94(2H. d. J=9.2Hz), 7. 
54(1H, d, J=3.2Hz), 7.62(1H, d, J=8.8Hz). 7.690H. 

d. J=8.8Hz). 7.82-7.90(2H, m). 8.13(2H, d. J=8.8 
Hz), 8.33(1H. d. J=1.4Hz), 8.46(1H, d,J=1.4Hz). 1 
0.48 (1H, s). 40 

[0 2 4 6] ###|1 3 8 

5-(4-vx^b7 7 = y^>'yV;u)7 7 = y-2-(i-x»ji/-5 
->r>F'jju)^>x^ = ^y-ju 

138a) 2-n-IfJlrWV KUJl/l-5-Zhn^>X^ 
5»';-)l/ 

#%W36a)Tl#fdb^ (0.94 g) £4-r hP-1.2-7 
i-U>v7 = > (0.76 g) ODMF (10 ml) jgjSlC, 7 
;nr>SgimT, 0 o CT->7V'Jy&->"l? 1 ;K0.85 g) 
*1BIA, 15»Hfr#*tffc. O^T\ HJx*jU7S> 
(0.60 g) *UPtL. SjaT60RH^**tffc. -SUSS 50 



ULfc„ i#6n3IStt<!:M 0; 7 h/Ux>7jU*V^-7Kfl] 
ft (0.94 g) <!:£HUX Vicing 6^1lPSlSatL 

-f— T'HiyLT, ^lEte£%)£*gfe7 ; E;U7 7'7s (1.07 
g. 1R$70 X) LTiifc,, 

'H-NMR(DMS0-d6)6 :1.41(3H, t, J=7.0Hz), 4.28(2H, 
q, J=7.2Hz), 6.62(1H,d, J=3.0Hz), 7.53(1H, d, J=3. 
2Hz), 7.69(2H, d, J=8.8Hz), 8.05OH, dd, J=1.9 and 
8.5Hz), 8.1K1H, dd, J=2. 4 and 9. 0Hz), 8.47(1H, 
m). 

138b) 5-7 ~ y-2- (1-X»Jl/-5--r > K ') l\A ^.yX-f 

###J138a)T^/-db^ (0.66 g) (100 
ml) lEKBLfc. ft&n3Siii;ffli. n=M4t=.y* 
)\s (47 mg) £ TK^fbli i-'J^h (82 mg) £JjP>l 
T, SB?16BSMfr*3:tffctL *5-r hSil^fio 
fco »fS«»E9£^ «S*U:*.!:l l »if 1 /l/*SD 

H*!JI*»fliLfc. 5^£*£IS«*S*T?3fei|k 
L. «*^*MJ 9 ATJSiLfc. SffiSSEBS 

t^LT. HIB^b^^Ife7 : B;U7 7'X(0.27 g. 1R*4 
5 9t) tLT^fco 

iH-NMR(CDCl3) 6 : 1.49(3H, t, J=7.2Hz), 4.20(2H, q, 
J=7.2Hz), 6.550H, dd, J=0. 6 and 2.6Hz), 6.66(1H, 
dd, J=2.2and 8.4Hz), 6.89(1H, m), 7. 17(1H,d, J= 

3.2Hz), 7.41-7.49(2H, m), 7.92(1H, dd, J=1.6 and 

8.8Hz), 8.21(1H,m). 
[0247] 138c) 5-(4-v ? X^;U7~y^>^Vjl/) 

7=y-2-(i-x^/i/-5-^r> K'jji/)^^;^';-;!/ 

#*«l13Bb)?f|fcfb£tt (0.26 g) £4-?I^U7 5 
✓ £SS» (0.19g)£DMF (20 ml) icSfliLfc. t#6> 
n*»5Rlc» 7;l/=f>#SimT, 0°CT->7/'J>l!v'' 

i^;u (0.16 g) fcira*.. i5»BB^*$tffc i#eni> 

il^iSlc h'>)x^/U75> (0.11 g) £Jna.T§-ST- 1 

RHfi»**tff=». 4->^^;U7 = yt: (0.12 

g)*ifl>*XSa?4 BIWfr**tf fc. S»«XE9£ 

fc„ f# S nfc@f*« -> 'J 77 >f /I/77 5 Z» * □ t h ?5 7 -r 

IBtt£%)£Hfe8}* (0. 14 g, iK^33 «) <!: LT?#fc„ 
7aS»*Hi C28 H29 Ns 0 • 0. 3H2 0 £ L T 
ftWI (%) :C, 73.59; H, 6.53; N, 15.33 
USUI (%) :C, 73.70: H, 6.48; N, 15.09 
'H-NMR(DMS0-d6)6 : 1.14(6H, t, J=7.2Hz), 1.41(3H, 
t, J=7.1Hz), 3.43(4H,q, J=7.0Hz), 4.26(2H, q, J=7. 
4Hz), 6.580H, n), 6.72(2H, d, J=9.2Hz), 7.40-7.56 
(3H, in), 7.62(1H, d, J=8.8Hz), 7.86(2H, d, J=9.2H 
z), 7.93-8. 17(2H, m), 8.36(1H, m), 9.84(1H, m), 1 
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2.80OH, in). 

[0 2 4 8] #^#J1 3 9 
5-(4-i>'X^I/7 7 = yA:v^^;b)7 7 = y-2-r4-(4-v'X 

5-7S/-2-(4-7S/7ix;U)^yXV 

(0.40 g) £4-7x^1/7 = /£MSI£ (1.56 g) £DMF 

(20 mi) iz%MLtc„ ^#6ni.jg>s^^ mmmmm. 

T, 0°CT~77/ VyMz/nm (1.28 g) £})PjL 15 
^^$$tffco t#6tl^.;I^(c h Ux?;U7 = 7 10 
(0.43 g) £J]P;LT\ ^;ST 1 ^A^S-tfT^ 4-7 
^^;U75/t'Jv> (0.48 g)^)4P^Tx ^;ST4B 
F£« 50°Cr2BP^A^$tffco 

m^^ky^uv-^^y-ju (§ait:5/i) >i£ 

*£x$/-jbKflpfSfcgft?U 28«x$y-;l/tti£S? (1 
0ml) £JP*T\ ^ST'lOftfr^tffco ^btlSSS 
mzmW&. ftrim&^lXU ^x^Jl/TiJtitLTv 20 
MfS<fc£*!l)£!ifi*»* (0.54 g. 1R3S53 «) <tLT<# 

TL^t/rfif C35 H38 N602 • 3HCI • H2O t LT 
itIWi (%) :C. 59.87; H, 6.17; N, 11.97 
HIKI (%) :C, 59.61; H. 6.31; N, 11.93 
iH-NMR(DMS0-d6)6 : 1.14(12H. t, J=6.7Hz), 3.46(8H, 

q, J=7.2Hz), 6.84(4H,n), 7.77(1H, d, J=9.4Hz). 7. 
88-7. 95 (5H, m), 8.14(2H, d. J=8.4Hz). 8.29(2H, d. 
J=9.6Hz). 8.5K1H, s), 10. 29-10. 38 (2H. m). 

[0 2 4 9] ##0J1 4 0 30 
5- (4- 7 * 7- 1 1/7 = y ^ > 7V J U) 7 = y -2- T4- (4-7j< 

^U7 = y^>Wjb)7 = y7xxji/i^>xv = >y7 

5-75/-2-(4-7~/7iZ)H-H-^>*y*Mz 
^•NVX-T S^^-JKO.70 g) <!:4-v'V^U75/$ 
(1.43 g) =&DMF (10 ml) fcj8fi?L/c„ ^6*13 
7Jb=rv#iimT. 0°CT*77/ l J7&7x? 
(1.41 g) £MiL. 15»Hfi , *«tffc. »6tlSiS^ 
iSlc, HJx^;|/7HV (1.05 g) £fiO*.T\ SST'1 
B5Hfr*«tffcfL 4-7**;l/7S7fcf'J-7> (1.05 40 
g)£in*.T\ 50°CT40l§F^*£tf7co j§^MES£ 

/to »sn%@(*s*. iawsw*. 

**/-;l/-28KX$/-;H4Jg& (10 ml) (CjD^jgjK 

* (1.01 g, iR$74X) tLTWko 

TzMfttm C3i H30 N6O2 • 3HCI • 1. 5Hz 0 £. LT 

ftSfil (%) :C. 56.84; H, 5.54; N, 12.83 50 



H»B (%) :C. 56.78; H, 5.72; N, 13.00 
iH-NMR(DMS0-d6) 6 : 3.03(12H, s). 6.82(4H, d, >8.0 
Hz), 7.77 0H, d, J=9.2Hz), 7. 89-7. 98(5H, m), 8.15 
(2H, d, J=8.8Hz), 8.30-8.34(2H,m), 8.5K1H, m), 1 
0.290H, s), 10.400H, s) 
[0 2 5 0] ##®|1 4 1 

2-(5-^>yy7 l J^)-5-(i-x^ju-5-rvK'J;b)^;um- 

mm\ 1 31 c) T-mtcS-T = J -2- (5- X 7 9 7 U ) I) * 7 X 
-f (0.25 g) <!:##0lJ136a)T*fi7c1-x^l/- 

5-'TVK-;U*Jb^VK (0.23 g) £DMF (20ml) lcj§ 
»Lfc« *§S*l3»»fc. 8*SB«"R ->7V'JV» 
7l?/b (0.20g) £0°CTJ)P;L 0°CT-15»F^*^$tf 
fc„ HUx^;l/7 = > (0.15 g) £ 

DQx. SST^ BHfr**t?fc& > 4-7*^U7 = /fc? 
'J7*7(0.15 g)*lMA. §»?3BIHfr*3:tffc. 5§$g 

L. iS6*l*H(**5/U*^U*5^P7H^7-f 

if;Hc5M?L 4N£fb*iR/imi*jU5g* (2.0 ml) 

fcSIIML U KSfx^yl/T'jJt^LT, £§ 

Efc£tt£Kfe*»* (0. 30 g, 1K^66 X) t LT»fc. 
Tt^^Wl C26 H20 N4O2 • HCI • 0. 2HzO t LT 
tmm (%) :C, 67.81; H. 4.68; N, 12.17 

mmm (%) :c. 67.78; h. 4.70; n. 12.30 

1H-NMR (DMS0-d6) 6 :i.40(3H, t, J=7.3Hz), 4.28(2H, 
q, J=7.0Hz), 6.63(1H.d, J=3.0Hz), 7.25(1H, d, J=2. 
2Hz). 7.540H, d. J=2.8Hz), 7.63(1H, d, J=8.8Hz), 
7. 84-8. 02 (4H, m), 8. 24-8. 35 (3H, m), 8.57(1H, d, J= 
1.4Hz), 8.66(1H, d, J=1.4Hz), 10.5K1H, s). 
[02 5 1] #%0J1 4 2 
5- (1-X^U-5-Y > K U )\,)Ul),#-i\,T = y-2- (Ar* 

##<9J120b) T1#/c5-7 = /-2- (4-p< ^^^^"7 1 XJU) 
^>X-< = ^V'-;U (0.45 g) t##ff!l136a)T'i#fc1- 
x^;U-r>K-;l/-5-^;U^>M (0.50 g) 5DMF (30 m 
I) K»)BLrc. f!6ti*»»fc» ^SUHMT. 0°CT 
->7>"J VK-7X^/l/ (0.43 g) ^ftPjl, 15»F^*S 
tf/c„ ffStlSS^jatc, h'Jx^;|/7 = > (0.36 g) 

v 'J -hf^-h^W? P7h^77-f -?ff S L/c„ 
1S5ti**lfe@f**l«H?-;Hc»IBL, 4N^{k7jc^/ 
KKxf-jUSKft (1.0 ml) SjBT10»PJI4i»** 

x^/l/T*;Jfe;#LT. HB1b«««Men3|E (0.18 g, iR 
*75 X) tLTiift. 
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7tK#tfflI C25 H22 N40S • HCI • 0. 5H20 £ LT 
f+Wl (%) :C, 63.62; H, 5.13; N, 11.87 

mmm (%) :c, 63.77; h, 5.06; n, 12. 08 

iH-NMR(DMSO-de) 6 : 1.40(3H. t, J=7.3Hz). 2.6K3H. 
s), 4.28(2H, q, J=7.3Hz), 6.62(1H. d. J=3.0Hz), 7. 
53-7. 65 (4H, m), 7. 76-7. 95 (3H, m). 8.23(2H. d. J=8. 
4Hz), 8.34C1H, br s), 8.54(1H, s), 10.50(1H, br 
s). 

[0 2 5 2] #%0J1 4 3 
5-(1-X?;U-5-^>KUJb)flJU*-jU7 7 = y-2-(4-y 10 

##fj1 4 2Ti§/Hk£to (0.10 g) <D^PP*;UA 
(20 ml) *$<7anm&BM& (40 nig) <D<7 

PPTfwUAJgft (5 ml) ^OXTliUX. 0°CT"1 f§f?gfr 

?l\s-?ffi$LT. mmt^m^m^. (60mg. 1E$5 
8 «) t LTilfc 

7t^^/rfi C25 H22 N402S • 0. 3CH3COOC2H5 ■ 0. 5H20 t 
LT 20 
tmm (%) :C, 65.84; H, 5.36; N, 11.72 
HIM (%) :C. 66.13; H, 5.45; N, 11.74 
'H-NMR(DMS0-d6)<5 : 1.40(3H, t. J=7.3Hz), 2.82(3H, 
s), 4.28(2H, q, J=7.3Hz), 6.6K1H, d, J=3.0Hz). 7. 
52(1H, d, J=2.8Hz), 7.60-7.63(3H, m), 7.83(1H, dd, 

J=1.8and 8.8Hz). 7.86(2H, d, J=8.4Hz). 8.28-8.31 
(2H, m). 8. 35 (2H, d, J=8.4Hz), 10.19(1H. br s). 

[0 2 5 3] ###|1 4 4 
5-n-X*JU-WVKUJU)ft<U;K:iJl/75/-2-(4->< 
*l\,Z)\,7*=)\,7x-l\,)'<VX4SW-l\, 30 
##«!I1 4 2T*mtcit&fa (0.20 g) <D<7aat^lx 
(30 ml) mfflC. ***naffl£j&SM (0.18 g) <D? 
□ n*;Ui»»« (5 ml) £<TC?ll07L OTTMBSfflltf 

*M::»»U 4IW<k**/R»x*;U;S?S (1.0 ml) 

fc£»*Kfel»* (60 mg, iR$26 %) t LTfffc. 40 

7t^5MJHI C25 H22 N4O3S • HCI • 0. 5H20 t LT 

l+Sfl (%) :C, 59.58; H, 4.80; N, 11.12 

HIM (%) :C, 59.69; H, 4.76; N, 10.87 

1 H-NMR (DMSO-de ) 5 : 1 . 40 (3H. t, J=7.1Hz), 3.34(3H. 

s), 4.28(2H, q, J=7.0Hz), 6.62(1H. d, J=2.8Hz), 7. 

54(1H, d, J=3.0Hz), 7.62(1H, d, J=8.8Hz), 7.77-7.8 

7(3H. m), 8.23(2H, d, J=8.2Hz), 8. 32-8. 34(1H. m), 

8.49(2H. d. J=8.8Hz). 8. 51 (1H. s). 10.45(1H, br 

s). 

[0 2 5 4] #%0IJ1 4 5 50 



2-(4-v^)U7 = J 7 x _jU)-5-(1-I?-j|/-W V K 
UJl/)^JL/^xjU7 = y^>X-r SjgVizik 
145a) N-(3-_ hP-4-7 = /7iXJb)-1-X^l/^> 
K-JU-S-ftJl/**? 5 K 

#*0«136a)-«§fcffcSSl (4.14 g) CODMF (30 ml) 3ft 
tc, 0°CT">7/ 'JVKv'X^b (3.66 ml) £JjP;L 2 
5»Hfr*3:tffc. WP» 2-xhP-1,4-7iXU>v 
75X3.52 g)i: r-'jx^yuzav (3.36 ml) £}JD 
0"CT*1.5^T*-5lcSaT*14^fr$S-tf?Co if 

enss^fticTk^ijn^. KKx^;i/T*aHjL.fc 0 Witts 

iS^*<tfafa^*T'3t5*L. fltTKffitt^ h 'J OATS 

^n^K^^-r-THilU f§5n*@<**i— rib 
T>5t>tLT. HIEfb£ft (6.43 g, HX$91 K) *f§fc. 
'H-NMR (CDC 1 3) 6 :1.50(3H, t, J=7.3Hz), 4.23(2H, q. 

J=7.3Hz). 6.02(2H, brs), 6.61(1H, d, J=3.3Hz). 6. 
86(1H. d. J=9.0Hz), 7.22(1H, d, J=3.3Hz), 7.42(1H. 

d. J=8.6Hz), 7.75 0H, dd, J=8.6and 1.8Hz), 7.82 
(1H, s), 7.95 0H. dd, J=9.0 and 2.4Hz), 8.18(1H, 
d, J=1.8Hz), 8.2K1H, d. J=2.4Hz). 
145b) N-(3. 4-v ? 7 ~ / 7 iX;U)-1-X»;UY > K-Jb 

#%0<Jl45a)Ti§fdk£*!a (6.3 g) tmi^Wum 
m (50% wt ; 1.0 g) £THF (120 ml)- (120 
ml) icftl*. aaT**^#HST18«Bfr*Stffc. 
/\°5S>^@!jJi£3£L7m 38£;ME;I81L> Hff 

'J 7J ^;U* 7WP?hf77< -TUMI L/C, 
»5n*H(**i-xJUTjJfe»LTs fflIE<kStt*tBfe 
&KA (6.02 g, 1K^85 X) 

'H-NMR (CDC 1 3) 6 : 1.49(3H, t, J=7.3Hz), 3.39(4H, br 
s), 4.2K2H, q, J=7.3Hz), 6.59(1H, d. J=3.2Hz), 

6.68(1H, d, J=8.2Hz), 6.78(1H, dd, J=2.2and8.2H 

z), 7.20OH, d, J=3.2Hz), 7.34(1H, d, J=2.2Hz), 7. 

40(1H. d, J=8. 7Hz), 7.72(1H, br s), 7.74(1H, dd, J 

=1.8 and 8.7Hz), 8.15(1H, d, J=1.8Hz). 
[0 2 5 5] 145c) 2-(4-vV^JU7Sy7i-JU)-5- 

(i-x^u-5-^>K'j;u)^j^xjU7 = y^vX-rc 

#*fflH45b)T»rc<k^* (0.37g) t4-»f)b7c 

ysasa (0.17 g)£DMF (10 dd icsusLfc. *§e 

n-5»!R»Ev SRSliaTv 0 o CT">7/'J>l$->*X5 : 
;l/ (0.17 g) fclffljL 15»Pafi»**tfft. »SnSS& 
ftlC, HJ 1^/1/7 5 > (0.12 g) ^D*. SST18B5 
Fek 45 0 CT7HeP B 5fr$Stffc„ »S«XE9^ »S 

/\°5 h;UX>7.;l/*>BS— *Sffl$55 (0.76 g) £HUX> 
(100 ml)lCfln?l, 14BfF^jD^ji-3itL7c„ #riiift£%tt 
U fi»*tt:iin*.TffiStt£ LftS, TSS**5HL 
ft„ f#5tt3lltt£->U73?;U7J5A7P? h?"57-f 
-■PHHU ffl«i*Jl/-**/-Jl/j&'6?IIS B ILT, 
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HIEffcStt*-»«fef»* (52 mg. IR$12 X) t LTii 

Tzmfttm C26 H25 NsO • 0. 3Hz0 tLT 
ItM (%) :C, 72.81; H, 6.02; N, 16.33 

mmm (%) ;c. 72.90; h, 5.79; n. 16.17 

'H-NMR(DMS0-d6)6 : 1.39(3H, t, J=7.2Hz). 3.00(6H, 
5), 4.27(2H. q. J=7.2Hz). 6.6K1H. d, J=3.2Hz). 6. 
83 (2H, d, J=8.8Hz), 7. 48-7. 61 (3H. m), 7.80-7.85(1 
H. m), 7. 93-8.1 9 (4H, m), 8.29(1H, m). 10.05(1/3H, 
s), 10.12(2/3H, s), 12.420H, s). 10 
[0 2 5 6] ###J1 4 6 

5-(4-v>x^b7 = V-r;u) j = /-2-(5-^>v>^ 

x-jb)^>2>r = iv-jb 

146a) 2-{A-^f^7y--Mi-t7M YTfrft F->' 

x?wfr?-;u 

4-*?Jl/3 1 :*7x./'-Jl/ (12.42 g) £1N Hmti- h 'J 
7^*^ (120 ml)-p<^/-;b (60 ml) Kjg&SL 
fc„ mt\^mz. 0°Cl^iPL^:^b, Du^-r* 
h7Jbxt Kv^5 1 ;l/7'-b$-Jb (11.74 ml) <o*$y 
-Jl/'S-S (60 raD^-iSTLf;:^ gST1 88^*^3^ 20 

?Sz:*gU 5§j«^MES*LT. SIBfb^Sitfeatt 
W (16.5 g. 1K*78 X) t LT*i/c, 
'H-NMR (CDC 1 3) 5 : 2. 32(3H, s), 3.07(2H. d, J=5.4H 
z), 3.35(6H, s), 4.50(1H, t, J=5.7Hz). 7.10(2H, d. 
J=8.0Hz), 7.30(2H, d, J=8.4Hz). 
146b) 5-^fMV';f^7 I > 

#')ijym (54 g) ztan^y-ey (100 ml) \z%& 

U 140°CKflDSiL&tf'=K ##flJ146a)Tl#/-db£%] 30 
(14.36 g) O^np^v-try^jg (50 nl) 
ttTHTFU 5^1lD^^L/co ;SiS£$Eg£&. 

^§WcSW7j<<t->'ry7pe;bx— r/^JDx, io» 
fp^h^y-r-TiW^LT. nisfk^^a&iu* 

(2.56 g, 1R$26 X) tLTWTc. 
'H-NMR (CDC Is) 5 : 2.47(3H, s), 7.18(1H, dd. J=1.6 a 
nd8.2Hz). 7.26(1H, dd, J=0. 8 and 5. 6Hz). 7.41 (1H, 40 

d, J=5.6Hz), 7.63(1H, s), 7.76(1H, d, J=8.0Hz). 

146c) s-yn^t+i^yJtt? xv 
##W46b)Tlifdb£!t5!) (2.56 gK N-7p : EC«<K 
-T~ K (3.07 g). 7';t'7^V7fP^h l J)b (0.1 

4 g) zvamtfcm (sono izm*.. 3®mi)mM}tiL 

Zm&%lViM2.79 g, 1E$71 X) tLTmtc, 
i H-NMR (CDC 1 3 ) 6 : 4. 65(2H. s), 7. 31-7. 88 (5H, m). 
[0 2 5 7] 146d) 5-b KP*->^/l/^>^*7 
i> 50 



#^J146c)Tl#/"dk^ (3.87 gk ^^h'J-^A 
(2.65 g) £50X7-fe h VTkigjS (85 ml) iC^fSLfco 

t#en^-^js=£4^jinsi^Lfc^ mm^i^m 

(2.91 g. fcmm t LTmtco 

i H-NMR (CDC 1 3) 6 :4.82(2H, s). 7. 32-7. 39 (2H, m), 7. 
47(1H, d, J=5.4Hz), 7.83(1H, m). 7.87(1H, d, J=8.4 
Hz). 

146e) S-^y9f^y nyTllTt K 
#^Jl46d)T1i/-dk^ (2.91 g) £v>x^l/X-7- 
IV (200 ml) lCi§ft?L/c„ ^6tl^^lC-^kV>^ 
y (14.55 g) fcffl*.. S-ST'2BSP^*^$tffc^ 5g 

%)^gfeUft (2.27 g, 1R$79 X) t LT^fc 
'H-NMR(CDCl3)6 :7.49(1H, d. J=5.6Hz), 7.58(1H, d, 
J=5.6Hz), 7.87(1H. dd, J=1.6 and 8.4Hz), 8.0K1H, 
d, J=8.4Hz), 8.32(1H, d. J=0.6Hz), 10.12(1H, s). 

i46f) M>'yft7i yt»\>$ym 

##0J146e)ri§/db£l$D (2. 25 g) <tBSlR"7*->9 
Ix (11.35 g) £7-thV (400 ml) IdRBLfc. fiS 

n*Ba*fciwa?»ffvtt*'j^/x*s8a (444 mi) 

3SES:£U 5S^%)tc1N ttK*Un*T» pH1©B*tt* 

MESSLT, HfB*b£%£afe*8* (1.16 g, iR$47 
X) tLTil/c. 

'H-NMR (CDC 1 3) 5 :7.46(1H, d, J=5.4Hz), 7.55(1H. d, 
J=5.6Hz), 7.96(1H, d,J=8.0Hz), 8.07(1H, dd, J=2.0 
and 8.8Hz), 8.62(1H. s). 
[0 2 5 8] 146g) 2-(5-^;>vy^xx;l/)-5-x h 

y j&A22=ik 

##0Jl46f)-cWdb£%J (0.61 g) <tDMF (1») £TH 

f (30mi) iz^MLtco me>nz%ffiz. 8<k*WJ 

)V (0.33 ml) fciDa., g£T18BSia#*$tffc 0 $81 
*«ES£«, »S»STHF (10 ml) K^fSSLf;:. fib 
ft&>§&£. 4-Z|-a-1,2-7iZUy->7 = > (0.52 
g) <!: h'Jx^;l/75> (0.42 g) CDTHF(50 ml) jg&tc 
0 o CT-;HTU O°CT2B0P^ SiBT2eP^*Stfrc. 

10% (0.65 g) £HUX> (100 ml) KSiSU 6PSP^ 

!R!l^llfef9* (0.97 g, 1R^96 X) LTJffco 
'H-NMR(DMS0-d6)6 : 7.64(1H, d, J=5.4Hz), 7.75(1H, 
d, J=8.8Hz), 7.91(1H,d, J=5.4Hz). 8.12(1H, dd, J= 
2.2 and 8.8Hz), 8.22(2H, br s), 8.47(1H, d, J=2. 2H 
z), 8.77(1H, s). 
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146h) 5-7=.;-2-(5-'<>V*]:-)\,)'<yX'(~W 

%%mi46g)T*mrcik&Qi (0.96 g) tmi^-yOLM 
m (50% wt ; 140 mg)^^^y-;b (80 mDKJlQjL, * 

fe»* (0.85 g. IR$99N) <t LT^fc 
iH-NMR(DMS0-d6)6 :4.86(2H, br s), 6. 54(1H, dd, J= 
2.0 and 8.4Hz). 6.7K1H. br s). 7.28(1H. d. J=8.4H 
z), 7.55(1H, d. J=5.4Hz). 7.83 0H. d. J=5.4Hz). 8. 10 
09(2H, s), 8.57 0H, s). 12.30OH, br s). 
146 0 5-(4-vx^;U / = /A:>vy; 1/ )7^/-2-(5- 

##0Jl46h)T^fdk£*Sa (0.27 g) t*- s Jx9-)l7 £ 
/£AStt (0.23 g)=&DMF (5 ml) (CjgfiSLfc. fbh 

^^jgic, sassasT* ->5v 'j>»s?i^u (0.20 

g) fcOXTUniu 15»fr**tffc. fgSfta-fi^ttlc 
h'JX^I/75> (0.15 g) £J]nx. 0X71B3H, £ 
ST1«HI. 45lCT15BfflHr**tffc. $«&££E3£ 
ft. «9»tefi»**iDx. Sfatt*51»Lfc. H5ti 20 

-> 'J 73 fib* 5 /» * a 7 r- 75 7 f - TffiW 
LT% aiB{k£tt*afet8slE (0.20 g, HS^45 %) t L 
Tfffc. 

7ciR#tfffil C26 H24 N4 OS • 0. 5H2 0 <k LT 
l+gfi (%) :C. 69.46; H, 5.61; N, 12.46 
HiJfil (%) :C, 69.49; H, 5.59; N, 12.21 
1H-NMR(CDCI3)6 : 1.19(6H, t, J=7.2Hz), 3.39(4H. q. 

J=7.0Hz), 6.62(2H, d,J=8.8Hz). 7.12(1H, d. J=5. OH 
z), 7.08(1H. m), 7.40(1H, d. J=5.4Hz), 7.66(1H. d, 

J=8.8Hz), 7. 78-7. 85 (3H. in). 7.97(1H. m). 8.02(1H. 30 

dd. J=8.2 and1.8Hz). 8.44(1H. in). 8.52(1H. m). 

[0 2 5 9] ##<?J1 4 7 
2-(5^>y*X=Jl)-5-(1-I*Jl/-W>KUJU)ftJl/ 

#*fll146h)?*§fc{k£to (0.27 g) <k#%flJ136a)7i# 
Tc]-Xl-lMy\-*-)l,-5-t))l,$yM (0.19g) £DMF (5 

mi) (c»»Lft. «6ti*»?BK, s*sh«t, OX 

T'fTV 'J ymVJL^Ib (0.20 g) £JjQx, 15»r^* 
Stffc. Ol^T\ h'Jx^b75> (0.15 g) £J)D;L 
OX? mm 45XT»15i3M#*Stf 40 

^7-f-T«SU 'N+trV-ffEKx^l/T'^L 
T. HIE<k£^£afe*»3k (0.18 g. IR$41 «) <k LT 

7L^»t/f fl C26 H20 N4 OS • 0. 2CH3 COOCHz CH3 • 0. 3H2 0 <k 
LT 

ffflffi (%) :C, 70.04; H, 4.87; N. 12.19 
HMffl (%) :C, 69.99; H, 4.73; N, 11.97 
1H-NMR(CDCI3)6 : 1.44(3H, t, J=7.3Hz). 4. 14(2H. q. 50 



J=7.2Hz), 6.5H1H. d,J=2.8Hz), 6.96(1H, d. J=5.4H 
z). 7.10-7.160H, m), 7.18(1H, d, J=3. 2Hz),7. 29-7. 
32 (2H. m). 7.660H, d, J=7.8Hz), 7.69(1H. d, J=8.4 
Hz), 7.77(1H,dd, J=1.6and 8.6Hz), 7.98(1H. dd, J= 
1.6 and 8.6Hz), 8.230H, d, J=1.4Hz). 8.27(1H, br 
s), 8.4K1H, d, J=1.6Hz), 8.52(1H. m). 

[0 2 6 0] ###J1 4 8 
6- (4-?x* )\,7 5.y<y V4)\A T = /-2- (4-> h * v 

i x-iD^yX-f ~W->{,-4-t>i[,Xym**>\, 

148a) 2.3->'7 7 = y-5-X hnga«l»y*Jl/ 
2-7 = y-3,5->-hPSiii (£-•□?> (P. Co 
hn) 6. ithi'i??-^!?'^;- (Monatsheft 
e fuer Chemie) , 22, 387 (1901)) (18.5 g), mtT 
y^-OU (30.5 g) fcd;U : 25«7'V ; EX77j< (40 ml) 

(120ml)[cUP^ v 70-80*CT , 1BSIHfr**-trfcft» 7 
5-85XTK<k^- r- U -^McW* (64. 5g) Z'J>L?-oM 
Xtz. fil55S*75-85XT'1^F^A^a1tffcft. 

£3EL, (200 ml) KJgfrLT. am 

(15 ml) <k*lc2.5BIHa-aLfc. ;8JS$;|£ES£& 

A little Lfc. #«W*»5SL. *Ji£IWx*j|/-ett 

LfctL ;SJSE£3SEg£Lfc. ii6nfcfSS«s«R»x 
?Jl/fr6H&ALT> HIBlk^tiJ) (3.02 g, HX$17.6 

«) fco 

iH-NMR(C0Cl3) 6 : 3. 51 (br s), 3.93(3H, s), 6.43(br 
s), 7.72(1H, d, J=2.6Hz), 8.52 0H, d, J=2.6Hz). 
148b) 2- (4-* h^->7i3)-6-ZhDA:>X-f;y 
V->\,-4--h)\,XyW**l\, 

#%#Jl48a)T*i/dkS%l (3.0 g) t. h 'J X^Jl/7 5 > 
(2.38 ml) £THF (100 ml) (C5§<SLfc„ ?f6tl%j§iS 
fc, «ftp-7=V'TJl/ (3.2 g) *ao&T*TLfc. 5 
JSjS* OXTIBfP^ *6(c£S-WB3Hi(p*$1ffc« 

(3.2 g) £*->U> (150 ml) iCHilL, imSMf&I 
SSLfco -S»«»E9£». HS»*/*y-;U (^30 

mi) ic^jSLfc„ ssn«»ai»Kaw*sinjiTS 
l. itMm^ff^yOL^nmk. m^M&^t 

Ts HIB-tt-S-^ (0.41 g, iRs£8.8 «) *iifc. — 

®W*$lim. *2/->\> (100 ml) IcJg^L. nsfts 
(3 ml) t«lci9«mie9Lfc. 3J££XE9£& 5S 

L. sSTjcmv'^v^^T^Lfco S««»ES£ 

(1.79 g. iR$39 X) t LTUfc. 
iH-NMR (CDCIb) 6 :3.92(3H, s), 4.09(3H, s), 7.09(2 
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H, d, J=8.9Hz). 8.07(2H, d. J=8.9Hz). 8.80(1H. d, 
J=1.1Hz), 8.84(1H. d. J=1.1Hz). 

[026 1] 148c) G-7 = S-2-U-* n-lV) 
*yX<{ c g^-jl/-4-ftjl/<KyM**;U 
##ffili4aMT»fdb£to d.7 g) trnji^'JOum 

m (50X wt; 0.34 g)£><$/-Jl/ (50 ml )-THF (50 m 

b b bLT> HlB<k^^*ifett«a B a (1.47g. 1R$95 X) 10 
<t LTiifc. 

1H-NMR(CDCI3)<5 :3.89(3H. s). 4.00(3H, s). 7.03(2 
H. d. J=8.9Hz), 7. 29-7. 31 (2H, m), 8.00(2H, d. J=8. 
9Hz). 

148d) 6-(4->X^jl/7 7 = yA:>>7^j|/)7' = y-2-f4- 
* h^->7i_Jb)A;>xV~^'v-/U-4-^Jl//-n'>^y 
±Jk 

#%flJl48c)Tl#fdb£tt (0.74 g) £4-5?X*;l/75 
(0.54 g)£DMF (10 ml) KSBLfc. »6 
n^JgjSlc. ->7V UVB^I^U (0.42 mOfcOiCT* 20 

(0.53 ml) t4-*J**-}\*7*S fcT 'J 5» (0.34g)£fiD 
!IST<2.5BPafrT*3:tf7c„ jgJMfcMES^ » 

U P P *jbi»-IWl*jUfi»6fHSft L 

T, flfBfb&WrJtfi&ttA (0.85 g, JR*71 X) t L 
TWtzo 7cJS»«Hl C27 H28 N404 • 0. 2H2O £ LT 
f+Kfl (%) :c, 68.11; H, 6.01; N, 11.77 
H«l (%) :C, 68.01; H. 5.96; N, 11.82 30 
'H-NMR(DMS0-d6)6 : 1.14(6H. t. J=6.8Hz), 3.43(4H, 
q, J=6.8Hz). 3.86(3H,s). 3.99(3H. s). 6.73(2H. d, 
J=8.8Hz), 7.1K2H. d. J=8.6Hz), 7.90(2H. d.J=8.8H 
z), 8.26(2H, br s), 8.40 0H, s), 10.02(1H. s). 12. 
13(1H, br s). 

[0 2 6 2] #%#J1 4 9 
N-^>yjb-6-(4-vx^;l/7 T = S<*yV4 )\A7 = Zz2= 

■h)\,**n= K 

149a) 2-(4-y h*->7x=Jl/)-6--hP"C>X^5g 40 

#*ffil148Weiifdb£* (1.3 g) £1N*Wb* MJ* 
^*5§5S (8 ml) (25 ml)-THF (25 ml) 

izmx. §a?i2B5ia#*3:tf. *sici2B3ms3iel 

fco 5(&?8**-p*IRU IMSK-p+fPLfc. Iff*** 
5ULTs HiB<b£tt*8fe@f* (1.12 g, TOO X) 
t LTfSfc. 

iH-NMR(DMS0-d6)6 :3.87(3H, s). 7.13(2H, d, J=8.8H 
z), 8.33(2H, d. J=8.8Hz). 8.56(1H, d. J=2.2Hz). 8. 
65 (1H, d. J=2.2Hz). 50 



149b) N-^>v>Jl/-2-(4-y h^->7x~jU)-N-y^;U- 
6--\~n'<>X'<~#9-)\s-4-t>>ltf*n~ K 
#3£filJl49a)T*f#fdb£tt (1.12 g) iN-'Ov/W 
^l/72V (0.52 g)=£DMF (10 ml) lC»fl|Lfc. f#6 
0°CT'->7V 'J >iylf)l/ (0.65 ml) £ 
llD^ KttF£ifl*$Hfrco r-'Jx^Jb7~> 
(0.75 ml) £J)D;L Sa?3RIHfi»**tffc. i#btt£ 

T> HiBfb^ttfcitfettttJI (0.97 g, U&65 X) <!: L 

'H-NMR(DMS0-d6)6 : 2. 82 (2H, s), 3. 
32 (1 H, s) , 3.89 (3H, s) . 
4. 44 (0. 7H, b r s) , 4. 87 (1. 3 
H, b r s) , 7. 1 7-7. 6 6 (7 H, 
m) , 8. 06-8. 4 1 (4H, m) . 
[0263] 149c) 6-7 ~ J -N-^ > ~J) U-2- (4- 
^ hf>7i-^)-N-^fjK>X<^';-;H-a 
Jl/<K*1tg K 

#%#Jl49b)Tl#fdb£%l (0.25 g) tVMJ^WL.m 
m (SOX wt ; 13 mg)£*$/-Jb (8 ml)-THF (8 rnDle 
ia*. ^;ST-7j<^|?limT24I^P^AH^T^»JH7L=&ff^ 
fco /^y^^S^^iU 3»£;«Eg£SL Jig 

* y-ji^WKx^i/frssisSi LT> aiafbStosst 

fettttfl (0.20 g, 1R*87 X) t LT»fc. 
iH-NMR(CDCl3)6 :3.08(3H, s), 3.84(3H, s). 4.79(2 
H, s). 6. 68 OH, d. J=1.8Hz), 6. 93-6. 97 (3H. m). 7.3 
0-7.42(5H, m), 7.94(2H, d, J=8.8Hz). 
149d) N-^yy;l/-6-(4-v ; X^JU7 7 = y^>WjU)7 7 
= y-2-(4-* hti/7irjH-M»MVX^£^; 
-JU-4-fl 5 K 

*#W149c)-c?»7cfk^» (0.15 g) <fc4->"X*;l/7S 
/•SMMM (83 mg) £DMF (1.5 ml) fcjS»Lfc. f#6 
ftSSKSlC, vTV'JVlh^X^l/ (65 fiD^OXTJD 
15»P^$S-tf/c. r-'Jx^l/75> (78 

pi) i:4-^^;l/7 , 5y f'Ji» (52 mg)£}jP;L S 
*blC50-60°CT19^3b^$tffco f#6 

feft)3fc (0.15 g. <K^68 X) tLT'^tco 

jimmm c» H35 N5O3 • 0. 3H20 1 lt 
tmm (%) : c, 72.01; h. 6.33; n, 12.35 

HiM (%) :c, 71.97; H. 6.18; N, 12.41 
'H-NMR(DMS0-d6)6 : 1.14(6H, t, J=6.8Hz), 2.84(2H, 
s). 2. 94 (1H, s), 3.43(4H, q, J=7.0Hz), 3.87(3H, 
s), 4.46(0.7H, s), 4.860.3H, s), 6.73(2H, d,J=8.8 
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Hz), 7. 12-7. 66 (8H, m), 7.89(2H, d, J=9.0Hz). 8.10- 
8.3K3H, m), 9.96(1H, br s). 

[0 2 6 4] *mm 

G n R H Hz^-'VflDlS^BiS^SaS-rSC tKJ: 

0)125 | -ija-7aUUV4>MII 

3x10-"M 'Jn-^nU'J>*5§-»1 0/j K fc<fc 



I/O. 0 1 mg/m I 57 h/\-^+->^f- 1? 1 0 /j I 
*^i-^tC«t»J, Na'» l-g^lO/jl (37M 
Bq) JO*., 0.00 1 %H202 1 0 p I £ 

SD^Tv SST'2 0^5tS*^fco 0.0 5%TFA 

(HJ7/b*PlfI?) J§-^7 0 0/j IUOATSiS*ff 
JkU ffifflHPLClCcfe'JffiSLfco HPLC©^ 
SlTKa*?. 125 I -'J:i-7PU'J>liffi8!$ 
^2 6~2 75JT'j§diimfc 0 



[HPLC^ft] 

Zj^Z* : TSKge I O D S -8 0™ (TMliliili§^T£3C <h£ST ,, WTIW) 

*i)CTR (4. 6mm X 1 0 c m) 

-SKEtt : gffiA (0. 0 5%TFA) 

;§{§B (40%CH3CN-0. 05%TFA) 

0# (1 0 0%;SJtA) -3tf (1 0 0%?g!£A) - 

7tf (5 0%-S^A + 5 0%j§«!B) -40» (lOOttjgffiB) 



)§tHiIM : Iml/min 
[0 2 6 5] (2)t:hGnRHL/t^-mt3C 

ho (*w=-;o\La*-sMo «fla£s#<Dsm 20 

E P-A 0678577lrfBtE<7)73^lc £ fe 'JUiyL/it: hGn 
RHH2r*-*3HCHOIBBa (1 0«® £5mM 

edta (i^b>v ; 7 = >eagti?) *aanLfc'j>» 

(PBS — EDTA) lCi?ja*^ 1 0 
OxGT5#V58i&Lft. HfflBa<7)^U-> HcfflltfBft^ 
•>"*-hH7 7 7- (10mMNaHCO3, 5mM 
EDTA. pH7. 5) £1 0m I tWX. *°'J hP>* 
J E^'T1f-*fflt'>T*t> f *- h Lfc 4 0 0 x GT 5 
1 5#j§.i>U ±«^ffia/i>^(tlXy 1 0 0. 0 0 0 x 
gT'lfflavU KS»oa»*«»fc. C<Da»tti 30 
£ 2m I tD7 , >-b-</\" 1 v7 7- (2 5mM T r i s - 
HC I, 1mM EDTA, 0. 1%BSA (.O'y&iMT 
;l/?=V) . 0.2 5mM PMSF (7x~;Uy^>X 
;U7*r;U-7;U*-5-rK) , 1 m g/m I ^7,99 
X 2 0 /l/ g/m I PI^T^X 10 0/jg/ml7 
**7*55 K>, 0.03% 7>^b* p 
H 7 . 5 ; WTIHJtS) UrS&SU lOO.OOOxgTI 
RMai&Lfc. Jfci8ttfcLTlH|iR*ftfcIIiS»*mf2 
0m I c07 < y-tr'T/^y77-lc^j§L. #;±LT. -8 
0°C?£7?U ffiffl©»g»3|[LTffl^fc. 40 
[0 2 6 6] (3)i« I -Ua-7PU'JV^P1^$05 

as 

±IB(2)TraaLfck h G n R H U-fe72-£^frt£ 

OO^g/mliU ^a-THC 1 8 8 p I -fottaL 
/Co *bl^ 6 0%©DMSO (i/*?l\/7>)\>fc**S 
K) K»BLfc2mM©»BMb£tt2|u I 38nM 

<o m i -'jn-^pu'jvi op i t^mm^muL 

fco K^^a^S!l^-r-5fc46lC, 6 0%<7)DMSO2 
M I <h. 3 8nM(7) 12 5 I -'Ja-7PU';>1 Op I 50 



ZftfeTZtclSbl^ 6 0%(7)DMSOlC^Lfc1 0 0 
/jM©'J2-70U'J>2 p I <!:. 3 8nM(5'» I- 
'Ja-7PU I J>1 Op I t*SSl«lLrcfiiSat.^lC 
MHLfc. Cft6cDJ&&>££2 5 o CT-6 0#£l££tf 

57v7f/l/$- (GF-F) «ffl^Tfi*B«*i!ftgi5a 

125 i -ija-7PU';v0»fWStt^»J^L7c„ 
-Ol/>T\ 5C:PMB= (TB-SB) / (TB-NS 
B) x 1 0 0 

(iWu T B : ft*$££jK8*-;S1i . S B : tt£{bdtt% 
tt*fc£*®ttW>§tt. N S B : #ft££Stta£i1£e 

^-r, ) ic<ty, s^fb^tiro^pas* (%) (pm 
b) zx&tco *6ic, ««<b^*©ag*sfb*«T 

%CD;Ig (-r^fe-6PMB = 5 0%?r^^^;ig, IC 
5o{§) ?H i I I ?u«j hcfeUSaiLTCo ±fB##flJ? 
flStlfc{b£tt*a«Mb£»£ LT, ±B<D3I£&IC «fc 

[02 6 7] 
[SI] 
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I Cs« 




1 7 


0. 


0 8 


3 3 


0. 


0 6 


5 4 


0. 


0 4 


8 7 


0. 


0 5 


8 8 


0. 


0 4 


9 2 


0. 


0 7 



#%0J5 4T , HitL/-db£ttl OOmg. 5?h-X16 
5mg, U->2.£-^2 5mg. fc: ~-,lU7;l/=l-;U 
4ragfcJ:lj : X7 1 7 l J yW?9% : ;^U 1 mg£ffl^T\ £ 

[0269] 



[0 2 6 8] 

H: 



2 

(1) #%fi 

(2) ?Lffi 



l5 4?SlitLfdb£» 

i^a-bJl/D-T. (til) 



(3) D-vv-h-yu 

(4) ffimmt KP*->^n^H*;ba-7. 

(5) *ju* 

(6) k Kn*->7nt:jHz;UP-^ 

(7) T'X/ftl/r- U 

(8) ^'J^VI/'J^V&IIZJ'JOA 

(9) t Ka*->^PtfjM^l/tJl/0-X2 9 1 0 

d o) mtm> 
(id »e= =i?<b& 

(12) 

±E (D x (3) , (4) , (5) , (6) . (7) fcj: 

if (8) «im*icnift«^iiJMKu (2) <oim 

(9) ~ (1 1) £=l-x-f >-?'LT\ 
tt«HaU *5fc (12) £E£LT, II««IJ5-4T 30 
WSftfcfcSaoi %W8L 5 0 0g*«iiLr=. 810 
*fi£5 0 Onig-r-PiJSLfco 

[0 2 7 0] 



5g 
3 3 Og 
2 9g 

2 Og 
25g 
5 Og 

3g 
3g 

3 Og 
3.5g 
0. 5g 

19 

tt*a (9L tasnsm. ram. %m. Tm»mmm . 



(5D int. ci. 7 mom 

A 6 1 K 31/4184 
31/4439 
31/454 
31/5377 
C 0 7 D 235/08 
// C 0 7 D 401/04 2 3 5 

401/12 2 3 5 

403/04 2 0 9 

403/06 2 0 9 



F I 

A61K 31/415 6 1 3 

31/44 6 1 3 

31/445 6 1 4 

31/535 6 0 6 
C07D 235/08 

401/04 2 3 5 

401/12 2 3 5 

403/04 2 0 9 

403/06 2 0 9 



7-73- K (#%) 
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403/12 


2 0 7 


403/12 


2 0 7 




2 0 9 




2 0 9 


405/04 


2 3 5 


405/04 


2 3 5 


405/14 


2 0 9 


405/14 


2 0 9 


409/04 


2 3 5 


409/04 


2 3 5 


409/14 


2 0 9 


409/14 


2 0 9 



02)%W% m% F*-.M#%) 4C063 AA01 AA03 BB01 BB09 CC26 

HB!iag7tJ±:*:7MTl21#23-306^ CC76 CC81 CC92 CC94 DD04 

DD06 DD10 DD12 DD26 EE01 

4C086 AA01 AA02 BC39 BC50 BC73 

GA02 6A04 GA07 GA08 GA09 

GA12 MA01 MA04 NA14 ZA81 

ZB26 ZC10 ZC11 ZC41 



